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Title: 

SULFONE DERIVATIVE, METHOD FOR PRODUCING THE SAME AND 

APPLICATION OF THE SAME 

Abstract: 

PROBLEM TO BE SOLVED: To provide a new sulfone derivative having anti-blood- 
coagulative activity and antithrombotic activity through inhibiting activated blood 
coagulation factor X (FXa), thus useful for preventing and treating arterial and venous 
thromboembolismic diseases, inflammation, cancer, etc., to provide a method for 
producing the above sulfone derivative, and to provide applications of the above sulfone 

derivative. SOLUTION: This new sulfone derivative is a compound of the formula 
(wherein, R is a cyclic hydrocarbon group or the like; W is a valence bond; X is a bivalent 
hydrocarbon group or the like; Y and Z are each a group N(R6) or the like; ring A is a 
nitrogen-containing heterocyclic ring or the like; R5 and R6 are each H, a hydrocarbon 
group or the like; Z 1 is an imidoyl group or the like; (a) is 0, 1 or 2; and b is 0 or 1) or a salt 

thereof. 
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^v^L2«) *^*<i:t) 1M (»4L<ttl*v^L4 

mm&) mwmft>ti&. ^mmmmmms ttx 

li. mz-li7V)V^ fi-;k tfay;i^. sf^irVU 

^y^r^f-y-yy/Ps f-ryy;u. •Yy^ryy^K 
$^vy;K b-^yy/K 1,2,3 y 
1, 2,4-^-9-yryy/w. 1,3,4-^^* 
ryy;K ^^ifx/p. 1,2.3— f-r^rvu/K 

1 ,2,4-f7y'7y>J;k 1 . 3, 4 -f-Ti^'rVJ 

i.2,3-hyryy;K 1,2,4-kyryy 
xF^yy/K tfy^VK b°yy->'x;k s b-ys^' 

x;k, b°^^x;U s h >J T : J—tVm<7>5%\,^ L 6«<^= 
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mmmm^mmmm. BiWJi.(ixy/77-;k * 

y<yyy y—)V. <yY C.b } f-xx/K -iy y 'J 

;k Av4yYV)V, l h — i yyv u /K ^yXA y 
yvo /k vt^-tf-vu /k 1,2 -<.yV4 

**TV 'J )V. <y Vf-TV U A', <vv b-^-^, 1 , 

2 -"cyy-r yf-rvu ;k 1 h -<yy t- u tv u 
/k *yy;K -rv^yy/K yyyy-;k 3-j-vu 

tK'Jx;k /S-^ytf'Jx ;K r-^/P;KU— ;K 7? 
'J^/K 7iy=fty-/k 7x7f7y-;K 7x 

;K ^y^f-fx /K fryM/-;i'. 7i 

tb'Jy-;k 7xthn'J-;k 4 y Y V iS— )V . tf 
on C 1 , 2 - b ] try fy-zk t7Vn C 1 , 5 - 
a ] f U x/k ^ 5 C 1 . 2 - a ~) f U 5>/K 5 

C 1 , 5 -a 3 f'J yVk 5>V C 1 . 2-b ] tr 
U ^ it- ;K 4 S C 1 , 2 - a 3 h° U 5 y-'x;K 1 , 
2 . 4 - HJ TVo C 4 . 3 - a ] h°U >>7k 1.2.4- 
h U 7Vo C 4 , 3 — b .] b* >J r i/x/M£<r) 8 ~ 1 6 H 

(MKI1 8-121) <n^mwM'£wm& (» 

3Sl~2ffl (»4t<«, HE) *^y-bf>-gll~2ffl 



ofc«*ai2~3ffl <#*L<ii. 2ffl)*«»£-Lfc« 

*fSL<(i'<.yV7 5— ^y/t5-;k ^V 

^-b^— /K fi^-;k tDijy;;k fb5tKo 
7'J/k f-:+7X/k tf^Ui^VK f b5tKDh*5- 
/k ^/ytfyx/K ^t^/y^yx/K f<7y-/^ 
<7)3-8l L<(i5 — 6H) <0tt*l*&V^i^tt 

mm) a*v*iii. 2,3.4 -fh9tnnvj 

;K 1,2,3,4-f H5fc 7 =>r y* y /y=5r J: 
[00 0 9] RX'^ZtlZ, ^WM^tCZ^X^ iV^WK 

\^X^X^T)V^~)V. m&ZtlX^Xi> £VV7*>J — 
;y, B$§*xTvvctJ:v^?nT/y=*f/k B&£ixT 

sins. B^^iiT^rti^rsy, wnsfiTVYt 

kivW 5 hM/y (0fli.ti\ 5$-C (IT ) =N-U 
UfcitfU' ti**i.*h^IK?-Xt4B»aE£ 
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(NT' T' ' ) =N-T T, T' fcilX 

t' • it^ix^ixymm^x^mmm^^t (nmt 

B&£itTvvckivvr;y^;y.x/y7 -r - ;y. am 
$ ixT v>TtJ;i( ->r ;y^;yx;y^ - ;y s t^/HLS 

mm^ixx^xh iu^-^/yA^/K a 

m%f) s y77l, -ho*. x;y^vK^cO 



7y/K *M>'ii3lW7y;l^W'5il, dfL^> 

<?)&me>w.mmimimm%:mm.i l z i^L5ii(jff4 

L<{il^r^L3fi) mmtX^Xh J;v^„ RX* 

^zti& rwmztix^xtjX^ ^mvtr>8Ht*mm j 

t%&, Rli<y/-a-en^;K ^>-V- r - to- 

[0010] mmmt vx<r> ^mM^nx^x^x^r 

0— ;yj tt3(t^T'J-;yi:LT{i. flfHitf^x— ;K 

-h7f-;y. 7yh'J/k 7xfyh l Jyk T 7 f-U 
n;y^c7)C 6 _ t 4 TV—)Vmi} i mft>ix&. ZZX\ 
TV->UcDW&&tLXli. im.T)Va*ism (M. X 
h*ci/, iKk 7D^yf «0C , _ 6 -TVy^v 

. Aoyyif 7 7i, B^m 

m) . ®MT;y^;y (W. *f7K xf/k Tatvu^ 
ct)C! _ 6 r;y=>f/y^) » m®.T)Vr-iv (M. fx 
;y. TU;y^<0C 2 - 6 TtV-lr—JVS) . <£MT)V*- 

y, ^/ydt^fy', (M7;^Jf-y*^t>-;« (W, y 

^ ;yS ( m. 5 % v > L 6 Mco^#^18^««SS 

! _ 6 T;Mr/y*7tU:Ty-/y (M. *;y5;y. c 2 _ 6 
r;y^y-<;y. ^.W^f/y. ^No^Wb^ixTV^T t, J: 

Tii^C! _ 6 Tiv*>vx)Vib—)V. ^y *£y xiv-fc 

-ji-m x-wMZixx\<^xhi.^*))v^4 jvm. 1- 

T-fe* f-is—iVti . 1 - tD 'J >-'x;U^;P^r. 
;y. tf^-U y7*;^-;k ^;y*U y^;y^'xyk N f- 
jj-^E/yrftiJ y^;y^fx;u (eiEilJ®^(4K-(t;§iXT \^X t 
iv^) . l -^7y-W/^-^f) |*Wij 

c^x^offisoamatiam^'Srfia^i^^t 
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. tWM%1xX\^Xi>i.^T$.> : S i bLX 

Sj ^LTUT £> i^ffi&Si: LXcry tWMZixX^ 

y^oTM^j t,Z}Hf&z/?uT>V*r>VbLXl&, m 
Uiis 7 xi7°u\Z }V , y?D/f;K >-:7ck<>"^-/K 
i,7w^i/iV. y^n^7f;^C 3 _ 7 y?n7 
/k*/k##W£>;fx£. -lit'. y;o7;W« 

gtLTW:. ragssfucwt*, j^yy- 
h. B^StL-TO rg^^^x^Tt J^i^oyvk 
yx;kj \,zte»hi/7uT)V'r-)VtLXl l 5.. #Rf£;y 

-7ny'W<—)V. y^D7'f-lK y?D^>f-iK 

v^n^df-t— ;^<75C 3 _ 6 y?D7;^-;i^* s f 
W^tih. ZZX\ Mi&ZtiX\^Xi> i^y^D?;^ 

V^TU-^j £fctt&aM*tl^«&iS^ll«&kOrt* 
fHftit*. W®MtLXcr> rmMZtiX^XhX^T 
/Mf/kj KiS^S TvMf ;ki: LTti, {flUff^^K x 
f-/k n-yotVK -fyyutf/K n-y^-/K 4 V 
sec-yf-/K tert-y-?VK n-^^/K 

-^yo-f-zK ^^yfvk, l -y^/UTotr/K n 
-'v^/K -f yv*f S'/K l , l -v^f-zkyf-zK 

2,2-z/X^-)\s-71-)V. 3, 3 - ^ f-/Uy^/K 2, 
2-y7f^rnt'y^C, _ 6 T/k^/Hf^^f^ 
ill,, ilt. T)V*)V<7M&gkb LXiZ, HtllBtTt 

m$nTV^Tt>J:v^r;^— /Uj fcfcvtsy/kyx/u-i; 
LTli, mUi^=-)V. 7'J/k -f V/o^k 2- 
-Xf-^T'J/K 1 -/n^k 2-^f;l/-l-7n 
^x;k l -y-r~;K 2-y^x/K 3-T^x— /K 
2-x.^)V- l -y-f— /K 2-^f;l--2-yf- 
/K 3 ->^-/k- 2 -^f-zk l-'O-r— /K 2- 
^y-fx/k, 3-^yr-;k 4 -^yf -/k 4 -y 
f-;k- 3 -^y^r—tv. 1 — *^f-fex;k s 2-^-fe— 

/K 3 -'Vf -fex/k s 4 -^^f -fe— /K 5-^f-fex;k 
3£<7)C 2 - 6 T)V?=.l\A&ifimfbtlh. Z\Z\X\ TlV 

*r->v<r>wm&b LTti. BUMBLE r a$£ixTv>-c<t> 
J:vvry-/kj lc*j»tftii»akB» ! S*tf5B« 3 Sr«>^) 



Lfc rm&k%fix^xi*z.^Tv->vi iz&ifhmmm 

[00 11] BJUSi: LT<0 r«ft$*tfv^t J:V4R 

=t (mm?) t lx. mmm.?. mmm^&i/mmm? 

%^L2U) *'J?%< bi> lm (#?*L<Jil3r^L4 

a. $6t=#*u<tti*v^L2fla) &ts3rmmmmm 



x/k l-ynt°x>k. 2-yot°x/K 1 -yf-x 
iv. 2-yf-x/K 3-y-f-— /U. l-'O'^-x/K 2 

-/^yf--;k, 3-^O-f-— ;k, 4 -'Of^k 1 - 
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ii. fiflUJf^y/k, f-x^;k. t°ol»;k. *^irVU 

^syyu/K t7yy;k 1.2,3-^^^'yyy 

;k s l,2,4-^ty'7yj^, 1.3,4-**^ 
ryj;K 75f-/k l,2,3-f7y7/'J/k 
1,2,4- fTy'TV 1,3,4 — f-Ts^TV U 

i , 2, 3-MJryy/K 1,2,4-huryj 
y<y V7 5-/k ^yy c _t> 3 f-x-;i- x -o-hu 

/K >f y K U/W. lH--f yyy 'J <yX>( y 

yy >j;k Ky/^t/y^k 1 , 2 -o-y-r y* 
dfWj/k. ^yf-yyy/K 1 , 2 -<yy-f yf- 
ry u 1 h -<yy b y ry y y y -f y 
^fyy;k. yyyj-;k ^tv''J-;k ^y^rifyn 

iy"^;i-. ^/WxY'J/k <*-#;ktfty^/K /3-^/kH< 
U-;k % r -*M'J-;k T^ySy'x;k N 7im 
x-;k. 7i/f7y-;k 7xfy-;k 7xydf^ 

f-fryK f7yM/^;k 7xtN'Jy-;k 7it 
k n y —)V. A>YV -J— IV. too C 1 , 2 - b ] f 

»j ysy-;p. e^yn c l . 5 - a 3 t° y ^;k. $ y 
y C 1 , 2 - a d try itiv, 4 syy c 1 , 5 - a j try 
-f 5 yy c 1 . 2 - b ] tr ij y^n/k, 4 5 yy 
C 1 , 2 - a 3 tr y 5 ^;k. 1 , 2 , 4 - h y yy o 
C 4 , 3 - a 3 try V)V, 1 , 2 . 4 - k y r/n c 4 , 3 
-to t°y y^'x/k^cT) 8~i 6* (»*L<{i. 8— 

12a) (»* l<{±. tmvtz 

<(S. 1M) tf<y-e>Ml—2® U8-£L<1±. 1 

m-t -5 ^r*^ 2-3 
e>ti&. rimm&fimmi b lxi*. mm**i< 

^-;k N 7-lffy-/l's ^-te^x/k, f-x^-;k s t" 
a>J^;k, f h7tPn7';;k ^r?x>K t°^y 
v;k. f H5tKDt7-yk tyk+'J-zk. f-^/k 
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*'Jx;k e^s^— rt^w)3— 8S (#?*L<U:5~ 

mmmwmm (mmsmmmm) b&wn ,2, 

3,4-f h7t F'o4fy 'J/K 1,2,3,4-f h7t 



[00 1 23 mmmt t-co rag^ft-cwcij;^ 

^ (01. *?-/K xf-/K TatVU^d _ 6 ta 

*>H?> . \m.T)Vdr-)V (01. b*x/K 

2 _ 6 r^y-x/n?) . flHRT/i^x^ (01. if^ 

(01. sfr^S/k T-bf-yK mb-jfxrt^ hV\'cM;U 

■i 5 F-f A-j . fcitf rffig$ixf vvc t>«t^TS ^* 
/j i:LT(i. RXfjkZixh rW&ZtiX^X&X^m 

j &xif rwwiztix^xhx^mmm 
m^ ^Lx^xi,x\^mmmtLxcr> rwmztix^ 

"Cfcivvrsyj . rWft$*i.Tvvrt>J:vVfciaSj . 

*j *j«tv rwmztix^x hx^mmmmj w&lx 

^Xi>£^m&£bLXcr) rWB&ZilX^X l> «k^T5 
ilT^TtiV^TS^Vj . rWAZtLX^Xl>J:\>rt 



$ tlX WC t «k V ^ T)V*c)l>?, j fcfc (t £ 

*. ass. 3^mm &£Wwy>itztix^xi>£ 

V^C, _ 6 T!Va*is (fffitf^t F=*>\ XF=*i--. F 
^/^D^h^fy, 2, 2, 2- F 'J 7/M-OX F^ 
FU^ooyF^fv-. 2,2, 

ifST/l^A (01. yf-/k xf/P, 7'obVk 'fVTn 
bVk yf-A. W yy>/k tert-7>;k *<>i-/U. 

^y^OC, _ 6 T)V*>Vm) . T^A (C, _ 6 

TA^y-fA (01. T-b^-/k rob^x 
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h ij 7;^D^ h^t/lum-ll. 2, 2, 
2- M>7/p3j-nxh^fv'^jjf— ;K hU^na^h 
^•>-^;P^x;p, 2, 2, 2-h 'J?nnxhdfy^ 

< (i b" U ^'A. § i6 iZiS- £ L < It 4 - 1 'J f ) ^ 



V^75/j fcfctt^ rrsyj (i. S^s^iiTV^TiJ: 

(01. ^A$;M 5 F-f/K S F-f;P^r 

i:) . C! _ 6 W3afH 5 hM/K C, _ 6 TA^f 

r;^^T'S^§n-c h x s y ten xwmzti 

*'>xwkT$.s*mm-hi*k%>ti*). ^m^m^ 
<omtf.T$.stLxte. rntai -r^it-iv, i - 

y . i ~j—)va xt/4 mzmMDv^riv ( m. 

yf-/K Tab°A. -fvrabr/u. te 

m , 75H/I/ (01. O-i-'/K 7x*f;^C 
7 _ , o T=7)V*)Vm . TU— A' (01. 7i-/k 1 
-7^7^. 2-t7f/l^fcOC 6 _ j 0 T'J— 
^Sr^TLTv^Tt iVU -b^^^'x/P, l-b'a'J 

l -- f srVU;H!W3~8H (»4L<{i5~6 
« ) «7 S y ^rif^f hfth . 
[0013] rg^§tiTv-»Tt<tv^;^N* ; E'f Aj k 

Av s'qe ;ut> i t^N , N - ^ 4 iVtfimf 4 

rN-^y^^M'^-f/Pj vwmmtLx 
l±. 0ii{fffi»r/^/u (01. y^-A. x^-/k rnh- 
A. -fyynb*;u. y'f-A. ^yrf-zu. tert-y^- 

®.T>Vdr—)V (M. b*x;K T'J;K >f VTd^-^, 

2 _ 6 . y^nr;^/!' (01. y?nr 

obVK y?o7f/l^. i/^n^Vf-A, y?nMy 

;^oc 3 _ 6 y;nw;l^) . (0ij. 7 

i-/k i--7-yf-^. 2-^-y^-;^<7)C 6 _ } 0 r 

•J-;U^) , 77/^^ (0IJ. <y^'A. 7i*f/H 
coc 7 _ j 0 TytU^-j^ »4L<I47i^-C 

1 _ 4 T)v*)vm) . ru-^r/i'^ (01. i^>7- 

xx;p-c 2 - 4 T^7-x/M£) , a^iS^ (0tJ^{f|(r 
I2L^:RT'^§^§ r WMZftX ^X i> X^mVz<r)mk 

i><r>m . i—2ffl<7)c 1 _ 6 r;i^/u (M. y^-A. 
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/k tert-T^/K ^VfyK -ca^^il 

^ -*f-/k xf-/k TnbVk W Vrnt/P, 7 
?Vk 'fV/f^. tert-7f-/k 'O-f-zk 'v.dri-'/P 
f^C, _ 6 T/l^/M?) . TistV Jjvt^k T 
b^/k 7Db^-;K bVN'n-f^iOC! _ 6 TiVij 
/M/k ov^;um) . ^/utf^y-zk d - 6 -7* 
;undf >^;kl*x/M?<9lX«2jI£B&gfc LTWL 

T^Tt«tV\ ] , Anyyff (Mitf7 7*. IS 

*5R. 3>7S^) „ -bnl, y77S. l^rUl 
5»Ao^yff (0Hitf7«x3R, IS*, HX, 3*7 
mm X-WMZiiX^Xi> ivMBsiSlTVMf/k l&^L 
5l«ADfySf (Mi.lf7 7t, US. 3>7 

htih. mmcr)v*)Vh\^x\$. mutx&iv. xf- 

;k n-TnbVk -YVTnbVk n-^/k -f V7 
f7k sec-:/f7k tert-'7*-7 t 7k ^yf/K My 

yh^fi^ xhdfi/, n-rn^y s -f V7o^ 
y\ n-T/h^f;^ >fy7NJf^ sec - T" h 3- y\ ter 
t-yhdf^OCj _ 6 T/l^*yW#rf £>ft.. # 
tyh=*ry\ Xh=Jf^* s «fiLV\ ifc. ZtLt><7)U 

mmt. m-£ttm%~>x itttt2%^L3m w 

*L<lil*fcli2«> HSlbTV^tf)j&«#* U*. 
[0014] r n . N - yfi*;l/A't^ ^ j Ji x MS 

u mmm&co- ttrnt lxizimzltc rN-^yg 

;k x^-/k Tob/k VTob/k T^k tert- 

7*?7k ^yf-zk ^^i/f^c, _ 6 tvi^p 
m s c 3 _ 6 y?om;i/ (fid, y^nrnt/K 

c 7 . 10 77/^^ («. <yy;k 7**fA*, 

i?iL<(i7xx^-c 1 _ 4 r/Mr/w*) m-ffimfh 
tih. ±tz. 2mcr>wMMtfmmMTt~mt l z%:-oxm 

iSX/W^-OUt LXI&. Mi-til 

/k#-/k 1 - fo U a-^l^P-jKr./k f^U y7* 

;U#-/k ^tfyytf/Ptffxyk f ^t/^'J/^ 

jk - ^ ( mmm^mit 3 *vr wc <> j v % > , l-t-^ 

-?-/k x^-/k TQbVk -f VrobVk 7*?-/k tert 
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7 _ i 0 T=7)v*)\,m) . ru— ;p <«, 7i-;k 1 

— 2-t7f;l^<?)C 6 _ 1 o T'J— /Ml) 
LT t v£ t <t V -> 1 - b"^7 ^x/k$/k1?x/l^<7) 
3~8« (*r2L<i25~6S) (0St7S7^- 

^g^^iiLTfi. mrlBL^ rW&ZtiX^Xi> X 
V ^ ;^ s'^e A >V j cDS^ia i: Rfllco fc «0*^tf 6 tl & . 
[00 1 53 xx^HkSixTV^Ttarv^;^^^ 

hdf^;P,-Kx;i^, 7n,1fJfy*/^;k -iV7viifi 
*is-t))VK—)V^ 7\-*isf])\siZ—)V^ AV7Y*i/i] 
/^-/K sec-yhdrv-^/^x/k, tert- T^h^ y- 

3.;2ris%lV#—)\s^ l-t7h^y^-;k 2- 
i-y h^i/fi/l-rt—J^CDCj _ ! 2 TV— )Vtti/ft 

^f-^^f ^;U^x;l^«0C 7 _ j o 7?/Wr;W 
y-^^x/p^ L<i±, C 6 _ j o 7'J-^-C 

h» w&mtLxo * ti)Vit>m$&mT : i')v \ ttx 
j **^m^ ±tc i ffl^-r h mmm t^>v #—)i> t w 



T-b^, 7nt*-;k bVN'n^/u^c , _ 6 

btxit. ^vy>m.=F. Ci- 6 r;w^, c 2 - 6 r^x 

-hn. y77< WMZtlX^iX t iV^T 5 ^Vfeil/ 
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x/K C 2 . 6 T/I^-/K aj&SftTvVCkiv^TS 
iyxXT-Mb?) S vM4T 5 K-ftSixT » vt i J: » 



^££{ic 2 _ 4 t;p^-;p (»iL<(l Aofyg 
1— 2-i-y^l^<7)C 6 _ j 4 r 

/7 7-^, ^y/f5-/i/f, L<(i^>- 
ye5-;U) »IL^. h 0*>tt. Ri:LT(4. ad 

[0016] MiE^*. wti|g£#ifciiMllS*rCv* 
T i> J: v 1 2 fiBcOfif^K-ft**** . Wt* SixS 

r Sift SixT v vt t> J; v * 2 «<0»R<03c'fb!c*ai j t L 
T14. ^V>. HJ-Xf-l'V. 

oh'u-y, l-£/£ti2-7*-r— y^y'x^i/yf 
ct)c 2 . 6 <r>T)V5-— v yWtfmf t>tl& . WTS £ ix s 

r^S/xT^Tt iv^2«<?5»K<OiR^blcSBaj <02 

L<JBv*£>*i.£. luteal XtiHtfc 
§*iTvVCfci^2fli<?>#<bi<** t<(4a^§ 

*rc v vc t> J: ^ 2 ffi<o*tt<3#fc#3ig£ * 7t(iam $ tl 
mztix^xi>£^2m<?>mft<7)m-ikfcmmi . r am 

xf-ky, l-irtrW^-Totrxi^, l-££ii2- 

7f-x x- ym<r>Zi - 8 7/1^— p y& fc* j&*#tf £>ix£ . x 

T*§*x£> rs^^ixT^Tt ±^2fifc7)^c7)MbK 
mmi t LTtiu Witf. BulBL/iR-C^$ix^ rgjfc 
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<. r BM£ixTvvc t ii^x^i/ylj tLXl±. 

1, 2-7i^ 1, 3-7i^y^itai, 4 

-7xxuy£t'#spff£>;fx&. xt^^ixl. rg^§ 
tiTvvCkJ:^2{IoMbl<S*j t LXlt, MMZti 

x^^xi>x^2m<7)m^cr>mt^.mm. w&ztix^x 

V^TtiV^Cj -eimr^l^^'iF* LV\ XT'* 

ztiz rw.mztix^xi>£^2mcombfcm&j * s w 
r wm2iix\^xi>£^mvzc?>mt*mmj com&mt 

C, - 6 T/Mf/M£) . «r^7--^ (W, b'-;K 
TU;Kallyl)^OC 2 - 6 TA^-^Mf) , iSMT^ 
dfx;P (^IJ, x^-x;l^^ 7da , ;K;|^«C 2 _ 6 T;P 

dfxy^) . aj^^^xTv^Ttiv^rsy. am$^T 

V^Tt>iv%*i?ffi, y77l, a^$t!TV^Tt iv^r 
j<h*>>#)U#—J\s, xh^f^^Kx^^d _ 6 

;\uyyik%tix^x i> £\^c x _ 6 tjv^ivxjvt^— 
)i>, ^y^vx)V^—)vm) -carats fvtwrfc J: 

^a^^fia^^^es^at 1 $r » * l 3 nam l 

[0017] MiB^4«, YtiXVZteZtlZtlWiLLX 
-N(R6)-, -CO-, -S(0)-, -S(0) 2 -,-CH 2 -, -N(R6)-C0-, 
-CO-CH 2 -*7t(4^^ («Pit<(4, -N(R6)-, -CO, - 
S(0)-. -S(D) 2 -, -CH 2 -iJt{4^-#) YfcJ; 
l^ZOffl^^-rircom^^J^i: LT(4. Yj&^-NCRe) 
-T£>9„ Z*«-C0-C*S*-& ; Y*>'-N(R6)-T'J)0, Z 
*i-S(0)--CS>l»^- ; Y*i-N(R6)-T'S>0, Z**-S(0> 2 - 
C**«^; Y^'-N(R 6 )-T'S) , 9. Ztf-M 2 -X'%>%> 



Y*t-N(R«)-C*0. Z*«IS^#-CftS*&; Y*i- 
C0--C& 0 . Zj&«-N(R6)-Cfe ; Yifi-CQ-X'h 0 . 
Z**-CD--Cft4*^; Yrf-CQ-X'fo 0 , Z*i-S(0)-T'S> 
; Y0HIKC* 0. Z^'-S(0) 2 -CS)S^- ; Y 
3&*-C0-Cfc 0 . Z*>'-CH 2 -T-*S^ ; Y^'-CO-T'fc 
0, ZA««i^#"C***^ : Y#-5<0)-T*9, Z*«-N 
(R 6 )-C3!>S^ ; Y**-S(0)-Cft 0 . Z^'-CO-T'fc-S 

; Y*«-S(0)-T'<5 0. Z#-S(0)-Tifc.i>i§£- ; Y*« 
-5(0)-C*0, Z#-S(0) 2 ; Y^-S(0)-C 
Z**-CH,-"C*ft*& ; Y*«-S<0)-"C*9. Zifi 
mttXfoh%& ; Y3&>'-S(0) 2 -T'ftO. Z^'-N(R6)-T' 

Y**-S(0) 2 -C&0, Zs&«-C0-"Cft&*6- ; 
Y*i-S(0) 2 -CS>0, Z*<-S(0)-T'S)-S.^ ; Y^'-S(O) 
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2-T'fc 0 . Z*t-S(0) 2 -T&S*£- ; Y#-S(0)i-"C& 
0 , Z #-CH 2 -T'£> I. ; Y#-S (0) 2 -T£ 0 , Z 

Y#-CH 2 -T"£> 9 . Z3&*-N(R6)--C*« 
»£• ; Y#-CH 2 -T'£> ") » Zj&*-C0-T<54*£ ; Y#-CH 

0 . Z*«-S(0) ; Y^-CH 2 --Cft 0 , 
Z #-S (0) 2 -X'h 4 ; Y#-CH 2 -T* 0 . Z *<-CH 2 - 

x-h h mis ; y#-ch 2 -t* o . z -ff&^X'h & « 

: YjWBr^T&O* Z#-N(R 6 )-T'& ; Y# 

i^ft* 0 „ Z#-C0--C*4*£ ; YjMI6£#-e& 
0. Z**-5<0) YjM|&£#T*9» Z^'-S 
(0) 2 -T* Ytm^X'fo 0 . Z*«-CH,-T&£ 

; Ytm^xh *> . zifimttx'h&mis ■, 

ifiWThtihW. ±Mfflticotfr&lzi5\,^Xi>. mrlE^* 
IIU YJ3J:iXZ**-N(R6)-TfcS^, b(iO*^-r 

ii^ffiU^. *3&»Tt>, y#-cck -s(o) 2 -4fci± 

«^#"r-» 0 . Z*H30-4fcti||^T , *4*£**#4 
t<. .bO^tt. Y*H»-*fcl±-S<0) 2 --CfcD. Z# 

*£■ ; ftt'timt U\ 4fc s Z#-C0-T3r^*8£-*>. 
if* U>«fc ItWMi* . 

[0018] mfiast*. mAtewmztix^xi>£\<^ 

T\ 4"5:< fc 1 1 WWHXM^fc-MT*-* «>4>$rif , #J 
ifili^MtSIf imp?) bLX. 'Jf&<bi> 

J: tflWWtff*** 4» ® iititc oJSf - 1 &i^L 33 
(#4 L<ttl$rv^L2«) £l=5r^L3<I (*F4L< 

< , *3&*-c t . r &mi tdtZSIf&in 5-12 jtessjg 

mmmmm j u * . r #MSfl§iS]5&f i&si j t 



y>f^3- 8S (if* L<(45~6R) *)«&*]&5V* 

m&tcZ, *4W41,2.3.4— rh5bFn<*yy 
>\ 1 . 2, 3,4-fb7h KcK ijy, 4, 
5. 6, 7-fh7tFnf7/o[5, 4-c] t'J 
^'V. 4, 5, 6, 7-fh7tHof5V'o[4, 3 

-c] try^y, a, 5, 6, 7-fb7tKn^sy 

Vn[4, 5-c ] b'J i/>-35ri:*c7)8~l 2S ($?4L 

Patent provided by Sughrue 



<«i o~i 2H) oiasifcsv^i^i&^zi^is^ 



feR-c^sa* r ii§ntv>tt ctv^s^Sj liza 



j tf>HB!3r4>O f fc:z*$J:tfz' i:^«5Ct LT 
[ftl 9] 

3 r,4 




3 tR 4 4fcl4R3 tR5 tf-mttiXmZ&fcLX 
\t*Xi>Xm X'2kZtL&i><7)%:b'i}W&L<m^t>tL 

Bflia^tt'. R 3 fc«kt/R*-C^$ni» ram^ixTV^ 
Tfc«tv^7*;W^j , r W&2tlX^Xi>£^T)l">'- 

. t ! SMZixX^XlxZ:^T>\'*>l>X)V-fc~}Vi , 
/UX;Wt^— /Uj , rWM£±LX^Xi>J:^T5.S j , 

Mion, PLLC - http://www.sughrue.com 



4) 102-201 178 (P2002-201 178A) 



fix v vc t J: ^ ^ytf^f >7P j t ftfi&Sr fc 

[0019] mlBst*. R 5 ajkMMrF. MftSivrv* 

S^4 tztem&ZtiX v^tiv^r i^WS ( #4 L 
<ti, a8l§*i.Tvvc& iv> T/Mf/K 

Sivcvvck.fcuT;^— ;k aJ&£ft.Tvvct ii^r 

h'-fc£ vvu ) * at fix i> X v * 

& r am$^T^Ti>J:^2W^-fbJ<^j £*>ft3 
r 2fli<ojft{fc#*aij co—^cD&Smzsmw^i 1 (1 
fHBLTJEWSii« j Srfc'^W^tu M 

£^WM&tmm%i><7>wmf t>ti&. westo* r 5 

^tiTWCii^T/l^^j . fMM£tiX\<^Xi>£. 

tLx\i. Rx-^ixh rmmztix^xh^^ 
w&fi*. +-ct, r 5 tLTJi, *mm=?ttim 

&ZtlX\'>Xi>£W 1 - 6 T)l'*}UWft&l,^. ttz. R 
^tAtOlil (#4 L<ti. Mta^OiiAOSm 
SJ:L-CC7)R3 ) fcte£-LT«*#jaW-4*£\ ISA 

(i, -N-z- (z^Atris^-SiaRlR^ifclia 
fcW*LTlrVtfcJ:v*. -f$r;b*>. R 5 & SI A 

Patent provided by Sughrue 



88 j *Jgjjt-r4. SIS rjBftSixrv^rt iv^tn 
8Rj fcisttS rxt'olj fcLTti. SSl*Jl;:il-4ix4- 

^fn|gfl^V^3a (*f4L<fil3rv^L2S) * 
l$rV>L4ffl (#?4L<{il3r^L2ffl) ^t^tt 

TV'U>>>, ^VfT/'JyX t^VUV, 1.2, 
4 - ^ -9" y TV U y . **1TV 'JX A V sf^lfV U 

-rs^vuv'. f-rvu^, -rvfrvyy. 
( #4 1 < t±^n ) a-&raitn^x?ftft> 4»as«rn* 

ti. RT-^$ix-S. rnt&ZtiX^Xi>£^W.W%Mj <r> 

tm&Lx&f&zti&mzztfmfhtih. r 5 *^a 
cor 3 ) tm^Lxm^m-hm^. m-h, maw. 

-N-Z- (Z^AtSt^-BI^JR^i^iaSSK 

r am§fLT^-ct iv^ssai^it^j cog 
*> ± v j tcts *t 4 r mmmm i lx ^x t 

^r^jptf tttl&W. ^T't). Rt*§ix4 raM$ 
^.TV^Ti, iV^SSSj ^WLTvVCtJ^agSSi: 

tv^ti^T/^-yh , rg^^^-cv^Ttiv^T 
, rgj&^ivcvvck iv^rsy j . rxx 
■r;Wt;$<iTv%Ti) iv^^TKdpv-^j . rg^$^x 
v vc i> j: v^;yy A )V j ISI8I3: t ^ 4 V . 

ffiS<0{iBKl^L3M8LTVvc*>J:<, 
a^^^Tv^-ciiv^! _ 6 T;^;U. ttV* 

4fe, R 5 iZX(Dimmbt£-&LXmt:J&f8.LX^Xt> 

frfr&mtLxiz. mAX'^ztiz rw&ztix 
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tiv^r^ua (*?£L<(4. Tkmm?, wmztix^ 

xi>&\^T)V*)V. w&Zitx^xi>S:^Tii"!r—)i>. 

S^SfLT^Tt £\^T)V*-)V, xX7VMfc§fxT^ 
Tk<fcv">;^tf^v7K a^ft-Cvvcki^Ti'/l/ 
3£) huIB^4". R 6 T'^i?ft.£> ragS^irt^ 

i4. Mz-l$. miLtcXT^ZtiZ, rWWiZtiT^Xh 

j; ^ 2 «c7)MbK^* j t,z& if h r 2 mcombkmrn j 

£#aj6tf&*U g r *-ft*S*J #**LTVvCkJ:v">a 

r aj££;ft.T v vc & J; WT)V*—)Vi . rg^§^t^ 
ra^ftTvvriiv^/WA^/k (T5 H-ftStifc 

>r-)V\. ^mm^tiX^Xij^^T^—^^ . 

&*U>. iiufBsS'f, a{±0, 1^2 (#lf.L<«4 
2) SrSrT. buIBi^ bliOifcJil (#flfeL<{4 

1 ) £^-r. 

COO 2 0] iwlSsfrK Z' {4a»S*iTV^TtJ:VW 

4)V£is kLXli. mtlf. ^-C(R' )=N-R' ' 
[*«t>. R' ' ti**BfiF\ B»S*vC»vtfc,J:»>#K 

tix^xi>^T$.jm, wmztix^x t> 

ShMASj R' /I'SXttAltS* 

*U R' ' *vK«^Sr^-r^, IS r{BftS<i-c^ 
Tt>J:vvf $ h'-f/I^j {i-eixm^ -C (=0) - 
NH 2 X14-C ( = S) — NH 2 T'Si£;ft.-g>2£^LT 
»vti luie^. R' tsXt/R' ' X'^ZtiZ 

Patent provided by Sughrue 



rwmztix^xitXumwm&j tixit. ma, 

tcR5X'vkZti& ^Wt&Z1^X^Xi>J;\.^mW<.mm^ 
kffl&niiOWmfbti. R' fcJ:<>'R' ' f^^fLS 

t*)VXym&0f&>Ti')Vmi k LTf4. h-jIBL^RT- 
v-yl^j fcR#<DkO#«Pvf 4>*u R' fciiXR' ' *c 

leL^RT'^^fLS ra^^^Tv^-rt x^mvt^stft 

tv^*>«tv^*Mlj kmn<7>h<r>lFmfL>ix, R' T 
^$ix^> r im$ti.TV'>TiJ;v^^--;PSj k LX 

<7)*-fbf<»Sj * s *LTV^Tt iv^am^i: LTco rg 

*U R' T'^§^ ra^$tLTV>Ttiv^r$ySj 
i:LT«4, iwfBLfcR-e^Si-U. rai^SixTV^T t> J; 

v^atKcoK'toksatj ^vx^x^^mmMkLx 

v->(4h?iIBL^R 5 T*$ixS ra^^ttT^TtxtV^ 
-fbK^*j *l~2ffiOWL"CV^Tt>J:V^rsy3&firif3& < 

R- ' tf*)VX>w±*<nT^)vmx*b&tt£&!ii\5.. 

mX'hh. R' ' T'^^ix^. * i])Vi£vW&lk<nTi/)V 
*j hLTt4. <5"R{4\ 1ifieL*:R-e^$*U> raM$ 

Hit Lt<?) r^yp^yKA^T^A^Sj 

r^)vmi (4, man. s^-coor'" c^*, r'" 

S=5r if«0 ct d izx-x r-JWtZ tiX v ^ l> i. v ^ ;^df ^ 

5 T'^$tLS ram^ixT^Ttiv^-ftTK^aj tm 
m<ni>cr>tfmi l>tih . R"'T-^$ix^ raJS^^LT 

U^f!fc LT(4, CTi.{f. c,. 6 r;^;i^. c 2 - 6 
r;^y— c 3 _ 6 i^uT/l^f/K c 6 _ ! o TV 
-/U. C 6 _ , o T'J-^-c, _ 4 T;Wp/Usfir4f*«P 
tf fcfift. ^ r ^-fbJ<frfSj ^WtTV^Ttck^ami 
fcLTti, M^.(f. mrlBLTtR 5 T*$ix-2> raM^ii. 



X"$kZtl&%k LT(4. 55r*>Tfe. C, _ 6 T}V^*i 
;U^rx;W, 4V7utii*is1})V#—)V+j;k') . C t _ 6 

S(0iJ, bV\*cM,M-=af-vv< h^x^^-;k. 1- 
(T-fe h^r^)Xhdrv-^;^— T-feh^r^-tert- 

Mion, PLLC - http://www.sughrue.com 



♦ 



(€16) )02-201 178 (P2002-201 178A) 



t*) , 5-Cj _ 4 r;^;u-2-xj-^y-y3j-JrVU 
e^j^y, bf^^^v. t;i-*yy, f^/i^yy 

mzmm-h. z^xo^mm^tix^x^x^rs.^ 
ymcoMwmt Lxa. i~2fflcoffim (c, _ 6 ) r 

/Mf/i'S. ffiR (c, _ 6 ) 7VM?y-f/i^ o-vw 

ZX-WmZ tlX ^X i> «fc V V7* S v'V* ( M£ «4\ 
75 xV, N-^fvl/rSv'V, N-xf;l/7$yV, 
N -TO b/W7 5 yV . N , N' - is* *f-)VT 5 yV . 
N,N'-yXfyl/7$yV. N-*f-;y-N' -5>X*- 
JUT S yV . N-jJvyS/kTSyV. N-7W7S 
S'Vtf) *£*«!Hf6;h.*. ±iE5S+. R' ' W#4 L 
v^«fc LTi4. M7;^/« WLl&X+A'. 
x^;K yob/K Wyyub/K yf-/K -fV7f-;U 

/k T-fe-f-zk 7°ob:*x/k bAu-f ;^C, _ 6 

/k ih^fy^-;k Tn^i'^Wz^, >fy 
To^ytfyl^'x/k 7h^y^;hi<x;i,, -<y7b 

m , *Ba&fi:*fj&9j«f£>*U R' *>#*U*WfcLT 
ub;k -fV7Qt;K y^-;k ^fy/f/l/fWC 

! _ 6 7vi^/«) , BJ&sftywct j^rsy* 

S (0!ji{f^f-;K xf-;k 7ot;K -fyyobzk 

y?yk yy^/^tfoct _ 6 Tjv^jvm ttziir 

is)i>m (#J;ttftf;/y$/k T-bJ-jU^ rotrjf— >k b 

n<ot&Rrs/a (flu.**. b^ys^A ^nE;y*y 

A tM'jy, b^5>>V3ri:) Sri:) . ffi 
^TVUn^y-g (#J;il4';< b*y\ xh=af A To^df 

A ^y/D^y, 7h^fy. ^yyh^fyfwc 

i _ 6 77I/3^y-*) ^ flSRTVMf/l/f- 
:t* <«i.fcr;*f-/V^3l\ x^-/yf-;=}\ Tob/M-*, 

>f yyoe/kf-*, y^f-*. 'fyyf/i/f^c 

Patent provided by Sughrue 



R' * t LTf4. tJcS* 4 *?* ±1256+ . R' «h L 

tt. SM$ixT^Tt> 4v^7SyS ($?£L<t4, C 
t _ 4 T^jUTWS&ZtiX^X i> J:v^T$y=5rt;') 

[002 1 ] Z* T'7S§*t.-i> ra3ft§<xTV^TtJ:V>* 

mmzffi&^&M? mm^F) t tx. nmmFFHiswz 

W&) tfWT e>tih . r 5fSl#lfS*lSj i: LT 

{4, ^Ji.{4't°oii/i/. Tj-^-9-y y /k >r y^-^yy 

f-yyy;K 4 yf-yyy;K -f s^/u;p ( 1 h 
-a syy— ^- 1 i H--f syy-;u-4- 

-f/l^) , l,2,3-^W7y'J;k 
1,2,4 -ah^s/TV U/K 1,3,4 -it^-JTV 
7 7f-/k l,2,3-f7y'7yU/k 1,2, 
4-f7y*7y>J;K 1.3,4-f7y7y i Jik 1. 
2.3-MJ7Y!J/K 1 . 2. 4- hUTVU/l' ( 1, 
2 , 4 - h •jr/'J/l'- 1 — f;K 1 . 2 , 4 - h U TV 
\)lV-4-4 ivm) , fb9/'J^ t'Jy/K2-, 
3-X{44-b°'jy;y) , tfUy>-'^;W % b U S i^'- 

x/muxj ^i«y;K jvjyvvA,* ih- ^yyy 
u/u. ^x-r^yyyyK ^yy^^ftyj;K 1. 
2-<yy^y^tyu;k ^.>-y^-ryy/u, o 
yb*5— ;k l , 2-^yy^f y^-ryy;K ih-< 
yVMJ7yy;K ^yy/k ^fy^yj/k ^>yy 

-/K ^ftyjx;K JfydffiJx;K 7^5y-/k 
^-y^-y y-yP, 7'Jx;K 7f 'Jyx;K 

a-f})V^)—)V^ & - 1} )Vt£V =.)V ^ r-JDVX 
y-/P, 7^>Jy-;l. t 7xy^ft^, 7i/f7 
y-'-;P. 7ify-;k 7ith'Jy-;k 7itNo 
y -f y K U i/'x;u-, ban C 1 . 2 - b ) b y y 

v-'-^, h-7ya(i,5-a.) by w syy 

C 1 , 2-a] tf'Jy'/k A iVY C 1 , 5 -a] KU^ 

/u. s yy c i , 2 - b 3 b y y i?—)V^ 4 5 yy 

Cl, 2-ap t'J*y"x;k 1 , 2,4-b'JTVo 
C4.3-a} ty^7k 1,2,4-hyyyo C4,3 
-bp e'J/y'x;^8~l 6M (i?*L<<4. 8— 
1 2H) O3HMa»^*H«a*8ia6J3J:tX-t<0N-3!- 
*y±'tt (ffiKli, HyieL/c5^v^t6lco^SK 
*SS*«K*aBRai3Sl-2« (SfiKIl lffl)# 
<yHfy-|fl~2ffl (#4L<«. Hi) fc«^L7t 
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icom-£tzim%-otzmmm2^3m (*?4L 



DMi. >f5rVU;K t° y iM^t'#$F4 U \ 4 

4-wjM±2mzwwm <al wmt$tix^xi>± 

t HoifU§y-;P=Srif) oflH. mitt r-fc'f-v-'^K 

to U v*-7k >J ^(2-. 3 -Xfi4 - y 



w z 1 t LxtemMztix^xi>n^mmmmmm 

fl>*r>\st$£XfWi&ZtlX^Xl>£\'>T$.Sfre>Mtttltz 
WmXX'WWiZ tiX v vr i J: v vftOSIKSaBbPtf 4 L 
\\ £tz. Z' LXi±Wm2tiX^Xi>£^3TTgm$; 

tiufijy/H^jffiK, tO*>»t. try^'ygicT) 

4ffiTl(lAfc|g£-LTVV&. SBI£frOvc t =fc^t*y 
Ut2 0] 



N 



cr 1 &£VR2 lizti^iimtLLxAimmT. wmz 

-7K WM%tlX^Xl>£.^T)l<*-)\s. SMZtlX^ 
*W-'£>ftl>. MI2^. R 1 &XUR 2 X'^ZtiZ ra 

Patent provided by Sughrue 



mt lxcd ^mm^ttx^xijji^Tf^^j . ^mm 

r T.X7->WkZtiX^X l> X^XJUttisfrj 
WT)V*)V £ /c(ia^ § *rc V t> «t V vr 5 y * i- *f £ L 

< . r i it^R 2 co—^Tiimm^Fx-h o 

SftLv^ fl;^Bn ( I ) fcLTWu N-(3-((6-?dd-2- 

-7- 7 — /H TO XZ)V\ -N-y *f~)V-l-{4- h° 'J 

2-(N-(3-((6-^no 
-2-t -?^)V) x/U*—Jl>)y°T3 tVH -N-[l-(4-f U 

V)\Afj)Vi£—)VT 5 y)Pffib<f7K 3-1(6- 
^nn-2-t7f;i/)x;^-;H-N-^ ^-;u-N- [l-(4- tr 

U^)-4-f^.U^';W]Tnys->'r5 H. 2-tN-[3-((6- 
^ □ 0-2-7- 7 f-; W x ; 7°d> w /H -N- (1- (4 
-t° U ~JM -4-e^U ^VW T 5 J 3- (N-(3 
-((6-?on-2-t7f;WxM —)V\ wnjAM -N- 
(l-(4-fU ^*;W-4-tr^.'J y]rab a 7f ygx 

3- ( (6- ^ o 0-2--7- 7 x;p*^;p] -N-y ^-7U 
-N-[i-(2-y f-^-4-t" U ^*;W-4-tr^U vVHrn^y 

T5 h\ N- (2- ( T -fe f-/UT 5 J ) X^-7U] -3- ((6-?DO- 
2-7-7 -N- [1- (2-^ f-;P-4- tf U - 
4-h°^U^;P)707\°>rS h\ N-(2-TS7xf;H-3- 
( (6- 7 oo-2-t 7 f-7U) X/l^* :x/U) -N- ( 1- (4- 1" U : J 

x>'j7DDiitS) . N-(2-(7tf;l'7Sy)xf;H 
-3- [ (6- 9 a 0-2--7- 7f/WX/P*x;l,)-N-(l-(4-h-y 
^*7U)-4-f^yv;W7*n7N 0 yT5 h\ 3-((6-?no-2- 
■7- 7 ^-7U) DV-fc —)V\ -N- [2- ( (X 9 V^lV-fc T 5 

y)x^-7i/)-N-[i-(4-ey -SiD-a-m^) isjv]y°w> 

TS. h\ 3-((6-7n^r-2-^7f-7U)X7W*— ;W-N-^f- 
;U-N- [1- (2-y f-;U-4- 1 y -4- y 7° 07 1 
>TS. b\ 3-((6-^on-2-7-7^;Wx;kTfv^;W-N-(l 
-(2-y^-7P-4-f y ^VP)-4-h°^y i/VP-]-N-(3-(l-^-dr 
h--4-f-^-^7f: y -;^-3-7j-dr y 7'otf;P]7 , 07t>' 
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h. (ix) izttLxik&m (x) o. 5-3 

3*. #£L<J40.8-2MfJtC*4 o 60MBBK4- 
5 0 — 1 5 0°C. 2?£L<<4-2 0— 120°Cre&So 

Kjen#S{4^-&% (ix) xii <x) coaa. «WEaix* 

t^L^lOO^ #*L<{4iftl 5#H3rv>USj24iiSr 

isrea*. ±K#«GT/fl v ^ zmMtsy® din. 
(vi ) fcitx (x) i4, mitt, lar^tj:^ 

js-r * <r fc j&*t* £ o 

[ft3 5] 



R — W — S(0)^M 
(IX) 



L X— Y — L 

X' — V — L 5 
(Xlb) 



R — W — S (0) X< 

5 • 



- Y — L 
(XII) 



R — W — S(D)- — X — Y — L 

(IV) 




L 4 — X — Y — (lllr — 



(XI lib) 



R 



H— (A)— H 
(XVb) 



R — W — S(0)^ — X 



— V — c A 



— P — 

(xivb) R s - 



R — W — S(0) X — 



(VI () 



Y— (R) b — P 1 R 

(XlVa) 



•W— S(0h— X— Y — (A)— 



H 



b 

(YD 



lft3 6] 



R 5 f 

P l — ok— z-(Tto-p 2 ^ 0 b. H— <W)— /-M^-P 2 

i (XVI I la) W»W 

R 5 



P ! — (N)— Z — H 
(XVII) 



l 7 -(7)-p' 

(XVIa) 



1 4 — X — Y — (fi) i — Z — H 

(XX) 



R— W— S(0)— X — Y — I 
(IV) 



L 4 — x — Y — L z r5 

0CX,) r — w — s (0)— x— y— (*!) — z— (Th -p 1 

(XIX) 



L— X— Y— dl) — /.-(T^-P 2 



R — W — SCO)— M 
(IX) 



(XXII) 



R — W — S (0) ~X — Y — (fl) — I— ^T))H 



(III) 



Ub3 7] 
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I. — T 
(II) 



•'-© 

(XVIb) 



(XXV) 



-oi)K— 



R 5 

p 1 — oJ) — z— @| — r 

OOCVI) 



(XVII) 



P— 2~Q|— H 
00(111) 



1 



h— at— ^— £aV 



-x 



|j3— z ~© ~~ 7 

(XXIV) 



275* V 



l 3 — 7.-0— z- 

(VII) 



x' — y — l 

(XXVII) 



X' 



■r 



(X) 



[0 0 30] *&G. 
^ (IX) R-W-S(0) a -M 

it (XI a) L 4 -X-Y-L5 

^r-^>\ ih^rv-. 7D^y, tert-7" h * s^S ) 

dfx, 7i^f/Wyf) fl&<OE#ttliMefc 
R*» 3 •ca*>S<i*'fl:^!Hj (XIa) *fc<*fls 

^ft (Xlb) Xfi^*i^O&fc£R|E;*-l2r-C. 

St (X I I ) R-W-S(0) a -X-Y-L 5 

[5t«t'oiB#{±fliriBfcisissi2:^'r. ] r*bs<i*fl: 
Hi* (xii) £g8t-f&. ^tiE t . zumzmtt 

(XIa) <7)J«aL 4 £g$L ifcli-ffc^ft (Xlb) (7) 

4*b£* (in t-it-sm (no fcoRjtETiKHJsn.^ 

mm. m&m&iii3W:Dtzt$i-ti,ft&m da) nmt 

[00 3 1] ?jffiH 
(IX) R-W-S(0) a -M 

] X-mZtiZ-ft-ir 



est*. %zmmizkmmm*7jk-t . 

%9 (IX) Xli<ttf>«i: . St (XHIa) 
[ft3 8] 

U 5 



Cst*. le-^-tiHtrfBfc RSISSr^t', 
* (IX) XlZ^CDi&b. 
£Wi st(XIb) X'-Y-L* 



3 "CI 



X— Y— (ll) 



(XI I la) 



waw&Sc*-. 3 T'ft£;fc.<Mt£* (XHIa) Xti-?-<0 
&k%.mZ-£X. st (XlVa) 
[ft39] 



li— W— S (0) 



a 



R 

■Y-J) 7 
(XlVa) 



[5t*^IB^-(iBulBi;llIK«Sr*-r<, ] •?3l*>§;h.*'lfc 

£W (XlVa) ^i^jt-rS. HUfBst (XHIa) (XIV 
a) *. P 1 T^S#Ift«M£fcLT«. Wiif-r -r . ^ 



yytyX", 1991. »M U— T>- 
K -9"yX, -f ^j. — 55 — ? (T. W. Green et a 

1. "Protective Groups in Organic Synthesis", John 
Wiley & Sons. Inc. New York) %ZtiZ§&l&0ttM&tf 

(M. ^h^fiojMM^/K ih^fy^^K tert 

-■?y*~/ii)VT$— . c 7 .. 15 r7;U3^rx-^/^ 

— ^ (#1 o-x/^^f^^/w^— 7x*f-/M-=* 

-/K Ce-nT'J-^*;^-^ (#L ^V-f/K -f- 

;K y'7i-;Mf;k r-Uf-;H§0 . c t . 6 r;^;P- 

^) . C 6 . 10 TU— /^x;k*— (#L 7x — 

comt ^il ^rl 1 & ^ L 3 C ! . 4 T;Mf ;K l^rv> 
L3lWNoyylgf (ffl. 7-yfgJSw !L , ig3tJ£-?% a 
SM^) . 1^tV%L311c7)— bnl, l^V^L3ffl<JD 

^ft. KJC^. RJC«flB^{«r&Gt:J3tt4-(k^Hj 

(IX) i:^^ (Xlla) i^ti-fb"^ (Xllb) ttf5R« 



[00321 MI. 
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3UIX) R-W-S(0) a -M 

(IX) Xfi^&i:. 5£ (XI lib) 
[^4 0] 

II 

I.— X— Y— (N)— P 1 
(XI I lb) 

(Xlllb) XteZni&ZBti&mt&Ztlzi: 0^ (X 

IVb) 

Cfc4 1 ] 

H 

K— W— S (0)— X— Y— (ll)— !>' 

(XlVb) 

£*j (xivb) xa*<o**«aa^-6ifc*«T&&. *m 

tSttS-fb-^J (IX) fc-fe^ift (XI la) ttlMt&fa (XI 
lb) fcWRJ6^lttW$*LfeRJESfeft : ^X«-ttLfcat'r& 

[0 0 3 3] J£J. 
(XlVb) 

[<fc4 2 ] 

H 

K— W— S (0)— X— Y— (ll)— i* 1 

(XlVb) 

(XlVb) Xte-^Jgi:. (VIII) R5-L6 Cit 

fa-ttifriei: mnm^-t. ) t-^^ii^-ft;-^) 

(VIII) Xti-e<7)Jg5rKJS§-^-i»3i:CJ: , 5^ (XI Va) 
[-ffc4 3 ] 

R S 

U— W— S (0)— X— Y— (ll)— P 1 

(XlVa) 

■&* (XlVa) Xtt*<Ott[*«J!rt-&ifc3&«T , S6. 

-ft-^i ( ib ) t tt&m ( vi 1 1 ) t com.mT-mwz 

5*j (XlVa) 
[<fc4 4 ] 
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R 5 

!i — W — S (0)— X— Y— (ll)— p' 

(XlVa) 

!BJ (XlVa) X{i-eOig«OT$yS^^S$r|^S-r^»«I 
kti 1 ^ (VI) 

R S 

K— W— S (0)— X— Y— (ll)— H 

(VI) 

^ ( 1 v ) xti-eofg £SBt-r s i k aw & . r 5 y 

-,y? isy**i/X\ 1991, »M U— T>-H "F^ 
X -f - a — 3—7 (T. W. Green et al. "Prot 

ective Groups in Organic Synthesis", John Wiley & 
Sons. Inc. New York) =5rfc* tzffl&0>jjmtt:ii*tl£. 

it (XII) R-W-S(0) a -X-Y-L 5 

m (XII) X{4^-<OJ®c7)Mlli»L6 ^mcomm^'mz^ 

mb^&ztizx*)^ ttzmmzm. cwwMmm 

RK&m&tzlzmzj XVKf-teWMfct h z. t iz£ 03t 
(iv) R-s(0) a -x-Y-L2 c^+. ttii.ffiibmm& 
^-f o 3 "C*feb§*i*<fl:£*j (iv) xti-e^MS^SBfrt 

( fcWHti- hvy&. *.mtx »j *>a . u * 

•^A. ^aft-^hU^A, UJ»7fc3(H-hy 

(#L m\L* ? v ^)V-fc-)v ^ mcx-9vx.)\sib 
— ;K i^K h U y/M-ny ^ >^/W;:=.;i^£fflv^.g> ) 

fcriOfffcft-S. =5rfc. SJiE?t^. R)£B$^. 
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[0034] #&M. 
5^ (IV) R-W-S(0) a -X-Y-L 2 

m (iv) xti-e^ish . ^ (xvb) 

UlA 6 ] 

,5 



fi- 
ll— (li) 



— H 

(XVb) 



m (xvb) xtt-t^asRjcs-frsiktcj: 1 }* (vi) 

UtA 7 ] 

>5 



R— W— S (0) 



a 



R" 

•x — y— (A: 



(VI) 



(vi) x(i-e^^sit-rsitA { T#i.. 
fctjttssuBifeft. socage zummmiifmB iz& 

fthfc&te (IV) fc-fb^ft (V) kcvKfcTWiWZtitz 

(XVIa) 
[<ffc4 8] 



-0- 



(XVIa) 

(XVIa) Xti^iSi:. 5$ (XVII) 
Ut4 9 ] 

5 



R' 

i' 1 — do 



H 



(XVII) 



m (xvii) Xli*tfMg*RJCS*&ifct:J:0^i (XVII 

la) 

Ut5 0] 

R 5 

!,t — (N) 



(XVI I la) 



(xvi i ia) X*±*<9«£SiB-*-*£ * 
tcfc*t*fl:^fti (iv) tte&m (v) tf>RjfrdB9l$ 

(XVIIIa) 
[-fb5 1 ] 



R' 
(N) 



b 



-0-p' 



(XVII la) 



c^^ie-f-{iMiBi:i«is*?:^-r. 3 -cas^ft-fti 

ft (XVIa) Xit*<7M0T$S&7)&Mm&1t&i m l>> 

ktciOse (xvnib) 

C-fL5 2] 



it 



R 

(R) 



(XVI I lb) 



-0- |,: 



£-ft ( XVI I lb) Xli*0M.£W£t&Z.btf-C*&. * 
tzt3l?Hk&m (XlVa) <OK«ilRjiE?CSiW$iTX:RIB 

j£ (XVIIIb) 



n 



R 

(it 



(XVIIIb) 



ft (XVIIIb) XlZZ&t&t. 3% (IV) R-U-S(0) a -X-Y-L2 

C^^IB-f-{iH«i5i:|BlS*^*-r. ) 
ft (IV) Xtt-e<Olg£RJS3-£*£i:fc:J:9at (XIX) 

[^5 4] 



R' 



R— W— S(0)— X— Y -(H)— Z 



-0 



(XIX) 



ft (xix) xji-eoatRjirtr&ifcj&tT-^*. *r 



*slfh4t&b (IV) fc-ffc-^ft (V) knmjEr&BimZti 
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ft (XVIa) 
Ut5 5] 



(XVIa) 



% (XVIa) XteZ<Vi&t. ft (XX) 
[ft5 6] 

.5 



R' 



I.— X— Y 



al 



) 



H 



(XX) 



C^4>OlE-^{iffiei:|5JS«$r^-r„ ) T^tl^t 
ft (XX) XltZV&ZKf&mt&Ztlzi.'Oft (XXII) 
["ft 5 7 ] 

.5 



I.— X— Y 



ok— z-@m 



(XXI I) 



£ft (XXII) X(i-eco^$-»it-ri>^i:^T'§l». #M 
*J»t4-(t^* (XVIa) Mb£ft (XVII) i: <OR|frCBKH 

[00 3 5] JjftR 
ft (XVIIIb) 
Ut5S] 



H 



R 

(N) 



(XVIIIb) 



—^y-v 



ft (XVIIIb) Xii-^&i: . ^ (XXI ) 1/-X-Y-L 

•£ft (XXI) Xii^<^£R]fo*^&<ri:l::J: Ost (XXI 
I) 

Ut5 9] 



X— Y 



R' 

ol 



-0 

(XXI I) 



-P' 



eft*. m*Ti$.mzt mmmz^-t. ] -esi;b§ix.g>4t 

-£ft (XXII) X(±-eolg£iSI-r£ifc#T'§.S». *s 

i^t-Mt-s-ft (iv) fc<ft-£ft (v) bofcfcz-mmzti 

ft (xxii) 

[ft6 0] 

R r 



L— X — Y— (fl) 



-0 

(XXI I) 



ilrft (xxii) XJi-eo&i:. sUix) r-w-s(0),-m 

ft (IX) XlZZ<ViMZRmZ-£&ZtlzZ.y)ft (XIX) 
[^6 1 ] 



A 



R - 



K— W— S (0)— X— Y - (fl)— Z 



-0 



— P' 



(XIX) 



eft*, ittimmb mmmz^-t. ) xmbztx&it 
-^ft (xix) xte%om l *mm-&zhifix'*&. 
miz&if&Kmift. ^mmm. %j®%mmttmF iz 
mf^t^m (ix) titsm (x) tofcfcxmwzti 
fzfcm:ftmxtezttizw-?&jimt l z£'>x'f7i?ti& „ 

[0 0 36] Jj&T_ 
ft (XIX) 
[<t6 2] 



R' 



R — W — S (0)— X— Y 



a 



) 



-0-i 



(XIX) 



est*, m^itmztmmmz^-? . 3 -e^ft-Mt-s- 

ft (XIX) X{i^&c^gAftgig®^±cOfilgg£l& 
*-TI,>It^<J:03e (in) 
Ht6 3] 
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ft — W -S (0)— X — Y— ( 



ii 5 



—QfH 



(Ml) 

est*, ni^immtmmmz^-?. d -c&b&rL&ft 

^ (III) X(i-?-Oig$rMjit- hZttitT-ZZ. #R 
i3tt£<fb£ft (XlVa) olI&#^j&TiBHJf$ft/£Rjst^ 

(II) 

Ut6 41 

C—r 

(I I) 



C it* ^IB-f-ti frlB i: ISISH Sr ffrt . } S *i S <f fc 
ft (ID Xte-e*l4>Oi££sS (XXIII) 
Ht6 5] 




(XXI I I) 



-r. : (xxiii) xii-eos&Riss 

'■friifcetoic (xxiv) 

[ft6 6] 




(XXIV) 

ft (XXIV) X{i-e^)igSr^it-r-i.C:i;^T'^-l.. *SJSS 
ft6-fcltrft (II) i:ftl^ft (Ill) fc OasETlKHJ^ix 

[0037] urn V. 

5S (XXIV) 
Ufc6 7] 




C5$«K iEWMIBi: PlSf 
* (XXIV) Xte-?-cOJ£cD«S 



(XXIV) 
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zzttzxva (vii) 

U16 81 




(VII) 

-£ft (VII) X(i-e<OJS2:Miti-^ i i ^ . *S 

istta-fci^ft (XII) *»Mfc^Hi (IV) ^co^RJET- 
IPJf £*t^RJ^f^Xii^mc^3:tr*£ iz X ->Tft 

WW 

(II) 

I. 1 — Z' 
(ID 



* (III) XtS^ix^O^$rst (XVIb) 
[t7 0 ] 



I. 




(XV I b) 



ft (XVIb) XI±*<D*g£RlS$-fr£.ri:t;:J: 95$ (XX 
V) 

[•ft 7 1 ] 




(XXV) 

ft (XXV) Xtt^cOfifcSHM-S *RiS 

tt£-ft-£-ft (ID ir-fc-^ft (III) fctf>®6T*»!U$*i 
^RJ^fefr^XJi^n^-rsS-ffi^ i ^Xfrhtih . 

[0038] JffiX. 
5£ (XXV) 
[t7 2] 




(XXV) 

Cst+cOlB-f-JiHulBtPISaSr^-r. ) t 
ft (XXV) Xti-eti^cOJSSrse (XVII) 
[^7 3] 
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!) 



b 



R 

do 



-Z — H 
(XVI!) 



'f 



I 



R 



5 



( 



J.) 



z 



e 



Z' 



(V) 



.A. 



% (XVII) XteZ tz J: *)& (XXV 
I) 

[^7 4] 

M 



R 



i> 1 — ai)— z-Ql 



z* 



(XXVI) 

ft (XXVI) Xl&ZVt&ZWm-t&ZtrfTZZ. #KJS 

i-T&ik&to (xvia) t-ft^flj (xvii) tcomfcx-mn^ 

(XXVI) 
Ut7 5] 



!> 




% (xxvi) xtt^coJgtfor 
fcfci (v) 

[ft7 6] 



(XXV I ) 



5 



R 

(N) 



-7.-0 



Z' 



(V) 



C5£+, IB^fili«fEi:|3ISii£*ct. } T'^Six^'ft; 
£ft (V) X(2-?-c7)ig£iiSirr £ ZbrfX'% h o #MIE 

tt&te&m (xiva) <^K«iiaeTiiHjs<ifcRj^feft 

5$ (V) 
[•fL7 7] 



ft (V) Xfi-Hl^tSSri*; (XXVII ) X'-Y-L* CafrF 
<OlS-f-(iMIBi:|limaSr^-r. 3 "C&ZtH>4te&b (XX 
VII) Xti-eoJg^^S^-li-SClfcC.feO^ (X) 
Ut7 8] 



X' 




ft (x) xii.*<Dm&wkt&zb&-c$&. *Rjtst 

l»^ft (iv) t-ft-^ft (V) fc«oaeTSMH$*ufcR 

Rgk^Xli%tllzm-?&Jjmiz£^Xft}>tl?>. ±M 

cowrnxmA^ \ l z v ^xffl^ ^.^/cs^Kb-^ft 

(ID fi. fiajxtfx-. u^X^—fi-^ "ir* 

hi) — \fnt^'Jy^ 1lVWyX 1 

4 h 2" 19613^ >fy^-ty 3 t;l/ ;W 

'J'yy-lr-, — A — 3 — ? (A. Weissberger, 

"The Chemistry of Heterocyclic Compounds. 14 Part 
2", 1961, Interscience Publishiers, Inc., New Yor 
k) ifciiX— . , -f— . x-.f^7 

yy^VX 14 n—y 2" 1974^. ^*3>- *7 
-fU— T>-H -9->-X. -4 y?. (A. U 

eissberger, E. C. Taylor, "The Chemistry of Hetero 
cyclic Compounds. 14 Part 2", 1974, John Wiley & S 
ons, New York) *t:ffitt<0^rffii/£{4-t*l.fc^|ltfc* 

ft (VIII). (IX). (XIa) , (Xlb) , (XHIa) , 
(XHIb) , (XVb) . (XVII) . (XX) , (XXI) fej; 

if (xxiin iz&fa&suttmxteztiizw-r&jjmz 
^xit&mtfm&covtmx^^ti&m&iziz. &mzm 

->X&z$zmLXi>J:<. ttzi&kLxn^ti&ifr&lz 
ti. Igmzm^xmMfcXtefrcrtMcvt&lz^M-t&Zb 

i>X'Z&. m BRjiB-cfflv > hixh &i&'pmfo<o%frX' 

^cDXXtvK T5 KXtetS C*f*L<(4. 3-(6- 
>7no-2-^7f-;l^)x^n;PTnh°7i->-K. f^ix 



-t/k T5 Kxjiigj ti. mm-it^mx-h*) , ^ft 
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i>cr>Ti>£^&. mx.it. its® < i ) -cm^tihm 

( 2 ) 'J vlxxf;P ( if ^*x h ^ y 
ySxxf/K y'7xy^y'jy8xxf;i'f) , 

(3) P -zho7i-;l/XXfyk (4) 2, 4 -is 
-hn7xX/HXf;k ( 5 ) yTy^fiH^f 

/K (6)^?no7i^/HXf;K (7)N- 
tKo^fj/t?yy>fih'xxf;K (8)N-bh'n 
Jfy7^;HSb'xxf;K (9) l-bKo^O 
Vh <J TV-;Wxxir;K (10)6 -?dd- l -b 
KnJfy\y/h D TV-zl'XXf^, (11) 1 -t 
Kn^-lH-2-t°D h'yxXfvK ( 1 2 ) f-* 

/K rnt/l' > 'f y/n 7f7K -fyyf-zK se 

c-y^VK tert-7"^;l^) , C) _ 6 T/l^^v 
({aRfiV h^f^ xb^fS^ 7n^y, ^ V7n*f 

mnsy-ym. urn. mmm . _ 6 r/Mf;i^ 

* (0)Ji.tf^<f-;l/f-3j-. xf/i/f^-. rnt;w % y 
3rX'WM2tiX^Xi>£^ tcoxxf^l/ 
2 - tf U S^/Pf-:*— ;l^xxf;K 2-OV^-T 

anttCj _ 6 t>i>*)v mut^f-iv. xf;k roe 

JK 4V7°u£7K y>/K -fyyf-/K sec-y^- 
hJf>- s xh^f$/, rn^y. -i VTn.-icdf^, yh 

t&x. . **y. c, _ 6 

^f/^^r f-;kf-:si\ xf-;Pf-:*. 7nt;Pf 

yf-zU?-*^) 3s-CB»$;ri"CvvcfcJ:v*) 
flfiitiS. 3-(6-ADyy-2-t7f;i/)x^*x;i,r 

yrotf;HRR % ty^fvyf/Hi, ^eytert-y^- 
;hs*bl ty^y/w, ty (p-xhn^y 

i - 6 mm&*)vx>m&isim7Wfa mm, mm. 
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PBL T-bMHJWfc^a^Bai**) . c 7 _ , , 3f 
h ;M ;HS . p - 9 n n$£L#M i: «oa^Bas* 

*) . ^xj\s*>mm^mm*m mmxfyxiv 

*>1L x^yxy^yl, ^v-tfxx/M* >R % P - 
h. ze>£oizLX'&t>ti&fc$m (I) li, BE^ 

/77^-f^gJfflv^^tl:J:ot, JMI. 

ft-^ft (I) <ott«±. -eixgft:^ 

0>^mzm\ MHUksm (i) (c*«gt5c«iwas? 
$■ tax. h z t izx ->xwm.-t& z t h . its® 

(I) (c3K*«ttflc*fiflqtL#S«^, iii^W^co* 

iz^^tih %><7)x*fo k> , ma^i o i^^^sttM 

-r^^ti>T'#^»„ -ft^ (I) XiZZ (Digit* 

mifaX'fo o t *» i < . 7m%aRTS0fcfa%!i<7) i vfft t * 

t o o 3 9 ] *^c7)-ft-^, ( i ) xiz-znmz. i&m 
ttrs^-c* o . f x a t . $nBtfiffim*irt* 

3, •7V, >>>\ V^X. 77h, t/R7h, 

SS, ggfflfflMlLttffi. IWlt^S^ffi. X3/S-? 7 X 

t>Tfiz&<7)± o *%ij&<7)^ffixi3.mm<,zjjmx'fc o » * 

w\4-?-m. -T&mii&jfsLftft (tia) . m&m 
<cm m&m}jsmm. ia&>£M&m* >mmmm 

nfommmifi) tmRi/Tr-u^ hs-mmmmj y? 

^\ iSMS-fL, ^K^. ^:#ttifeffi»£aE^I¥ (SIR 

s ) ximmxs&&mx'¥m^zwmiM.&ft$mm 

, PLLC - http://www.sughrue.com 



(8 2) )02-201 178 (P2002-201 178A) 



(Die), o ojflLffistt^^ &mm<7)W&K 

-$?)<S[I]ByL 

coo4o] *ftwcr>fc-&m ( i ) xti-e^ti-eo* 
i$>&\,mmg&Miz¥f®zti&mfozm-&L. maw 
xmmumz^-t^ z t & . ftggi ( i > x 



ofts-ft ( i ) xtt-e<7)*<o*^r»4, mm^mm^m 
txwsr&tiK mm. m^^mzMLX2^t8 5 

[0041] fc&M ( I ) XlZ*r<om£±g&<7)ffl&lzM 

m-t&xmkLxiz. %mftwx'—wmizm\-^tix^ 
mi-&mzwmftwiz&^xw%m^t>ti2>®3mi, m 



*l mmi mvm. -mm. &m-&mL mmit 
m. nAumtmB.. mmttmtxm&t&zktfx' 
Mt-tf. (i) xn^co^miizm-t^ 
msiziz, mm®, m^m. mmm. mmmz^z 

mmm. &<&m. mmmm^^^xm^-th 
z k wx & tc . y-tji-mizm-t h 

izimmwrnz , - y y^nzm-r^m^z^mmm 
nrnximmmizmtzmizizimmtM. %-m& 
mi zLmmzttz^xwrn^-z z krfx-z „ 

[004 2] MMMnmkLXlZ, ¥L*I. S«t, ?Y*7 



)V^ymi- h U *7 ^ y -b y v^W^ixi, . IB 

a.. xf? 1 ;^ xfr'jyi^^y^A, mm?)\s 
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0- xth'JW, ^f;wn-x, A^y^-^^ff.^ 

miz. itsm (\) xi±%cr>WL*±mmmizw& 
•t&m&izi^ mmiz^K). mmftmiz&^xmmm^ 
t>ti&m&m. emm. ^m^L mm\. mm 

[0043] it-m* ( i ) xit^co^^^-^wn 
, gfefrn&m&x'iczizmm^' h z k &x-% 

IzUn&Jj-'t&igr&lZli, f&A (#:M^6 0kg) IBS 
OO&Jj-MfiM&fr Uk&m (I) Xii%cr>i&) t L 
Xftl^Ll OOOmg. KPiL<(i^3^r^L30 0 
mg. $^»iL<ti*«Jl O^rV^t 2 0 Omg-C*0. Ztc 
l> 2r 1 HI * 1Z.lt 2 ^ L 3 HJ^ftTf^-t ^. >I £ a*C 

#So *^c0-fL^ (I) x\t%cr > tg L *imumi l z& 

4--r^»%^{±. m^. ^pj (^jx(f^ifij) <mx®.5- 

T. k g$)fz*)%)0 . Olmg-^lOOra 

g.KftL<imo. 0 1— *«J5 Omg, X 0*f*L< 
fi^O . 0 1 -H&2 Omg ^IfSMiitf^ J: ^H-^h^ 

timmsxfo%>„ atr^jtLTJi. f§sM?i*f^(j7!)\ 
^Tatf^pj. *p«3?itf^j. wnfa&m\. msmtmbk 

kizx-oxwmztiz* rnimoTk&i&k Lxit£m& 
*7J±%k') Kk'w&wtzti. mm%mwmmL mm 

0. HCO-50) SriffcfltfrlL-CkJ:^. L 

x^smm^y^. ^.y^TJua-j^t'kmm l 

1- hv^j^mmm) . mmiwi (man. mik^y-r^ 

hJtmT^ys^. ^V^i-l^yyV^-J^k) , ft 
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m tp a, . 



CoAjfTuPSffiW^^) „ TGfiTi («, ?U7< 
y^-h^) „ A I ItefiiB (flL fjVir^DV^V ^ 

u**i-m X3*r)v?>m) s sm^m («, ^nt 

4. 

[0044] 

%&mM~e*>^T:*mizmfc*&i><ox'i±%< . ttz 

*W<0^r 7A?n7h/77-( — fc*i»t fciSifJUtT L C 
(Thin Layer Chromatography, flUB^C?"?' "yy 

Ji. ThCTU—bt LXX)V7 ( Merck ) QW<7> 6 0 
F254S 7^{i«±>- U ^T»*rM<7) NHJ, Sffljg 

y>V6 0 (7 0^rV^t2 3 0^-y^i) iTtJi^r— fcf/I^ 
y/P6 0 (23 0^UL40 0^7yj.) fcffiVVfc. # 

ttv-U^NH-DM 1 0 2 0 ( 1 0 0&l">L2 0 0y y 

t LX t b 5 Xj-foi'Jy&Ri^X'VJTy Gemini 2 
OOS*WJ3 0 0IX^ hnX-f-X-fflfeL. it 
¥isy h*dmx\ X yy°0>i7'%$kZ\bX'^Ltz. I 
RX^7 h / WiiiF TZR-8200 SX^? h 

-9-x-mfeLtz. m&mmiz&^x < ) rtt^u^ 
oomi+^sist^a^-r. tti&zm* mtm 



s : 


: yy/l/7h (singlet) 


d 


; *y h (doublet) 


t 


: bVTlsvb (triplet) 


q : 


9 VJU^r v b ( quartet ) 


dd : 


¥~f)V yyi/v b (double doublet) 


m 


*?)V+7\svb (muttiplet) 


br : 


(broad) 


brs : 


K isl/YV y b (broad singlet) 


J : 


y 7° 0 Wl&k ( coupl ing constant ) 


WSC : 
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THF :fh7tf-'077y 
DMF : j/.Xf-;M*/kAT$ H 
DM SO : i/fJ-JVXlVtti'V' 
HOBt : l-tKo^y^yXh'JTV-yl' 
C004 5] 

immm] mmmi 

3-((6-?aa-2-t7 f-tV) X)V* -M -N-y ^-/P-N- [ ( 1 
r (4-b'J ^'/PM-e^D S^M-Xf-THT-o^xrS H. 
la) N-*f-;U~l-(4-b V i?)V) b^D >-'>--4-^;P^ . 

l-(4-b>J s>;W b^y iSy-A-XfUtfyma.Oi g)b& 

fc. S®!R3S:THF(50 mDKIt^L. ^f^T^yfil 

f£(0.4i g)fch>jxf;i,7Sy(3.i ■DtJnifc. SJsS 

Sxf/l,/^ ?y-)V = 5/1) KB?xf-;P-^ ^ J - 
/Uj&»feSlgftLTIBE'fk^ftr*»J»8fiBB»(0.70 g, 64 

%)i:LT#fc. NMR (CDClg) ^:1. 69-2.05 (4H, m) , 
2.26-2.39 (1H, m), 2.83 (3H, d, J = 4.4), 2.82-2.9 
6 (3H, m), 3.92 (2H, dm, J = 13.2), 5.66 (1H. br 
s), 6.66 (2H, d, J = 6.1), 8.25 (2H, d, J = 6.1). 
lb) 4- [4- (N-* 1-jVT 5 J ) ^ f-)V-\- b 0 ^ 'J b U 

7km<itT>\s$.— V J* V1-*7 A. (UA\) (0.13 g)<7)THF(12 m 

0 it^m^mmmib)x^%tza-^^v-i-(A-^v =jm 

b^U i?y-H-il )Vi£**r 5 H (0. 50 g) SriDi. , 
^#H^T. 5B#^S»fiL^„ MiE^t=7K(0.54 al) fc6 
N*K-fl^HJ'7^*?§iffi(0.07 ml)*Jnifc. 

¥)V. Wm^)V/X?J->V = 20/l)f&. Si§xf;l, 
^ y - A^4>HISA LTHEYt^*S:»fei*R!ft(0. 

29 g, 62%)tLT#3t. NMR (CDC1 3 ) 5: 1.18-1.38 (2 

H, m), 1.66-1.75 (1H, m), 1.78-1.86 (2H, m), 2.45 

(3H, s), 2.49 (2H, d, J = 6.6), 2.84 (2H, dt, J = 

2.4 and 12.8), 3.89 (2H,dm, J = 12.8). 6.65 <2H, 

d, J = 6.6), 8.24 (2H, d, J = 6.6). 

lc) t&it6-7x3a1~7?Uy-2-Xfrifr— )V _ 

6-7* 5 y-f-y ?Uy-2-Xjl>*yM(M.6 g)<7)7K(200 m 

MZ3£&mi-bV 1 ?J>.a6.6 g)<7)7K^?g(100 ml)Sr5"C 

aTxso^^ifxmr lk.. msm.zo^cx-mw)^ 

tzt&itgi— m(23.8 g)O28%^K(100 ■Dfcjpi. ^ig 
-ClBtlS, §^t60"CT'307r^#*-tf^. RjE?gS:0 
"CtC^aif*. 50%7KK-f^ U (50 g)7K?§?S-C'pHl-2 

tcpfflft/v:. ffi&mZZM. ^*(**G00 ml)tc{tX4SL 

^. SO^^^U^A^^T'T^^'JtcL, ^SF* 
Sr^>5X. ««LTia«c(16.8 g)Sr#^. §^>C Z>W& 
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•fc'J > (74 ^(ClOO-110'Ct4B#^jDiftL/v!„ 

tc^aiL. *(4o g)£inz.. mm**>ML. 

R(^U^y;K ^OD**V^t>' = 1/3) LT. 
HEft-&ft(12.1 g, 23»£ftfc. NMR (CDMC1 3 )S: 7.6 
6 (1H, dd, J = 2.1 and 8.7), 7.97-8.07 (4H, m) , 8. 
59 (1H, s). 

id) 6-?nn-2-wrbt7^l/y. 

LAH(7.07 g)OTHF(130 ml ) (t^?g^IMffl|lc) X^tl 

Web- 9uui~7 9U >-2-x>vft — ;M20 . 2 g) <othf ( l 

30 BDjBa&jiarrarFLJt^ sfetci^raaeKsai 

i?(360 ml)5rJn^ifKx^TliajL/c. ttiIJ?££ 
i * 'J # ffoH 5 Afcff LHHK LT „ XSB^^Hs (13. 
1 g, 88X)£#7t. NMR (CDC1 3 ) a : 3.60 (1H, s) , 7. 
34-7.48(2H, ■), 7.61 (1H. s), 7.66 (1H. s), 7.68- 
7.81 (2H, m). 

le) 3-{b-7uu-2-1-y^-)V)tt-ru\Zjtvm 
HM^Jld) X"&t£-7 Dn-2-^;^7 , bt7^1/y(0.2 
0 gJfclMciWtf-MJ'XMl.l ml)o^^y-;Kl5 ■ 
l)}§M^3-7'n^rnt°^->-^f-;K0.12 mDSrflD*. 
SttTllfflto** fcfiL lN*®?-^ h U ^ 
(2.2 ml)SrjiinLT22B#^jlgiEL^. RJE£3££ii£EiI«i 

(0.14 g, 52%)£f#fc. NMR (CDCI3) 6 s : 2.72 (2H, t, 
J = 7.3), 3.26 (2H, t, J = 7. 3), 7. 40-7. 49 (2H, 
m), 7.65-7.72 (2H, m) , 7.77-7.80 (2H, m). 

If) 3-(6-7on-2-t7fWx;i/*- /prnt^yg. 
HJ&6#Jle) T'#7t3- (6-7 nn-2-t 7 fvU) f- jj-:r a 
y»(0.14 g)^^y-;KlO ■l)8f»'VX*?nojHi 
£,&#®?(mCPBA) (0.20 g) £iD;t.^&T*5«figa^ 

SS!LT. nBft^HKO.ll g, 6«)£»fc. NMR (CDC1 3 
+ two drops of DMS0-d 6 ) 8 : 2.67 (2H, t, J = 7. 
7), 3.51 (2H, t, J = 7.7), 7.85 (1H, dd, J = 1.9 a 
nd 8.7), 7.86-8.01 (4H. m) , 8.46 (1H, s). 
lg) 3- ( (6- 9 OO-2-t 7 -?-)V) X — )V] fiV- . 

N-tti-(4-f y s^uM-t^y i?tv\*+tvYrurt-yT . 

$ H. 

HMMlf)-Cff^3-(6-^ao-2-^-7^-;k)^^*-;^r 
ob^lKO.ll &)km\L<f~*->V(\ ■l)tf)»£«j*30 
WG&ffik* «BE«WSLfc. »»ft*THF(3 ■Dtcjgff 
t s li^lb) T»fc4- (4-(N-p< ^-)VT S/)^f^ b"^. 
l» v/l/) tTU xX76 mg) k h 'JX^-;WT 5 ^(56 ml)<7)T 

hf(2 BOJBW^icifcTtjnifc. w&mxwakx&m 

iOW^LT. HEft^tt»iHMyiyW(ao mg, 11%) 
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kLT#7t. NMR (CDCI3) a : 1.15-1.35 (2H, m), 1. 
62-1.90 (3H, m), 2.71-2.93 (4H, m), 3.04 (3H, s. M 
e), 3.18-3.24 (2H, m), 3.57 (2H, t, J = 7.5), 3.80 
-3.93 (2H, m), 6.60-6.67 (2H, m), 7.59 (1H, dd, J 
= 2.0 and 8.8), 7.94-7.97 (4H, m), 8.21-8.29 (2H, 
m), 8.48 (1H, s). IR (KBr) : 1640, 1597, 1310, 114 
8, 1127 cm-i. 

Ttm^m C 25 H 28 N 3 0 3 SClkLT 
§Y%M(%) :C, 61.78; H, 5.81; N, 8.65 
H®KI(%) :C, 61.63; H, 6.09; N, 8.59 

coo46] mmm 

N-(2-((6-?DD -2-T 7^ IV) X)V-fc -j V\ X -N-^ . 
f-lV-\- (4- h° V i?)V) -4- tf ^ V¥># )V-#* tSK. 
2a) 2-{6-7nu-2-r7j-)V)^*X.? 9~)V _ 

m&M\A)X-%tz6-9un-2-X)V*}7' hi~7 1 

4 g)tW*®lt-rhVi7M0.&i ml)cr>*?y— ;K10 m 
D^^-^a^Xr? J— ;K0.60 ml) Ztoz.Mi&XVm 

Lfc. tfajLfciSHB&>MK, ia*LT@fE-fb-^(163 m 
g, 98%)Srf#/i„ NMR (CDC1 3 ) S : 2.02 (1H, t, J = 
6.2), 3.22 (2H, t, J = 6.0), 3.80 (2H. q-like, J = 
6.0), 7. 39-7. 51 (2H, m), 7.66-7.70 (2H, m), 7.77- 
7.79 (2H, m). 

2b) 2- (6- 9 n u-2-f- 7 X)l>* — ;Ux 7 J 
HtSW2a) XMtz2- (6- 9 n n-2-1~ 7 *j-tV) f - x ^ y - 
;K160 mg)^^y-;K5 ml)-THF(10 ml)^?R^*^ 
TmCPBA(0.28 g) SrjDi.^iST'3^^# 4if fctt. MJE 

m^m^^u^yj^7^zx'ommLx, mm 

•fk^5rilfell#:(0.15 g, 82%)kLTft^. NMR (CDC1 

3 ) d : 2.71 (1H, t, J = 6.5), 3.43 (2H, t, J = 5. 

4) , 4.50 (2H, q-like, J = 5.4), 7.61 (1H, dd, J = 
2.1 and 8.7), 7.89-7.99 (4H, m), 8.50 (1H, s) . 
2c) 6-? DD-2-(2-?onif;H X)l>*—)V J )~7 7 1/ 
y _ 

HSS0>J2b) X*Wz2- (6- ^ a u-2-^7 +>V) XH>*=~>Vx. 
?J-)V(0.\5 g), S-ffcf-^r— ;K0.16 ml)kDMF(ffl^ 
)co^aa^A(3 ml)?^Sr3B#^3lsSEL/v:a. Mffi 
SBLfc. S®^2:-4 V7nf^x-f;K'^Lt, 
SIB-fL^!)(0.14 g, 90K)Sr#Jt. NMR (CDC1 3 ) 5 : 3. 
57-3.64 (2H, m), 3.76-3.84 (2H, m),7.61 (1H, dd, J 
= 1.9 and 8.9), 7.92-7.98 (4H, m), 8.48 (1H, s). 
2d) N- (2- ( (6- 9 oo-2-t 7 ^-/U) x;l/*-;Wif;P) 
7 N-^< -f-;U-l- (4- 1° >J -4- tf ^ U >-^;l^^^f IT 5 . 

HSfe^Jla) ti#7t N-^ ^;P-1- (4- h° U y;l^) tf ^ V z/>-4 

h'(110mg)<7)DMF(2 ml)^^7K^T*S 
It-t-h 'J>7A(60%?*14 ; 22 mg)$rjDX., Sffl"n«pia*» 
§ 4-»?fcflL HS6^!l2c)Tl#/ l :6-^aa-2-(2-^aax 
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i-JU) X)V-fc—)l<1-7 (144 mg) ^O'CTtUt , MS 

mas y # y/^ L-cHgBffc&ftSraareas 

H a B^(4.9 mg, 22)i:LTf#Jt. NMR (CDC1 3 ) 8 : 1.71- 
1.82 (4H, m), 2.58-2.73 (1H, m), 2. 80-2.94 (2H, m), 
3.22 (3H, s, NMe) , 3.47 (2H, t, J = 6.5) , 3.79 (2 
H,t, J = 6.5), 3.88 (2H, dm, J = 13.2), 6.64 (2H, 
d, J = 6.5), 7.59 (1H, dd, J = 2.0 and 8.8), 7.90- 
7.97 (4H, m), 8.25 (2H, d, J = 6.5), 8.46 (lH,s). 
fcMtttfi C 24 H 26 N 3 03SC1 0.7H 2 Oh LT 
itJMfi (%) ;C, 59.48; H, 5.70; N, 8.67 
HIM (%) ;C, 59.47; H, 5.68; N, 8.53 

mmm 

N-(3- (6-?nn-2-t7f;H f^7o b7l-)-N-.x 
- (4- tr y =j>v) -4- b^ y vV^i^rT 5 H 

3a) N-(3-(6-;7 on-2-t7f;W ft7n tVW-N-^ 

MMMW) x-nfz 6- ^nn-2-^;^7>t7^uy(0.5 

8 g)iO^^y-;K50ml)f^Jg^fc28%^-hU'7A^ r- 
* ^ H X 9 J -Mm. (0. 87g) £ Jn * tz& , N- 
7"o b/k) -N-* * 5 >-gttert-:/^ (Vede js , 

E. , Stults, S..J. Org. Chem. , 1988, 53 , 2226) (0.7 
5 g)£fln*4<rcTl 0B*HS4>fc:6 5°CT-8B#H#>#i! 

mu is u ? Atura Lxmrntesmzmmi 

tft(1.0 «, 91X)fcLT»fc. NMR(CDC1 3 ) S : 1.45(9 
H.s), 1.89 (2H. tt, J = 6.9 and 7.3), 2.84 (3H, 
s), 3.01 (2H, t, J = 7.3), 3.37 (2H, t, J = 6.9), 
7.35-7.46 (2H, m), 7.64 (1H, s) , 7.69 (2H, s),7.77 

(1H, d, J = 2.0). 
3b) N-(3-(6-? DO-2-t7f;W ttyvtHM-N-X _ 
•f-/U-l- (4- e V i?M -4-f^. ij S/y^d&IMr 5 H 
kteM3a)T*#7tN-[3-(6-^ nn-2-f7 f*7D 
b/H -N-* n' S yg?tert-:/^-;P (0. 5 g) CO h ;p 

xy(lO ml)^?gfc, h y 7/M-net%(2 ml)SrJpi.3 

•SSfflUfc. aeflrtci^nn**:^ ml)i: h'jx 
^/l/7*$>(4 iDtllifctt, l-(4-b°y^-4-f^.7 
^y^/^-yP^O'J r-'tg®SJg(0.26 g) S-JPi.l5B#®^ 

MI5-fb^(36mg, 19%)£fftf:. NMR (CDC1 3 ) d : 1.58 
-2.10 (5H, m), 2.59-3.10 (9H, m), 3.53 (2H, t, J = 
7.5), 3.70-4.00 (2H, m), 6.55-6.70 (2H, m), 7.35- 
7.50 (2H, m), 7.60-7.80 (4H, m), 8.25 (2H, d, J = 
6.2). 

TC^frflfffl C 25 H 28 ClN 3 0Sh LX 
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MiMM {%) : C, 66.13; H, 6.14; N, 9.19 
HSM(%) : C 65.99; H, 6.14; N, 9.19 

[0047] mum* 

N- (3- (6-? n U-2-1- 7 i-Jls) X)V 7 4 —JU7° O b/tO -N- 

.^^-;p-i-(4-t°y ^'/PM-b^y isy&A>#ary-§ H. 

li^Bb) Tit Jt N- [3- (6-7 n n-2-i-7 *f-)V) f^7"n 
b/W-N-* ^/U-l-(4-b y ^VW-4-b-^ y v^tf^-Jttf 
H(90 mg)c7)^^y-;K10 ml)^^7K^TlN-Jg 
»(0.5 ml)^jDi.7t^, mCPBA(38 mg) SrjDi l«f|SI*»# 

fe^*El#:(50 mg, 47%) i: l/t»fc. NMR (CDC1 3 ) 5 : 
1.60-2.25(6H, m), 2.60-3.05 (5H, m), 3.08 (3H, 
s), 3.40-3.65 (2H, m), 3.75-4.00(2H, m). 6.65 (2H, 
d, J = 6.6), 7.50-7.65 (2H, m), 7.80-7.98 (3H, 
m), 8.15 (1H, s), 8.2 (2H. d, J = 6.6). 
imttmm. C 25 H 28 C1N 3 0 2 S 0.75H 2 0i: LX 
Wrnm(%) :C, 62.10; H, 6.15; N, 8.69 
MMW (%) : C, 62.36; H, 6.08; N, 8.54 

N- (3- (6-7 OD-2-t 7^)V) XfV-fc—)V7°U bVW -N-^ 
_^-;l-l-(4-b' , y ^)-4-b°^.y K. 
5a) N-(3-(6-7 OD-2-t7f;H ^;^-;P7ntf;H 

Hf4CT3a) Tff ^N- [3- (6-7 a n-2-^7 ^-?f 7o 
b;W-N-^ ^-)Vij)Vt^ 5 >-®ttert-y^-;K0. 5 g) <?mW 
Xf-;K50 ml)^?gtmCPBA(0.52 g)$-Jnx, MiSTtl 
BffU*>#il-tf*:fJL fiSfH*W*T2HI, 

(8:1) $• Jn i*SJMt* ft V ^jSIE^-^lSriftfelSS (0. 37 
g, 69»fcLT»fc. NMR (CDC1 8 ) 5 : 1.39 (9H, s), 
1.90-2.08 (2H, m), 2.80 (3H, s), 3. 10-3.22 (2H, m) , 
3.31 (2H, t, J = 6.8), 7.60 (1H, dd, J = 2.0 and 
8.8), 7.88-8.00 (4H, m), 8.47 (1H, s). IR (KBr) : 1 
694, 1395, 1312, 1146, 1132 cm-1. 
5b) N-(3-(6-7 DD-2-t7f;H7^*-^7D b°;U) 
rN-^f-;t~l-(4-b°y ^VW-4-tf^y : Jvi])V^^ S 

H)fS^J5a)-C1#JtN-[3-(6-7DO-2-^7^-;P)X/U^:x 
)V7°u bVP)-N-^< *t-)\>i))Vrt 5 >mxTt-7j-MQ. 33 

g) frt>mrnm>) t mmz Lxm^t-&mz&&®i%.m 

M58 mg, UDtLXWtz. NMR (CDC1 3 ) ^ : 1.70-2. 
20 (5H, m), 2.60-3.00 (4H, m) , 3.09 (3H. s). 3.09- 
3.22 (2H, m), 3.40-3.65 (2H, m), 3.80-4.00 (2H, 
m), 6.65 (2H, d, J = 6.6), 7.55-7.68 (1H, m), 7.82 
-8.00 (4H. m), 8.24 (2H, d, J = 6.6), 8.46 (1H, 
s). 

TtMfrVtm C 26 H 28 C1N 3 03 S 0.1H 2 0fc LX 
i\ J SMi%) :C, 61.55; H, 5.83; N, 8.61 
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mmm <.%) :c, 61.29; h, 5.85; n, 8.54 
[0048] mname 

N- (2- ( (6-? u o-2-^-7 f-7j-)x^-;w-N-^ ^-/U-l- 
(4- try >-7P)-4-tr^y =Jy*nvx*-*r* K 

6a) N- (2- /DtlfiH \' S y Ktert- 7^-)V 

$. ymikfcmi&u. i g)<o?j<(25 mot 

T -fe h - h U ;P (25 ml ) ?f ?S(C2N*Bt-f h U A?K?§ 
$(25 mDtJiVH^K ^'-tert-7"f-;K4.8 g)£jDi.l 

s^x^-cttas. ^mfc^m* y *? ^mm. mx& 

85%) i: LT&fc. NMR (CDCI3) 5- : 1.46 (9H, s) , 3.4 

0-3.60 (4H, m). 4.98 (1H, bs). 

6b) H-[2-(6-7uu-2-i-7i-}V)1-j-x.^>\s)#;W\$ 

mmm(A)X'ntzn-{2-yu^^)V) >-i?tert- 

7+fV (0 . 18 g) <?>Hi£0|3a) i: lt me-, ki^i 

&*^Mb b b(0. 12 g, 69%)ttT#^. NMR (CDC1 3 ) 
8 : 1.43 (9H, s), 3.15 (2H, t, J = 6.4), 3.30-3.4 
5 (2H, m), 4.90 (1H, bs), 7.36-7.52 (2H, m), 7.62- 
7.80 (4H, m). 

6c) N- (2- (6- 9 n o-2-t- 7 f-/ W f- ^xf-;l^] -N-^< f- 

HJtW6b)T»fcN-[2-(6-^ DD-2-t7f;H f-sfx^- 
;W^;^SS>-ietert-7'>;K0.12 g)<ODMF(5 ml)?§?S 
fc#*ffc*- h U (60%?grt± : 0. 17 g) ZMim&X'm 
Hb6># a-tffe . OWC\ io^^-;K0.15 g)£fln;Ll5 

!Bj(0.08 g. 64%)k LTf#fc. NMR (CDC1 3 ) S : 1.42 
(9H, s), 2.89 (3H, s), 3.06 (2H, t, J = 7.0), 3.38 
(2H,t, J = 7.2), 7.36-7.52 (2H, m) , 7.62-7.82 (4 
H, m). 

6d) . N-[2-(6-? D 0-2- 1 7 f ;K f ^Xf ;H-N-^ f 
;l^l-(4-fij *fA,)-4-\£*<>i) iSyiDV#**r$. V. 

HMM6c) T*tN- (2- (6- 9 n n-2--*- 7 f-; W f- * x^- 
;k]-N-><f-;^;^N'5 yWttert-7^~M0. 19 g)co 
xv(5 «i)*?8E^HJ:7/k*/HI«<l mDiJnimfla 
*»S fi-tffc o Klfcmz h /Ux y £ JnxMETWgMtSaS 

Lfc. mWWZ&{k*1-]sy(2Q ml) ZttiZ-isJ V7n 
t?;Uxf-/WT$>(0.47 ml)£fln;tfcflL H4-t'Jy- 
;U) -A-XZ^VyiDVtf—lVfuV H^B!^(0.21 g) 

situ, aw*. taip^^oii-c'Sfe^L!^^. is* 

xfvUteifflK. igStti^ y i] YjVfi =? A X'WM L t IliE 
fc^£*tfil!&*II*(<>.23g. 95%) LTfffc. NMR (C 
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DCl 3 ) d : l. 44-2. 00 (5H. m), 2.15-2.40 (1H, m), 
2.58-2.98 (3H. a), 3.05-3.30 (4H, m), 3.45-3.98 (3 

H, m), 6.45-6.65 (2H, m), 7.35-7.55 (2H, m). 7.62- 
7.88 (4H, m), 8.23 (2H, d, J = 5.2). 
Tcmftffim C2 4 H 26 C1N 3 CB 0.5H 2 0k LX 

sfM-U (.%) : C, 64.20; H, 6.06; N, 9.36 

mmm(%) -.c 64.34; h. 6.04; n, 9.26 
mmm 

N-(4-(6-^ oa-2-t7f;P)X^*^;l//fyW-l-(4- . 

eysMO^-e^y^y^^irs h. 

7a) 4- 1 H a^f isy^ArfUV* 5 yM tert-y^/U . 
4-7$y-l-/^7- ;K2.7 g)OT-fehXh U;K30 m 
l)*at=2H*IWfc^h U»>A*ifr»(16 ml)£JP;c. * 
?tT-C*>#?Hf 3 5r*^^K>''-tert-7'^;K6.7 g) Sr 

^aifStTSie^^^*l€l?*t^l(7.9g, 77%) 
i: LT#^r«, NMR (CDC1 3 ) ^ : 1.44 (9H, m), 1.5-1.6 
8 (4H, m), 3.10-3.22 (2H, m), 3.62-3.74 (2H, m). 
7b) l-yn^-f^-iVlDVJ^ 5 ytert-zr^f-fV _ 

mmmiz)x"&tz\- i t. Yu^^y^-jv^ >w<^yw. tert 

g)fcj;t/h U 7i-WX7 ^ V(3.15 
g)^)J!ftfLXf-l^y(20 ■l)«r«^eSA'ftliaR(5g)*— K 

Ifi-fl:^!) Sr ^fevfi*^ (1 . 76 g, 70%) b LX%ti . NMR 

(CDC1 3 )S: 1.46 (9H, s) , 1.50-2.00 (4H, m), 3.08- 

3.12 (2H, m), 3.43 (2H, t, J= 6.6). 

7c) N-(4-(6-?nn-2-f7f;Wft7*f/W*/l'A'$ 

ymert-ff-)V_ 

mmm7b)XMtz4-y n^y^-;U^;W< 5 yM tert- 7" 

f-;Ko. 76 g) frt>mmm3a) t mmz Lxmnt&fo* 

*fe^ B B H (0.74 g, 79%) t LX&t:. NMR (CDC1 3 ) 5 : 

I. 42 (9H, s), 1.50-1.80 (4H, m), 3.03 (2H, t, J = 
7.0), 3.05-3.20(2H, m) , 4.50 (1H, bs). 7.35-7.46 
(2H, m), 7.60-7.74 (3H, m), 7.75 (lH.s). 

7d) N- [4-(6-? n n-2-t 7 f ;P) x^*-;U/f ;P) ^ 
/kA' 5 y&\j&r\-y^)V . 

HJfeWc) T1#^N- [4- (6-^ a O-2-y 7 f-/U) ^-^ 
)V\*)V>^yW. tert-yf-;K0.35 g) <59g^BSx^-/K50 
ml ) m ^mCPBA (0 . 35 g) £ flu £ . ^ST'l^^^ g= ?gif 
^Mx^Tiftffi. Ktimr4cC2l9. S^tCf- 

iHRxf-z^^tsflfl; Lxmmt&tozmm&ik®. 35 

g, 92»kLT»fc. NMR (CDC1 3 ) 3 : 1.39 (9H, s). 
1.48-1.90 (4H. m), 3.00-3. 28(4H, m) . 4.54 (1H, bs) 
,759 (1H. dd, J = 1.8 and 8.8), 7.82-8.00 (4H, 
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ra), 8.46 (lH.s). 

7e) N- [4- (6- 9 o o-2-J- 7 ^)V) 7s)Vft~)V7+)\A -1 . 
r (4-b°U $^)-4-b°^D ^;*/M«Mf5 H 
HtlS«7d)T#fcN-(4- (6-? pn-2-t7f;W 
/P7^/W#;l^S y^tert- 7^^(0.21 g)*^*tftffll 
6d) fcra«fcLT®te^^**ife^ H 0 H (O.2 g,77%) L 
XWz* NMR (CDC1 3 )S : 1.55-1.90 <8H, m) , 2.15-2. 
36 (1H, m), 2.74-2.95 (2H, m), 3.21 (2H, t, J = 7. 
5), 3.27 (2H, t, J = 6.2), 3.76-3.95(2H, m) , 5.84 
(1H, t, J = 5.7), 6.63 (1H, dd, J = 1.4 and 5.0), 
7.59 (1H, dd, J = 2.2 and 8.8), 7.82-8.00 (4H, m), 
8.24 (2H, dd, J = 1.4 and 5.0), 8.45 (1H, s) . 
7C##*ftt C 25 H 28 ClN 3 03St LX 

(%) :C, 61.78; H, 5.81; N, 8.65 
(%> :C, 61.70; H, 5.76; N, 8.69 

C0 04 9] mmms 

N-(4-((6-^no-2-t7f;W^*^;W T^/P-N-;* . 
^-/W-l-(4-b°y ^;U)-4-b°^U -Jy^JU^^s. K 
8a) N-[4-(6-^n 7 XiV^—lV 7^)V\ -N . 

r^/l^/UAS >-gStert-7>/U 

N- [4- (6- ? nn-2-t7f/l/) X/P* - 
/t^f-rt^/l^s vg?tert- 7^(0.3 g)&>69Ofi0!6 

c)fcra«^tTHK^^**Sfe?ifltt!B5(0.14 g, 50%) 

8b) N-(4- [ (6-? o u-2-^ ^ f-/U) x/P*-^] T^/P- . 

N-^f-;U-l-(4-b° II ^)-4-b°^U 5^;&/M«MJ- 5 K 
MWM8a) Ti#*:N-(4- (6- 9 u o-2-^ 7 ?-/ W X)Ufc— 

>^tert-7^;K0.14 g) 

75^nsfeM6d) t mmiz Lxmn&t^zm&iftxmfb 

(0.15 g, 88»fcl/C»fc. NMR (CDC1 3 ) S : 1.55-1.9 
0 (8H, m), 2.54-3.00 (3H, m) , 3.02 (3H, s) , 3.25 
(2H f t, J = 7.5), 3.36 (2H, t, J = 6.4), 3.74-3.98 
(2H, m), 6.65 (2H, d, J = 6.6), 7.58 (1H, dd, J = 
2.2 and 8.8), 7.82-8.00 (4H, m), 8.25 (2H, d, J = 
6.5), 8.45 (1H, s). 
TCS&fttfrffi C 26 H 30 ClN 3 0 3 Si; LX 
ttSffi (%) : C, 62.54; H, 6.05; N, 8.40 
USUI (%) =C, 62.27; H, 6.05; N, 8.49 

mum 9 

N- (3- (6-9 n 0-2-^ 7 fVP) X/P*~/P7°U bVU) 

f/l/-l-(4-t°y s^yW-4-K^»J >?>Xr^sK^5 K 
9a) N-(3-7'o^7 0 nb°;l^)^;^s'S yWftert-7+jU 

y*-f{yic*B(4.37 g)^£SOSW 
6a)kH«CUT^^b^*^Jtff^(4.37 g, 91%) 
fcLTWfco NMR (CDC1 3 ) S : 1.45 (9H, s), 1.96-2. 
15 (2H, m), 3.27 (2H, q, J = 6.6), 3.44 (2H, t, J 
= 6.4), 4.65UH, bs). 

9b) N- (3- (6- 9 o n-2-~f 7 W 7°u b e ;H # * . 
mmm9a) TUfcN- (3-7"o^ To tT;l/) tfrt'A 5 y^ter 
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t-^;Ko.i8 z)frkmmm3a)bmmizLxmiMk& 

tt£*lfe»ft«>.28 g, 69»i:LT»fc. NMR (CDC1 3 ) 
a : 1.44 (9H, s), 1.78-1.96 (2H, m), 3.05 (2H, t, 
J = 7.2), 3.27(2H, q, J = 6.6), 4.60 (1H, bs), 7. 
35-7.48 (2H, m) , 7.65 (1H, d, J = 2.4), 7.68-7.80 
(2H, m), 7.76 (1H, d, J = 2.2). 
9c) N-[3-(6-^an-2-^7^)X;P^rL;P7°abVW 
y®!tert-7^;K 

mmmb) r#?tN- e- (6- ? n 0-2-^ 7 ^;p) wn 

bVW#^A$ >Rtert-^/Kl.l g)frfcllttOTra)fc 
|5I«^LTSIB^^&IS^ h h b(1.07 g, 98%)i:LT 
NMR (CDC1 3 ) (5* : 1.40 (9H, s) , 1.85-2.05 (2 
H, m), 3.15-3.35(4H, m), 4.68 (1H, bs), 7.59 (1H, 
dd, J = 2.2 and 8.4), 7.85-8.00 <4H, m) , 8.46 (1H, 
s). 

9d) N-[3-(6-^nn-2-^7^/U)X^^~;P7 0 nb°;W 
r l-(4-b°U ^;P)-4-b^U >>>^/^'^5 K _ 
mmt&c) T1#^N- [3- (6- 9 o 0-2-^ 7 +>V) X/I/* - 

;I/rnf;H^^A'$ >^tert-7>M0.12 g)*>&HSfi 

CT6d) fc mat LTHK^»£*it^A<o. i3g, 85%) 

fcLTftfco NMR (CDCI3) a : 1.28-1.78 (5H, m), 2. 
15-2.40 (1H, m), 2.68-2.90 (2H, m) , 2.98-3.18 (2H, 
m), 3.20-3.48 (3H, m) , 3.78-3.98 (2H, m) , 6.76 (2 
H, d, J = 6.6), 7.70-8.00 (3H, m), 8.05-8.35 (5H, 
m), 8.62(1H, s). 

imttVrm C 24 H 26 C1N 3 03S 0.4H 2 0fcLT 
ff»ffi(%) :C, 60.15; H, 5.64; N, 8.77 
mmm(%) :C, 60.11; H, 5.43; N, 8.57 

[0050] m&mio 

4- (6- 9 a a -2-^ 7 f-; W [ [ 1- (4- b° »J ^ ;k) -4- . 

10a) 4-b K v--l-b°^ »J y^;U,K^tert-7> 
4-b Vu^^\z 0 ^Vi^>0-03 z)frt>$mM7a)tnM 

izLxmiMt^mzm&M&(6.2 g, 

fe 0 NMR (CDC1 3 ) 5 1 : 1.30-1.56 (2H, m), 1.46(9H, 
s), 1.75-1.95 (2H, a), 2.95-3.14 (2H, m) , 3.75-3.9 
5 (3H, m). 

10b) 4-7*0 ^Er-l-b^U isl/i] ;l^:xggtert-7^/P 
3B»«10a)T»fc4-h Hoafi^WJ 
Rtert-^f-;Kl-89 g)4>&9GttOT7b> fcHKKUBE 

^^tt**S^«ft(0.89, 67»kLT»fco NMR (CDC1 
3 ) ^ : 1.46 (9H, s), 1.82-2.20 (4H, m), 3.22-3.40 

(2H, in), 3.60-3.78 (2H, m) , 4.25-4.42 (1H, m). 
10c) 4-(6-^no-2-^7^;W^-l-b°^U -JVJi)V 

HSftWid) xi%fz6-9 u)V-2-*)Vxy h^y9\yy(o.2 
3 g)cOT-bh^bU;U(10 moss^hu^^rs 

y(0.6 ml)S:UPi.5^ra*^Mif^. IOS«10b)-C» 
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glS^ V)Vit 5 A Tim L T # & *ufc*fe«FK 
!ftj£>v*-»>-yJ: 0ttJMfcLTHe^^«I*itfelSJii(0.3 
8 g, 38%)k LT#£. NMR (CDC1 3 ) * : 1.44 (9H. 
s), 1.50-1.70 (2H, m), 1.88-2.06 (2H, m) , 2.86-3.0 
6 (2H, m), 3.24-3.46 (1H, m) , 3.90-4.06 (2H. m), 
7.38-7.55 (2H, m), 7.66-7.76 (2H, m) , 7.80 (1H, d, 
J = 2.2), 7.85 (1H, s). 

lOd) 4-(6-?on-2-^7f^)^-l-[U-(4-try^. 
)V) -4- t^. y V)V\ A tV #—>U) Vz/>. 
lOtWlOc) X-%tz 4- (6-? n o-2-t- 7 f-/U) 
U > ? y^;P^yKtert-7'>;K0. 12 g)*>£>HSfe#l6d) k 
mmiZ LTjKEffrSWfclSfel&liCO. 13 g, 85%) k LX 

NMR (CDCI3+DCI) 8 : 1.40-2.20 (8H, m), 2.90 
-3.48 (5H, m), 3. 50-3.72 (1H, m) , 4.00-4.40 (4H, 
m), 7.15 (2H. d, J = 7.6). 7.40-7.62 (2H, m), 7.75 
-7.92 (3H, m), 7.95 (1H, s), 8.09 (2H, d, J = 7. 
6). 

jtmttVrM C 26 H 28 C1N 3 0S 0.6H 2 0k LT 
ff-JWl (%) :C. 65.49; H, 6.17; N, 8.83 
Hfflffi (%) :C, 65.49; H, 6.26; N, 8.75 

mmmn 

4- (6-^nn-2-t 7 +)V) X)V-fc—)V-\- { [1- (4- t° U i>" 

;U) -4- 1°^< y ;#/l^x/W] tr^. V=Jy 

11a) 4-(6-?on-2-t7fWX;P*- ;k-l-tr*OJ ^. 

fdtffllOc) -Cl#3t4- (6-? a u-2-f- 7 *f~)V) f-sj-l- tf* 

•j ^y^fV^ym^rt-y^-fVio. 15 g)A^H^J7d) k 

LTMI5^-^!)^*Efe^ B H H (0. 15 g, 92%) k LT 
#3t. NMR (CDCI3) 5 : 1.42 (9H, s) , 1.55-1.78 (2 

H, m), 1.94-2.10(2H, m), 2.55-2.78 (2H, m), 3.02- 
3.20 (1H, m), 4.15-4.34 (2H, m) , 7.60UH, dd, J = 

I. 8 and 8.8), 7.81-8.00 (4H, m) , 8.43 (1H, s) . 

lib) _4-(6-?on-2-t7f/Wx;l/* —/U-l- [ [ 1- ( 4- . 
.£ U v/W-4-t?^ U i/iV\ J]JVt£=~)V\ y 
HSfiCTlla) Tf#£4- (6- ? a u-2-f-y f-/W) x/l^x/t- 
1-t^U ^V#;I^VKtert-:/f-,MO. 14 g)*>^HJfi 
0»6d)fcH«fcLT]^lT;^&M€«ft<58 mg, 33%) 
ttT#7t. NMR (DMS0-d 6 ) 5 : 1.38-1.80 (6H, m) , 
1.82-2.15 (2H, m), 2.40-3.62 (6H, m) , 3.80-4.00 (2 
H, m), 4.00-4.22 (2H, m) , 4.50-4.70 <1H, m), 6.71 
(2H, d, J = 5.8), 7.64 (1H, dd, J = 2.2 and 8.8), 
8.52 (lH.s). 

TCmttVm C 26 H 28 C1N 3 0 3 S 0.5H 2 0kLT 
ff-&« (%> :C, 61.59; H, 5.76; N, 8.29 
(%) :C, 61.33; H, 5.83; N. 8.27 

[0051] mstmvz 

1- (5- (6- 9 n u-2--r y^j-)V) xiv-fr ~)V^y9J4>v)- 
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4- (4-tf U ; J)V) t°^5 
12a) 5-(6-7 O n-2-t 7 f ;W 

Hfl6#ljld) T#fc 6- 9 n C7-2-;* ;t-^Thi-7^P>'(0.4 
g)<OX?y-;K20 BDafiSfflE^hU^Axh^-y-H 
(0.41 g)i5 J;^5-ya^^g!Xf-;l.Sr Jni.80°CT'16^ 
IB*»#®?fc. KJfc?££SI38, Jn*.pH2 k LTKK 

w&xsmLte. mmwizmmm. n^m*^-?; 

-;K30 ml ) \iZMM L . ^&^.3ml£J|];L3iOTral&I 

T9H»Lfc. JtaijgtmCPBA(0.85 g)*iDil^HSISffl"C 

S^lSr U # y/W^r 9 A lz X *) mm LXWRtt&fo&M 
fe&fik LT(0.59 g, 83%)kLT#fc. NMR (CDC1 3 ) 
5 : 1.20 (3H, t. J=7.0), 1.60-1-90 (4H, m) , 2.26 
(2H, t, J = 7.5), 3.18 (2H, t-like), 4.08 (2H, q, 
J = 7.0), 7.59 (1H, dd, J = 1.8 and 8.8), 7.88-8. 
00 (4H, m),8.46 

12b) 5-(6-? n X)V^—)V^mm. 
HSS0iJl2a) T#*r 5- (6- 9 n U-2-& 7 X)V* —)V 
^^X^-;K0.59 g)«^<^y-;Kl0 ml)^?g^,2N?K 

■gtz. Kfomzwrnv. m^mz^mtmmLtz. 3n 

mfkzwm^/\s&£imF<7)m&mmiz$m. 

wo- h u ^ j*xw&, mmtk. m^m^mm^^t^. 

-x^TISftftLTHE'fk-S***ffe#t«fli(0.47 g, 8 
6%)k LT#Jt. NMR (CBCl 3 +DMS0-d 6 ) 3" : 1.60-1.90 
(4H, m), 2.28 (2H, t, J = 6.7), 3.19 (2H, t, J = 
7. 5), 5. 10 (1H, bs), 7.59 (1H, dd, J = 2.2 and 8. 
8), 7.82-8.00 (4H, m), 8.46(1H, s). 
12c) 1- [5- (6- 9 a u-2-f- 7 ^)V) X/V-fc—lV^ y 9 J 

4 )V\ -4-(4-tr y s J>v) e^.^ y'y . 

HMMl2b) X-%tz5- (6-9 DD-2-t7 ^)V) X/P* —)V 
^1^(0.33 g). H0Bt(0.17 g)fcJ:rA)SC(0.29 g)<7)T 
-fehxhy;K30 mimm£l&rfflfrZm&?z&. 4-tT'J 
^f^.^ s Jy(0. 17 g) *Jni.^a"C16ieiffl*>#ffl-tf 

LTHiBll:-&«I*«lfelSft(0.42 g, 88%)kUT»fc. N 
MR (DMS0-d 6 ) 3 : 1.42-1.74 (4H, m) . 2.20-2.42 (2 

H, m), 3.10-3.60 (10H, m), 6.80 (2H, d, J = 6.6), 
7.71 (1H, dd, J = 2.2 and 8.8), 7.97 (1H, dd, J = 

I. 4 and 8.8). 8.10-8.36 (5H,m), 8.62 (1H, s) . 
7tSt##Hl C 24 H 26 ClN 3 0gSk LX 
tf*ffi(%) :C, 61.07; H, 5.55; N, 8.80 
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USUI (%) :C, 60.29; H, 5.53; N, 8.68 
[0052] 

1- (5- (6- 9 a n-2-t- 7 ^-)V) XlV-fc—JV^y^JV] -4- (4 
rb'Jx/Wb^ 7 >''>'. 

HilfeCTl2c) Ti#£l-(5-(6-? no-2-t7f;Wxyl-*^ 
/l^y 9 J A M -4- (4- b U >?/U) b^7 W (0. 15 g) CD 
THF(15 ml)®>S^lMS/^7y-THF|g#c(l mDSrjDx. 
a^STF{c3^BHniSK9ia[Lfe. 3Ni£St£iD;t#&IL 

fcttJHtLTffl&fc^fcUl mg, 24%)£»fc. NMR (CDC 
1 3 ) 5 : 1.30-1.60 (4H, m), 1.65-1.90 (2H, m), 2.3 
3 (2H, t, J = 7.0), 2.48 (4H, t, J = 5.0), 3.10-3. 
35 (6H, m), 6.63 (2H, d, J = 6.0), 7.59 (1H, dd, J 
= 1.8 and 8.8), 7.80-8.00(4H, m) , 8.26 (2H, bs) , 
8.46 (1H, s). 

7U*##HI C 24 H 28 C1N 3 0 2 S 1.75H,0fc LT 
sf%m (%) : C, 58.88; H, 6.49; N, 8.58 
USUI (%) : C, 58.83; H, 6.30; N, 8.43 

2- (N- (3- (6- ? o X3-2-1-7 X)V*~ )V7°xi b/H -N 
r ( (1- (4- b 0 : J)V)-k- b^ V it—M ij )^~)V\ T 5. 

14a) N- [3- (6-? a n-2— )- 7 f-rtO X)Vt^—)V7°u b . 

;H-2,4-y^ba^y-fe>x;i/*y7S H. 
H*60l9c)-Ct#/SN-(3-(6-^ nn-2-t7f;W x/t^n 

/W:Tn b/1-) #/t^' $ yKtert-7'f7M0.77 g)<?) WPX 

y»vhy 7/Ptnii(2 ■i)*jni*fl'C2i«ai 

2,4-^- h aKy-V yxji-fr-MQ. 6 g) ZtiatmSiZ' 

AT»»LTSIB-fb^^ll^*(0.5 g, 48%) bLX 
Wz. NMR (CDCl 3 +DMSO-d 6 ) : 1.90-2.10 (2H, m), 
3.10-3.40 (4H, m), 7.61 (1H, dd, J = 1.8 and 8.8), 

7.80-8.10 (4H, m), 8.28 (1H, d, J=8.8), 8.40-8.60 

(3H, m). 

14b) N-[3-(6-? Dn-2-t7f;H^*^7ne _ 
/10-N-.X h d? isHjlVOt— )VX i-tl-2, b u<y-e 
y X)V-fc—)VT 5 t\ 

HM#Jl4a) "CfifcN- (3- (6-? o o-2--)- 7 x;l^x 
>U7°u b/W -2 y^'y^W yTS. H (0.3 
6 g)C0DMF(7 ■l)JS«^l(fflfc!rU'>A(0.48 g)*Jn*.fc 
flL 7*0^1?^ ^;K0. 095 ml)&inii.2B«BI«Bift-C*» 

St^x^TttfiS, «ffMHS*-C8fci* 
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fcfflVVt. NMR (CDC1 3 ) 8 : 2.00-2.20 (2H, m) , 3.27 
(2H, t, J = 7.4), 3.60 (2H, t,J = 7.4), 3.65 (3H, 
s), 4.19 (2H, s), 7.60 (1H, dd, J = 1.8 and 8.8), 
7.85-8.05 (4H, m), 8.25 (1H, d, J =8.8), 8.38-8. 

55 (3H, m). 

14c) 2- (N- [3- (6- 9 nn-2-t 7 ^-)V) X/Ws^7n 

»W75/)IH!yf;K 

HM0iJl4b) Tit fcN-[3-(6- ? a o-2-^ 7 X)V*~ 
JVT'U bVU)-N-* h S^/M*— ^-2 , 4-i^x h 
n\yt>XM-;|/7 S K^-fb* y (7ml ) ?S 
A»>f vrnttkTSyd ml)SrJnx^T'3 0 

Lxmiitim&m&mmfiQ. 13 g, 52%) fci/t# 

Jt. NMR (CDCI3) 5 : 1.80-2.00 (2H, m), 2.71 (2H, 
t, J = 6.6), 3.22-3.35 (2H, m) , 3.33 (2H, s) , 3.70 

(3H,s), 7.59 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 

(4H, m). 8.47 (1H, s) . 
14d) 2- (N- (3- (6- 9 nn-2-f 7 ^-)V) X)V* —Jl7°a 

b;W-N-t(l-(4-bi) ^;k)-4-b^>J i?—)VWH)Vtf.=-. 

M1&mi4c ) Xntz2- [N- (3- (6- 9 a o-2-t - 7f;W^ 
sti^7ne;W7 5 y)Bf®S.Xf'/K0.13 g)c7)^C^^- 
I/>-(20 ml)^M^^y7°ab;PX^TSy(0.38 n 

1) SrHnifcft, l-(4-bU ^-^H-t:^?/^*^ 
^n'J H«BKtt(0.19 g)S-Jnx.l5^3&»#M-tf5t. 

mmt. m&^>u/^-T^£K)%iikitLxwiiit-& 

^Sr*fefe H B H (84 mg, 42%)bLXntz. NMR (CDC1 3 ) 
5 : 1.65-2.20 (6H, m) , 2.35-3.00 (3H, m), 3.15-3. 
32 (2H, m), 3.40-4.18 (9H, m),6.64 (2H, d, J = 5. 

2) , 7.55-7.70 (1H, m), 7.80-8.00 (4H, m) , 8.25 (2 
H,d, J = 5.2), 8.46 (1H, s) . 

7C»fr#fffi C 27 H 30 ClN 3 05Si: LT 

ff-g:ffi (%) : C, 59.61; H, 5.56; N, 7.72 

mmm.(%) :C, 59. 61; H, 5.69; N, 7.78 

2- [N- (3- (6-^nn-2-t7f;W XlVit —>V7°n bVH -N 
r ( (1- (4-b V i?)V) -4- b^ V y'x;l/) ^ /U^x;W r 5 . 

/mm. 

^SfeMl4d) -Ci#^2-(N-(3-(6-^ nn-2-t7f;W xiv 
^ -;l,7n b;H -N- [ [ 1- (4- b U VM -4- b^. U >>x/U] 
*M^;H7 5 y]PK^^-/K84 mg) 3&»<5>SHfc09l2b) 
kH*tcLTHiefl:^ft**ie»*(0.05 g, 76%)i:L 
X%fz. NMR (CD 3 0D) ^ : 1.50-2.10 (6H. m), 2.75- 
3.75 (7H. m), 3.91 (2H, s), 4.10-4.30 (2H, m) , 7.0 
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9 (2H, d, J = 7.8), 7.65 (1H, dd, J = 1.8 and 8. 
8), 7.90-8.20(6H, m), 8.54 (1H, s). 
7Cm#ffim C 26 H 28 C1N 3 0 5 S 1.0H 2 OtLT 

:C, 56.98; H, 5.52; N, 7.67 
(%) :C, 57.21; H, 5.29; N, 7.84 

[0053] mMMie 

N-(3-(6-^ no-2-t7 +)V) ^;^-;urob°;I/)-N-x 
f-;^l-(4-h°U S/;W-4-t^y ^V^^Mf-frS F. 
16a) N-[3-(6-^ DD-2-t7f;W^*-^rnt 6 . 
;H-N-xf;k2, ho^y-if /UT S F. 

HSfeMl4a) X^tzU- (3- (6-? O 7 ^)V) 

>V7*u b°;W -2 , 4- 5/- F n< y -bf yx;P* yrSH(0.4 
2 g)*»£S3ftWl4b) fcHfcfc: UTHIE-ffc^ftS:»fe»* 
(0.42 g, MQfcLTWfc. NMR (CDC1 3 ) : 114 (3H, 
t, J = 7. 2), 2. 00-2. 20 (2H, m), 3.15-3.30 (2H, m), 
3.38 (2H, q, J = 7.2), 3.51 (2H, t, J = 7.2), 7.6 
0 (1H, dd, J = 1.8 and 8.8), 7.82-8.00 (5H, m) , 8. 
20-8.60(3H,m ). 

16b) 3-(6-? UU-2-^y^)V)X}V^^)V-W-^)Vy° _ 

IIM^Jl6a)T1#^N-[3-(6-^aa-2-^^f-;^)X;^- 
^7nW-N-xf;h2,4-y- F n^yt'y^/l/*- 
5 F (0. 42 g) frhmmmUc) t H«£ LTBia^ 
*^*lfiiaF^(0.15 g, 62%)fcLT^Co NMR (CDC1 3 ) 
d : 1.04 (3H, t, J = 7.1), 1.80-2.00 (2H, m), 2. 
57 (2H, q, J = 7.1), 2.69 (2H, t, J= 7.0), 3.20-3. 
35 (2H, m), 7.58 (1H, dd, J = 1.8 and 8.8), 7.55- 
8.00 (4H, m), 8.46 (1H, s). 
16c) N- [3- (6-? p o-2-^ 7 X;l/^-^rn b° _ 
;l/]-N-x^-l-(4-b°U y^)-4-b°^U 

HSftfflll6b) X1%fz3- (6- ;nn-2-t7 X -)V- 
N-xf^TubVWT 5 y (0.15 g)*^SIS60j6d) fc|S|« 
C bTHiEfc^£*tf5^<0.23g, 92%) i: LT»fc. 

NMR (CDC1 3 ) 5" : 1.07 (0.75H, t, J = 7.2), 1.22 
(2.25H, t, J =7.2), 1.60-2.20 (6H, m), 2.55-2.78 
(1H, ■), 2.78-3.00 <2H, m) , 3. 10-3.26(2H, ■), 3.26 
-3.60 (4H, m), 3.78-4.00 (2H, m), 6.64 (2H, d, J = 

6.6), 7.55-7.70 (1H, m), 7.80-8.10 (4H, m) , 8.24 
(2H, d, J = 6.6), 8.46 (1H, s). 

ymfrtitm C26H30CIN3O3S i.oH 2 ofc lx 

m9M(%) : C, 60.28; H, 6.23; N, 8.11 

mmm (%) :c, 60.41; h, 6.16; n, 8. is 

N- [3- (6- 9 n n-2-^ 7 x^*z;i/7n tf )V\ -N- [1 
r (4-b° V -4-b^ >J V)V\ * f-A'T-fe F T 5 F . 
%W£W)X*WzK- [3- ( (6- 9 o n-2-^ 7 XyU* ~ 
;W 7D bVW-N-;* (4- b° U -4- b°^ U V Vil 

/MMflTSKttl mg)c7)^*THF(6 mnaKfiffi^SSSlSR 
TlZlMtfy y -THFggfr (1 ml ) £ JP £ 8 0ffilMfe98iE& 
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HU 3ae*t«"fL?«f-U^(10 ml)tc»». 4t*BfiK 
(0.1 rnDtSit^f y7°ntVUT5>-(0.2 ml)SrjD^.S 

-£*£itfe1frfc(47 mg, 55Z)tLT»fc. NMR (CDC1 3 ) 
& : 1.10-1.40 (2H,m), 1.60-2.20 (7H, m), 2.36-2.9 
6 (3H, m), 3.10-3.36 (4H. m), 3.40-3.76 (2H, m), 
3.76-4.00 (2H, ■), 6.58-6.72 (2H, m), 7.55-7.68 (1 
H, m), 7.84-8.00 (4H, m) , 8.17-8.33 (2H. m), 8.46 
(1H, s). 

TcmftffiW. C 26 H 3 oClN 3 03S 0.5H 2 0£: LX 
ft®:ffi(%> : C, 61.34; H, 6.14; N, 8.25 
mMM(%) :C 61.29; H, 6.18; N, 8.34 

coo54] mmmis, 

N-(3-(6-? DD-2-t7f;l^)^*z;l,rD tVH-N--f . 

yratf/ki-(4-t>j ^)-4-f^.u i?y*i>v#*-*)r$._ 

18a) 2,4-y-ba-N-f V7nt/KyHf^;l/*y 
-Y y7'af;UT5X0.36 g)t3i t^UU y> (0.53 ml) 
yXjUfr-Ml.ffl g) SrJDi.^-C'30^^#^4f7t. 

-^0^*Efe#t« H B H (O.46 g, 40%) t LX%tl. NMR (CDC1 
3 ) S : 1.19 (6H, d, J = 6.6). 3.62-3.82 (1H, m) F 
5.18 (1H, d, J = 7.2), 8.40 (lH.d, J = 8.8), 8.56 
(1H, dd, J = 2.2 and 8.8), 8.68 (1H, d, J = 2.2). 
18b) 3-(6-? a a-2-^7f-/P) )1>7uj W— 

HJfe^Jld) X-'fttz 6- ^ a a-2-;* 7° h f 7 ^ >- (0. 8 

(0.49 g). 3-7"n^ra/NV-;K0.93 g)*Jnii5^H 

mm^iinx.. %%mx'pH2t Ltz®. mm^;u 
-)-hW2±x'&mi,tz&. WML*:, nmmzmz^ 

;K50ml)SrJni.?§ML. mCPBA(2.1 g) SrJn^^riB^ 

■9->-BH»x^;Kl: 1) $:Jn£*fai Lfc»A*^>K LT 
fflEft^ftt*H&lSft(0.7 g. 55X)l:LT#fe. NMR (C 
DC1 3 ) ^ : 1.94-2.10 (2H, m), 3.25-3.38 (2H, m), 
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3.76 (2H, t, J =6.0), 7.59 (1H, dd, J = 2.2 and 8. 

8). 7.80-8.00 (4H, m), 8.49 (1H, s). 

18c) N-[3-(6-? 00-2-t7f;W^M^7 , ot . 

/W-2,4-^No-N->f yrDbKy-t'yx^yT. 

H$60H8b) Tl#^3-(6-^ DO-2-t7f;l')X^*-^ 
7"o; W-/M0. 28 g) » SSSfc0!l8a)*C»;fc2. 4-5*=. h o 
-N->f vroe/Kyt'^MyTS K(0.29g)i>J:t>' 
h'j7x —)V*X 7 A V (0. 32 g) OTHF (5 ml ) flftfrv 

TYiSti)V#vm¥^)V{l>W>) (40% h ^xygl, 0. 

Rxf-/P-x— f-;Kl :2) ^nxflrft L^J^IL 

Xm§Ht&m*m&fegh(0.49 g, 88»fcLT»fc. NMR 
(CDC1 3 ) S : 1.18 (6H,d, J = 6.6), 2.05-2.25 (2H, 
m), 3.24 (2H, t, J = 7.3), 3.49 (2H, t, J =7.5), 

4.00-4.20 (1H, m), 7.61 (1H, dd, J = 1.8 and 8.8), 
7.85-8.00 (4H,m), 8.26 (1H, d, J = 8.4), 8.40-8.5 

2 (3H, m). 

18d) 3-(6-^ DD-2-t7f ^(X/^-^N-^f V7o. 
bVl^abVUTS V 

Hifc#iJl8c) Tlf fcN-(3-(6-? nn-2-t7f/P)X;l/*^ 
^rahVU)-2,4-^'— ho-N-> f V To \fiVKy-^yx 
rt*V7S H(0.4 g)*»^H«fiCTl4c)i:|S|^cLT@iE 
ft^Bj*«lfei*R*(0.19 g, 81%)fcLT»fc. NMR (CD 
Cl 3 ) S : 1.08 (6H, d, J = 6.2), 1.92-2.12 (2H, 
m), 2.75-3.00 (1H, m), 2.80 (2H. t, J =7.0), 3.25- 
3.38 (2H, m), 7.57 (1H, dd, J = 2.0 and 8.8), 7.90 
-8.00 (4H,m), 8.48( lH.s). 

18e) N- [3- (6-? O u-2-f 7./U*x/P7 u b _ 

f y7nt;H-(4-e'J S^)-4-t'^>J 

£ttWl8d) Tit £3- (6-7 a o-2--?-7 j-)V) 7/U*x/p- 

N--f yra fcvpr n bvi^r $ y (o . 19 g) *^siJ6^ji4d) 

tH^CLTSffi^-^J(0.17 g. 54%) NMR (C 
DCI3) 5" : 1.12 (1.2H, d, J = 6.6), 1.25 (4.8H, d, 

J = 6.6), 1.60-2.20 (6H, m), 2.60-2.80 (1H, m), 
. 2.80-3-00 (2H, id) , 3.21 (2H, t, J =7.5), 3.35 (2H, 

t, J = 7.7), 3.80-4.00 (2H, m), 4.00-4.20 (1H. 
m), 6.60-6.70 (2H, m), 7.56 (1H, dd, J = 1.8 and 
8.8), 7.80-8.00 (4H, m) , 8.20-8.30 (2H, m), 8.47 
(1H, s). 

JcM-tiffiM C 27 H 32 C1N 3 0 3 S 0.5H 2 0£ LT 
fWffi (%) : C, 62.00; H, 6.36; N, 8.03 
UMi (%) :C 62.29; H, 6.34; N, 8.34 

too55] mmmi9 

N-(3- (6- ? nn-2-t 7 j-)V) XM>-^7p bVH -N- 7. 
x -;n-(4-b"U ^;U)-4-b-^.'J "Jy^f^^s. K 
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19a) 2 . 4- : J~ bn-N-7i x/l^s y-ifyx;^y7S. 

r- u y*^n^Ji8a) t mmiz Lxmmitizm&m 

fe«t« B B H (77%)i: LTf#Jt. NMR (CDC1 3 ) d : 7.16-7.3 
8 (5H, m), 8.04 (1H, d, J = 8.4), 8.37 (1H, dd, J 
= 2.2 and 8.4), 8.66 (1H, d, J = 2.2). 
19b) N-(3-(6-^nn-2-t7f/W xjV-fc—>V7°u b 
/W-2,4-y- h d-n-7 i^yKy-b'yx;^y7 $ F . 

11560*0193) X%tz2 , 4- >>— h O-N- 7 x —>V<.y*£ >X 

ju*>t s \<frt>mMMi8c) t mmiz Lxmrnt-smz 

%&MHi(96%)tLXWz. NMR (DMSO-dg) 8 : 1.52- 
1.78 (2H, m), 3.46 (2H, t, J = 7.7), 3.82 (2H, t, 
J = 6.4), 7.02-7.38 (2H, m), 7.73 (1H, dd, J = 1.8 

and 8.8), 7.78-7.97 (2H, m), 8.10-8.30 (3H, m), 
8.49 (1H, dd, J = 2.6 and 8.8), 8.55 (1H, s) , 8.95 

(1H, d.J = 2.2). 
19c) 3-(6-^DD-2-t7f/W XM-/hN-7i-^. 
7°n bVWT 5 y . 

m&Ml9b) T1#7tN- [3- (6-?DO -2-7- 7 f7 W X)VK- 
)VTu bVH-2, A- : J~ h u-N-7 x —)V<.y-t£yX)V-fc 
yT 5 K*^HS6^J18d) LT fflK-fb^^^ 

-fe^ B B H (82%)i: fCtf^. NMR (CDC1 3 ) 5: 2.00-2.18 
(2H, m), 3.20-3.40 (4H, m), 3.69 (1H, bs), 6.54 (2 
H, d, J = 7.4), 6.69 (1H. t, J = 7.4), 7.11 (1H, 
d, J = 7.2), 7.15 (1H, d, J = 7.2), 7.58 (1H, dd. 
J = 1.8 and 8.8), 7.80-8.00 (4H, m) , 8.46 (1H, s). 
19d) N-(3-(6-7nn-2-77f;W X)V*—>V7°m\Z 

;H-N-7 x — ;w-l-(4-b u I'M -4-b^y VyfjJVif^, 
HJSMl9c) X-n £z3-(6-7 a u-2--?-7 Xfr-fc—iV- 

n-7 x -)V7°u\z)vt 5 yfrt>mmmite) t mmz tx 

gIEttl=rf%(51%)£#*:. NMR (CDC1 3 ) 5: 1.55-2.05 
(6H, m), 2.25-2.44 (1H, m), 2.44-2.68 (2H, m) , 3.1 
5-3.30 (2H. m), 3.78 (1H, t, J = 7.0), 6.67 (2H, d 
, J = 5.0), 7.05-7.20 (2H, m) , 7.35-7.50 (3H, m) , 
7.59 (1H, dd, J = 1.8 and 8.8), 7.80-8.00 (4H, 
m), 8.21 (2H, d, J = 5.0), 8.42 (1H, s) . 
7Cfg#flr<I CjoHaoClNgOgShLT 

:C, 65.74; H, 5.52; N, 7.67 
HSM(%) :C, 65.04; H. 6.39; N, 8.19 

2- [N- (3-(6-?PD-2-t7 -f-JV) X)V-fc —)V7°V bV V) -N 
r ( [1- (4-b° \) l J)V) -4-b'^ U i])Vi£—)V\ T 5 7) . 

20a) 2- (2, 4-iS— t-07i x/P) X)Vfc=~)VT 5 7)^. 

W v-VX^-;Uxxx;Wi!gi^*^ll]!ife0iJl8a) i: |s|«fc 
LTSfB-fl:-^!)*^llfe#t« B B B (53%)t LX'&tz. NMR 
(CDC1 3 ) : 1.19 (3H, t, J = 7.2), 4.07 (2H, q, J 
= 7.2), 4.08 (2H, d, J = 5.8), 6.14 (1H, t, J = 
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5.8). 8.31 (lH,d, J = 8.8), 8.55 (1H, dd, J = 2.2 
and 8.8), 8.76 (1H, d, J = 2.2). 
20b) 2- [N- (3- (6-? C? XJ-2—F 7 ^)V) X)V* —)V7*u 
b°/W -N- ((2,4-y-hn7x -/W X/l^ - ;i0 757). 

HSS«20a> Tl#£2- ( (2 , 4-;x~ hP7x ~)V) 

)\>T 5 -/ ]»Hxf-;l/*^iafiWl8c) k Rate LTSIB 

ft^t*ffi«*(jai»)kL-C»fc. NMR (DMSO-de) 
^ : 1.52-1.78 (2H, m), 3.46 (2H, t, J = 7.7), 3.8 
2 (2H, t, J = 6.4) , 7.02-7.38 (2H, m), 7.73 (1H, d 
d, J = 1.8 and 8.8). 7.78-7.97 (2H, m) . 8.10-8.30 
(3H, m), 8.49 (1H, dd, J = 2.6 and 8.8), 8.55 (1H, 
s), 8.95UH, d, J = 2.2). 

20c) 3- (6- 9 n o-2-t* 7 XJl ;l-N- 7 x _ 
HiftWl20b) T»fc2- (N- (3- (6-? a D-2-^ 7 X)V 

;H T 5 y)BH8xf-;i/3&^m60(i8d) LTUtE 
ft^fc**filSft(82» k Lr#fc. NMR (CDC1 3 ) 
d : 1.28 (3H, t,J = 7.2), 2.00-2.20 (2H. m), 3.27 
(2H, t, J = 7.5), 3.61 (2H, t, J = 6.8), 4.18 (2 
H, s), 4.21 (2H, q, J = 7.2), 7.61 (1H, dd, J = 1. 
8 and 8.8) ,7.88-8.00 (4H, m) , 8.25 (1H. d, J = 8. 
8), S. 38-8. 55 (3H, m) . 

20d) 2-[N-[3-(6-^no-2-f^^)X;U*^;U7°u_ 
b°;W-N-((l-(4-b°y i?)V)1i)Vi&—M. 

WEft-&«(61»Sr»fc, NMR (CDCI3) 5* : 1.23 (1.5 
H. t, J = 7.2), 1.29 (1.5K, t, J = 7.2), 1.65-2.15 

(6H, in), 2.35-2.60 (0.5H, m), 2.70-3.02 (2.5H. 
m), 3.15-3.32 (2H, m) . 3.54 (1H, t, J =6.6), 3.67 
(1H, t, J = 7.4), 3.80-3.96 (2H, m) , 3.99 (1H, s), 

4.10 (lH.s), 4.12 (1H, q, J = 7.2), 4.21 (1H, q, 
J = 7.2), 6.64 (2H, d, J = 4.8), 77.55-7.68 OH, 
m), 7.82-8.00 (4H, m) , 8.25 (2H, d, J = 5.8), 8.45 

(0.5H, s), 8.47 (0.5H, s) . 
Ttm^Vtm C 28 H 32 ClN 3 0 5 Sk LT 
H-Sffi (%) : C ; 60.26; H, 5.78; N, 7.53 

mmm. (%) :c 60.28; h, 6.05; n, 7.63 
[0056] mtmm 

N- * VXf/1, ) -N- (3-(6-^PO-2-t7 

^)X;^x;l/rob°yU)-l-(4-eU SZ/PM-tT^y ^ 

506«15-C*fc2- (N-(3-(6- ? nn-2-t 7 
~/kTobVW-N-[(l-(4-b°y ^;V)-4-b^U ^-/L/l# 
;PsJf— ;HrSy))»K(90 mgh H0Bt(25 mg)<7)DMF (3 
■1>*«'SWSC(47 mg)£ JraiW^tf^ffiTj^Sffl^fc. O 
vVC\ 25%T>^~T7jc(0.1 Bl)«rJPil8«pia. SfcfciW 
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SC (47 «)&Joi7^ria*»#»Hffe. Rtfrf££i8ISi, & 

h U ^Att^, ifflH&*S*U »®ft*DMF-»iftx 
^p-C^a-fbLTSiB'fb^I £MN.h s b(51 mg, 57%) 
tLX'&tz, NMR (DMSO-dg +D 2 0) d : 1.35-2.00 (6H, 
m), 2.50-3.00 (3H, m), 3.20-4.00 (6H, m). 3.78 (1 
H, s), 4.00 (1H, s), 6.70 (1H, d, J = 6.0), 6.76 
(1H, d, J = 6.0), 7.69 (1H, dd, J = 2.0 and 8-8), 

7.88-8.02 (1H, m), 8.05-8.40 (5H, m), 8.57 (0.5H, 

s), 8.60 (0.5H, s). 

TmttVrm C 26 H 29 C1N 4 0 4 S 0.5H 2 0i: LX 
§\%m(%) :C, 58.04; H, 5.62; N, 10.41 

mmm.(%) :c, 53.32; h, 5.59; n, 10.23 

mffiM22 

N-(3- (6-9 O u-Z—f-y *f-)V) )Vy°U t'Aj -N-(2. 

-<4- ; E;^U-^)-2-^vxf-;w)-i-(4-tyy;u)-4. 

H*fcWl5) T-#fc2- (N- (3- (6-? o o-2-f 7 -f-A) XA* 

x/p-rae;H-N-(ti-(4-eu 

/wit? x no r 5 j ) mm t ^ a* v t>m&W2i t mm 

(cLTlIlfi^^(79%)&#/£„ NMR (DMS0-d 6 +DCl) 
S : 1.35-2.00 (6H, m). 2.55-4.30 (19H, m) , 7.13 
(2H, d, J = 6.4), 7.72 (1H, dd, J = 2.2and 8.8). 
7.95 (1H, dt, J = 1.8 and 9.6), 8. 10-8. 36 (5H, m) , 
8.61 (1H. s). 

Tzmftffim C3 0 H3 5 C1 N 4 0fe S t VX 

tiMm (%) :C, 60.14; H. 5.89; N. 9.35 

USUI! (%) :C, 59.86; H, 5.88; N. 9.13 

N-C3- (6-^ on-^7f;i')x;i/*-;l'7nt;H-N- 
|(2-^*y-2-(4-ty i/>U)X*-;UT$. /]xf-;H-l-(4. 

HJS0IJ15) X-ntz2- [N- [3- (6-^ a a-2--^- 7 f-zP) 
^7ne;l/)-N-((l-(4-t V x;P)-4-e^.U i^x^]^ 

T 5 7 4-T S/^ ^A-t U 
JB«21i:BiaW=bTllE-fk^Bj<6.0»*»fc« NMR (DM 
S0-d 6 +DCl) 5" : 1.70-2.40 (7H, m), 2.70-3.06 (2H, 
m), 3.08-3.30 (2H, m), 3.50-4.20 (6H, m), 4.38 and 

4.46 (total 2H, each d, J = 6.2), 6.65 (2H\ d, J 
= 6. 6), 7. 13 (1H, d, J = 6.2), 7.15-7.30 (1H, m), 
7.55-8.00 (5H, m), 8.23 (2H,d, J = 6.0), 8.40-8.60 

(3H, m). 

TVmttffim C3 2 H 34 C1N 5 0 4 S 1.25H 2 0h LX 
§mM(%) :C, 59.80; H, 5.72; N, 10.90 
*i!lffi(%) :C, 59.75; H, 5.77; N, 10.90 
[0057] H*fe#ij24 

2-(N-[4-(6-^ a 7.)V-fc—)V7 '9 J 4 ;H. 

r N-(l-(4-t° >J S/A)-4-t°^ V i»V] T 5 J m&^Jl- . 
24a) 4- (6- 9 n n-2-^ 7 f-;U) f^lSKXf^ 
HM^Jld) Tit £6- ^ c? o-2-^< A^r 7° h ^ 7 ^ \s V (0. 9 
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7 g)h^hU^AXhdrh'(0.48 g)c6x? S-M20 m 
D»S^4-7'atlSKx^Kl.07 g)£flD;i. 6<rc"Cl 

g, 92%)fc LT»Jfc. NMR (CDC1 3 ) 5 : 1.24 (3H. t, J 
= 7.1), 2.01 (2H, m), 2.49 (2H, t, J = 7.2), 3.07 
(2H, t, J = 7.2), 4.13 (2H, q,J = 7.1), 7.40 (1H. 
dd, J = 8.7 and 2.1), 7.43 (1H, dd, J = 8.8 and 
1.7), 7.66 (1H, d, J = 8.4), 7.68 (1H, d, J = 8. 
8), 7.72 (1H, d, J = 1.7), 7.76 (1H, d, J = 2.1). 
24b) 4- (6-? nn-2-t7f;H^W^Hixf;K 
HSt^J24a) X*%1zA- (6- ? a u-2-t 7 ^ffiSgx 
f-/Kl.41 g)<75lfg?Xf-/M20 ml)?t?jg'\mCPBA(2.38 g) 

<oh®x?-jK2o mi)isa*arFtfe. mjm&m&x 

T@fEft^£*Sfe&M#B!l(1.54 g, 5&1W) fc 
fc. NMR (CDCI3) 5 : 1.21 (3H, t, J = 7.3), 1.98- 
2.13 (2H,m), 2.46 (2H, t, J = 7.1), 3.23-3.30 (2H, 
m), 4.11 (2H, q, J = 7.3), 7.59 (1H, dd, J = 8.8 
and 1.8). 7.87-7.99 (4H, ■), 8.47 (1H, s). 
24c) A-{6-7uu-2-~ry^-)V)X)V-fc—)V%k®_ 
HSS0!24b) xm;4- (6- 9 o n-2-t- V -f-M X)V*-)V 

BRxf-yKi. 54 g) frt>mmmi2b) t mmz txmmt 

£fl,*asfi#Mfc&<1.21 g, 83%)*: LX%1z. NMR (CDC1 
3 ) d : 1.97-2.15 (2H, m) , 2.55 (2H, t, J = 7.0), 
3.27 (2H, t, J= 7.6), 7.60 (1H, dd, J = 8.7 and 1. 
7), 7.87-7.98 (4H, m) , 8.48 (1H, s) . 
24d) 2-(l-(4-tf U y»7Syflx. 

l-(4-e'J v7l/)-4-tr^U h'V(0.18 ^iSit/^'Jyy 
x^xxfvMgiSBW. 14 g)<7)x^y-;K6 ml)?§fg 
y \**'fk,^ry* T >S^b'>'^A(63 mg)SrJa^.3 0# 

ottsta. a«a«gHLr«E^!»)(o.2ig)»fc. nmr 

(CD3OD) 5- : 1.33 (3H, t, J = 7.2), 1.60-1-95 (2H, 
m), 2.25-2.40 (2H, m), 3.18- 40 (2H, m) , 3.55-3. 
80 (1H. m). 4.09 (2H, s), 4.33(2H, q, J = 7.2), 4. 
35-4.55 (2H, m), 7.25 (2H, d, J = 8.0), 8.17 (2H, 
d,J = 8.0). 

24e) 2- (N- [4- (6-? o U-2-f- 7 X)V* ~)V7? _ 
J A M -N- [ 1- (4- h' 'J ^7 U) -4- f< U y/H7S7) gfcg£ 

xf-;p 

H»J24c) Tl#£ 4- (6- ? D a-2-t- 7 ^-;k) X )V* —}V 

HK(0.31 g)oh;Pxy(5 m\)mfm.^mtf-^—)H\ 

a. auneei u# ^^s&ii^srusfc^d) -e#*2- 

(1- (4- f V i?)V) -A- tf ^ U T S 7 ) BERxf-sl' 
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(0.25 g)fcyMVrnt;l/7;y(0.7 uDOgMLXf-p 

X20 mi)ss?g^jni.^. RjeassfflTia^iBiA** 

an. »«x?7u-c«iifsLfc. ttas^^aw 

^T-»MLTSfe-fb^^lSfe^(0. 13 g, 31%) 1 1 
X%tz. NMR (CDCI3) 8 : 1.25 (1.5H, t, J = 7.3), 
1.28 (1.5H, t, J = 7.3), 1.35-1.96 (5H, m) , 2.02- 
2.28 (2H, m), 2.45 (1H, t, J = 6.4), 2.73 (1H, t, 
J = 6.4), 2.80-3.02 (2H, n), 3.30 (1H, t, J = 6. 
8), 3.33 (1H, t, J = 6.8), 3.80-4.05 (2H, m),3.88 
(1H, s), 3.91 (1H, s), 4.14 (1H, q, J = 7.3), 4.21 
(1H, q, J = 7.3), 6.60-6.70 (2H, m), 7.59 (1H, d 
d, J = 1.8 and 8.8), 8.20-8.32 (2H, m),8.77 (1H, 
s). 

TCmttVrM C^HajiClNgOgSh LT 

ft^fi (%) : C, 60.26; H, 5.78; N, 7.53 

mmm(%) :c, 60.01; h, 5.22; n, 7.33 

[0058] HJS01J25 
N-(4-(6-^on-2-^7-?-;l')X/U-*n/U7"^-yU)-l-(4-. 
£ U V)V) -4- tX'JyyTJy. 
25a) 4-(6-? u n-2-t7f;W X)V1t— )V7^-)VT 5. 

£SJfcW7d) T»fcM- (4- (6-7 DD-2-t 7 j-JU) XlV* - 
fl-y^U] 5 >-grtert-7"f-;K0. 75 g) <?) h ;H> 
(3 ml)Jg)S?g^h 'J 7Woii(3 ml)?riDi.^t-2 

feaA(0.72 g, 93»£»fc. NMR (CDCl 3 +DMS0-d 6 ) 
5 : 1.70-1.95 (4H, m) , 2.75-3.05 (2H, m), 3.10-3. 
30 (2H, m),7.61 (1H, dd, J = 1.8 and 8.8), 7.85-8. 
10 (4H, m), 8.20-8.60 (3H, bs),8.46 (1H, s). 
25b) N-(4-(6-?on -2-1- y ^-)V) X)Vib—)V7 *t)V\ - 

1- (4- tr s JM -4- tx'jyyrsy. 

y^)VT^V hU7^apK^(0.41 g)*Jj;Vl-(4 

-tfU^)-4-tf<«J h'y(0.i8 g)oy ^y-;Kio mi) 

Wtor^WAXfaWeSsT J « J 3 mi- h U "7 A (77 mg) Sr 

S-Jn^jSl^ cHP-20^7AT-»Mf*. y^y-^/x 

— f-^TtSiMl:L'rH3efl:-&«**tfelSA(0. 19g, 41%) 
t LXWz . NMR (CDC1 3 ) <5- : 1.20-1.45 (2H, m), 1. 
45-1.68 (2H, m), 1.70-1.98 (4H, m) , 2.56-2.75 (1H, 
m), 2.63 (2H, t, J = 7.0), 2.80-3.00 (2H, m) , 3.1 

2- 3.25 (2H, m), 3.70-3.86 <2H, m), 6.63 (2H, d, J 
= 6.6), 7.59 (1H, dd, J= 1.8 and 8.8). 7.83-8.00 
(4H, m), 8.24 (2H, d, J = 6.6), 8.47 (1H, s) . 
7C*^-*fffi C 2 4 H 2 8 CI N 3 0 2 S 1 . 25H 2 0b LX 
fi-3Wi(%) :C, 59.99; H, 6.40; N, 8.74 
H$!HS(%) :C, 59.93; H, 6.15; N, 8.57 
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N- (4- (6- 7 a u-2-t- y ^)V) X)Vit~)Vy^-)V\ -N- 

.(4- try iW-4-tr"Oj ^'y^/i^'s y&x^-zu 

llfi£#925b) T»fcN- [4- (6-? O D-2-7- 7f-^) *^*X 
J\s7^-M-l-(4-t° >J >W-4-f<. y y>T 5 y (0. 11 
g)<7)^ on*/W(8 ml )?§^*?^T, ^nn^Hf 
/K0.2 ml)fcJ;tfhyxf-/UT$y(0.15 ml) £Jn;L30 

miMt&®zm&®-%(o.i2 g, 93%)tL-zntz. nmr 

(CDC1 3 ) 5 : 1.21 OH, t, J = 7.0), 1.30-1.82 (8H, 
m), 2.70-2.98 <2H, m), 3.07 (2H, t, J = 6.7), 3.1 
8 (2H, t, J = 7.5), 3.80-4.20 (3H, m), 4.10 (2H, 
q, J = 7.0), 6.63 (2H, d, J = 4.8), 7.59 (1H, dd, 
J = 2.0 and 8.8), 7.90-8.00 (4H, m) , 8.25 (2H, d, 
J = 4.8), 8.44 (lH,s). 
Tcrn-tiffiM C 27 H3 2 C1N 3 0 4 S 0.25H 2 0i: LX 
1 (%) : C. 60.66; H, 6.13; N, 7.86 
M (%) :C, 60.59; H, 6.08; N, 7.84 

[0059] mmmzi 

3-(6-?nn-2-t7f;Hx;l/*z;H'-(l-(4-t l Jy 
;U)-4-tf^y y/l/)7nA-yh Yyi?Y. 

27a) j-(6-?nn^t7f;Wf*7ne* yM* f - . 

HJfiCTld) T'6- ? Q iVij 7° h -T 7 9 V y (6. 3 

gh r?y/Hb<f-/K2.9 g)fciv : hyxf-;ur5> 

(0.9 «l)OBtKxf-;K75 ml)»?K£&ffl-C2.5li*IBIA»§ 

m&t:. mmzw±$&L. mmz^*v>xim l 

TSfE-fb-^l2r*felK*(8.88 g, 98%) £ LT#£. NMR 

(CDC1 3 ) d : 2.68 (2H, t, J = 7.4), 3.27 (2H, t, 
J = 7.4), 3.68 (3H, s, OMe), 7.39-7.48 (2H, m), 7. 
65-7.71 (2H,m), 7.74-7.77 (2H, m). 

27b) 3-(6-^ao-2-t7f;Wx;i/*- ivy'u^y 



MWmZIa) ti#^3-(6-^ o xn-2-f-y *f-)V) o f 
?J-yS!^^-;K8.88 g)fc30%$IM:*#5l*(6 ml) OB® 
(60 ml)?f?g^30^ilSSL^, igfiEH(6 ml)£Jn 

*SU W vrahVUx-x^/^^>-*^?l^ B B B LT 
Sie-(I:-^I(8.20 g. 87%) NMR (CDC1 3 ) 8 : 2. 

82 (2H, t. J= 7.5), 3.248 (2H, t, J = 7.5), 7.60 
(1H, dd, J = 2.0 and 9.0), 7.91-7.97 (4H, m), 8.47 
(1H, s). 

27c ) 1- (4- tr y V)V) -4- y h y t f 5 v y _ 

l_(4-try j/;W)-4-tf<y h"y(l.76 g)cox^y-;Ki8 

ra^sa^fe. mm*** j-jv-x. 
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-^}vx^¥^t\^xmmt^*xm&&&i\.it> g, 9 

2X)tLXWz. NMR (CDCI3) : 2.50 (2H, t, J = 
6.2), 2.61 (2H, t, J = 6.2), 3.54 (2H, t, J = 6. 
2), 3.63 (2H, t, J = 6.2), 4.99 (2H, bs), 6.60 (2 
H, d, J = 6.6), 8.27 (2H, d, J = 6.6). 
27d) 3-(6-? a a-l-i-y^-fU) X/Utfx/m' -(l-(4- 
_h° y i?)V) -4- f^. y =J)V\y°u;^s\LYy : J Y _ 
H»027b) Ti#7t3-(6-? o a-2-^-7^-;P) X/l^fcx/U 
rotT:*ygK0.3 g)fcJ;t>'H0Bt( 0.17 g)<DDMF (6 ml) 
^^WSC(0.3 g)$rjD;tlB#l§l#>#;fH?*:. owe. H 

*&M27c> t#^i- (4- tr y s;»-4- tr^ y k y t k 5 

VX0.19 g)$rJax.^ia-C4l#ra*^^5t. 505?£$ 
£MJEig«SU SW*£Jn;iT/l^ytti:L£flL «Hfc 

•&£«ifiU HWW3^^7-;K10 ml )fc J: 1^18(0. 
2 ml) SrjD^7j<^T*^'ft^Ty {53 f^T" h U »>A (0.15 

g)*Jn£fc. SiST'4B#ra*^M-tf^f^. 3NJgg?T"pHl 
fc LCHP-20^5AT«»trfiBE^^*«:««IMM»*(9 
o m, 16%) t LTf#£:„ NMR (CD3OD) 5 : 1.65-1.95 (2 
H, m), 2.20-2.24 (2H, m) , 2.80 (2H, t. J = 6.6), 
3.16-3.40 (2H, m), 3.71 (2H, t, J = 6.6), 3.75-4.0 
0 (1H, m), 4.32-4.52 (2H, m), 7.24 (2H, d, J = 7. 
2), 7.66 (1H, dd, J = 1.8 and 8.8), 7.90-8.20 (3H, 

m), 8.15 (2H, d, J = 7.2), 8.57 (1H, s). 
TtM-frffiW. C 2 3H 25 C1N 4 03S HC1 2.75H 2 0 0.2MeOHi; L 
X 

fttttt(%) :C 49.28; H, 5.76; N, 9.91 
MMi&(%) : C, 49.44; H, 5.91; N, 9.62 



3-(6-^an-2-t7 -f-)U) X)V*=~}V-\i-X f-;L--N ' - [1- . 

(4-t° y x;W-4-e^y -JiViyu^yt. h 5 ^ k . 
l- (4- f y ^vu) -4- tr^ y h y (o . 36 g) cnx * y — iv a 

ml)j§?g^^-;Wh K5^'y(0.2 ml)S:jDi.24^ra* i # 

Ml. StfWHKHLfc. HSfiM27b)-C»fe3-(6 
-?uo-2-t7 f-;P) -;i^7n e^- (0. 3 g) & 

<fct*H0Bt(0.17 g)<7)DMF (10 ml)}§^WSC(0.3 g)*Jn 

mma>*m&tz. KfamitwmL. mm^tax.xr 
-;kio mi) izmmLx^TizTiim^Tyii o m-f- 

hy>A(0.15 g)SrjD^Miaf24l^^#a-tf^„ KJi5 

CHP-20* 7 AT-^S L TSIB^^S-^Hfe^* (0. 16 
g, 32%) t LX%lz. NMR (CDC1 3 ) S : 0.90-1.15 (2H, 
m). 1.55-1.74 (2H. m), 2.75-3.20 (5H, m), 2.99 (3 
H, m), 3.48-3.72 (4H, m) , 6.72 (2H, d, J = 6.6), 
7.53 (1H. dd, J = 2.2 and 8.8), 7.88-8.16 (4H, m), 
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8.12 (2H, J = 6.6), 8.52 (1H, s). 
Tmttffim C 24 H 27 C1N 4 0 3 S 0.5H 2 0i: LT 
ff-SHt (%) :C, 58.11; H, 5.69; N, 11.30 
Haiffi (%) :C, 57.85; H, 5.85; N, 11.49 

[0060] HSSM29 

3- (6-^no-2-t7f;W X/l^*— ;U-N' -^/P-N'-U- 

.(4-try s^M-tr^y i/»7D^°yt k^'k^k^. 

HM0iJ27d) -C#7t3- (6- ? a a-2-^-7 x/ktf^/P- 
N'-(l-(4-h°y ^)-4-b°^U -/'/UroA-yh H^^'H 
(0.18 g)c7);T8?(2 ml)^tC36%*;PVU>-(0.2 ml)£ 
an£l00°CT'5«^^#?Hf^„ Rj£3££iltilS, lM*iMfc 

t , SS^S: i/ V il ?)Vf} ?M,t CHP-20# 7At«S t 
T®ia-ft-^fe*il-fe^5k(85 mg, 40%) t LTf#^„ NMR 
(CDCl 3 ) d : 1.50-1.84 (2H, m), 1.85-2.25 (2H, m). 

2.50-2.90 (5H, bs), 3.10-3.40 (2H, m), 3.52-3.72 
(1H, m), 3.64 (2H, t, J = 6.6), 4.15-4.36 (2H, m), 

7.15 (2H, d, J = 7. 6), 7. 66 (1H, dd, J = 2.2 and 
8.8), 7.88-8.16 (7H, m) , 8.54 (1H, s). 
TCffefttffffi C 24 H 27 C1N 4 0 3 S HC1 1.5H 2 0i: LT 
ff-gffi (%) :C, 52.36; H, 5.68; N, 10.18 
HMffi (%) :C. 52.52; H, 5.78; N, 10.06 
HIffe^]30 

4- (6-^nc?-2-^-7f~;P) x;^^;U-N-^<^-N-[l-(4 

-tr y ^)-4-tr^. y i^;to zr? yrsF. 
30a) 4-^< fvur 5 y-i- (4- e y S J)V) tr^ yyy 

l-(4-f'Jy;W-4-hXiJ KX0.88 g) HSLXtX+frT 
5y*gl&g(0.37 g)cO*?y-;K10 ml)j§^pg?(0. 

34 tffth&fcft. 7Kfg^>-ry{id^hy^i>.(o.34 

g)^Jni.^ia-Ci7B#^§?Hf^. ££»£«MU 

mprsko.96 g, sawjfcL'Cftfc. nmr (cdq 3 ) * : 

1.22-1.50 (2H, m), 1.90-2. 10(2H, m) , 2.47 (3H, 
s), 2.51-2.70 (1H, m), 2.84-3.02 (2H, m) ,3.75-3.92 

(2H, m), 6.66 (2H, d, J = 6.6), 8.25 (2H, d, J = 
6.6). 

30b) 4- (6-? □D-2-t7f/l')X;l/*z/H-^ f-;P~N _ 
-(l-(4-tf y y/W/^VTS H. 

HJitaj24c) uu-2—)-y^)V)X)V-^—)V 

1SBK0.16 g)fcJ:t>*HOBt (80 mg)cODMF(5 ml ) jgifc'VWSC 
(0.15 g)^Jail««ah&»#«-tf/ta. SS*HJ!30a)"C»fc4 

^-/ur 5 y-i- (4-tr y s-w tfs. y v (o. 12 g) £ jd 

"C9a»Lfc. ?f&£@SU BWftfcx— r/UfclniiiS 
*£$]RLTIBffift^&l!HMSft(0.22 g, 90%) L 
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Xntl. NMR (CDCI3) a : 1.55-1.90 (4H, m) , 2.00- 
2.25(2H, m) f 2.45-2.74 (2H, m) , 2.79 (3H, s) , 2.82 
-3.02 (2H, m), 3.34 (2H,t, J = 7.2), 3.88-4.05 (2 
H, m), 4.52-4.80 (1H, m) , 6.65 (2H, d, J = 6.6), 
7.59 (1H, dd, J = 1.8 and 8.8), 7.80-8.00 (4H, m), 
8.26 (2H, d, J = 6.6), 8.47 (1H, s). 
7G*fl*rtl C 25 H 28 C1N 3 03S 0.1H 2 0i:LT 
9YMM(%) :C, 61.55; H, 5.83; N, 8.61 
H8HI(%) : C, 61.44; H, 5.70; N, 8.76 

4- (6- ?nn-2-t7 *M X )Vfr ~)V-W-* ^)V-W- [1- (4. 
r b°U 5/;W-4-b°^»J y»7nA 9 y7S K. 
3iJ£#»J27b) Ti#3t3- (6-? n 7 x/U* ^/U 
rn b;* > B?i> J: tfHtt«30a) "C*/£4-^ 5 7-1 
-(4-b° U b^ V i?>frkmMgff&Qb) t (BOSH- LT 
HiB*fc^ft(0.12 g, 60%)Sr»3to NMR (CDC1 3 ) d : 1. 
50-1.95 (4H, m), 2.70-3.08 (4H, m) , 2.83 (3H, s), 
3.58 (2H, t, J = 7.9), 3.80-4.10 (2H, m) , 4.46-4.7 
2 (1H, m), 6.65 (2H, d, J = 6.6), 7.60 (1H, dd, J 
= 1.8 and 8.8), 7.80-8.00 (4H, m), 8.26 (2H, d, J 
= 6.6), 8.49 (1H, s). 

icmfrVrm C 24 H 26 C1N 3 03S 0.2H 2 0 0.1Et 2 0h LT 
fttM(%) : C, 60.67; H, 5.75; N, 8.78 
USSffi (%) : C, 60.69; H, 5.72; N, 8.88 

[006 1 ] mmM32 

4- (6- 9 a u-2-^ 7 ^)V) - ;W-N-^ f-;P-N- (1- (4. 
r b°U ^)-4-b°^U >>;W^°oy\°yr5 KfiBSS. 
^Jfi^j31Ti#^4-(6-^ on-2-t 7 x;U*^.;P-N- 
^ f-;p-N- [ 1- (4- b U S/;W) -4- b°^ U x/P] ro tr* >T 

BttkLfc. »imLTieft^lHlfi» 

*(56%)i:LT#7to NMR (CD 3 0D) 5 : 1.40-2.00 (4 
H, m), 2.50-3.40 (3H, m) , 2.85 (3H,s), 3.65 (2H, b 
s), 4.00-4.70 (4H, m), 7.15 (2H, bs), 7.55-7.75 (1 
H, m), 7. 85-8. 30 (6H, m), 8.56 (1H, s) . 
ymttffim C^H^CIN^S HC1 2.75H 2 0i:LT 
ff*fi(%) :C, 51.66; H, 5.87; N, 7.53 
Hfflltt(%) :C, 51.59; H, 5.79; N, 7.48 

2- [N- [3- (6- ?oo-2-t7 -/l/7°u b p * A _ 

;W-N-[l-(4-bTll y»7Sy)»Sxf 

IIJt^J24d) Tl#^2-[l-(4-b° U ^Vl^)-4-b°^ »J 

T 5 7 ] iffi{xf-;P fc HSfi^j27b) Ti#^3- (6- 9 o o-2- 

^^^;P)x;^^7°ob o ^y^^llJfiM30b R 

«tUBEft^*ifi»*k LTttfc. NMR (CDC 
1 3 ) d : 1.23 and 1.27 (3H, each t, J = 7.3), 1.25- 
2.00 (5H, m), 2.70-3.17 (4H, m), 3.50-3.65 (2H, 
m), 3.70-4.10 (2H, m), 3.87, 3.93 (2H, each s), 4. 
13 and 4.18(2H,each q, J = 7.3), 6.58-6.72 (2H, 
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m). 7.55-7.65 (1H. m) , 7.80-8.00 (4H,m). 8.20-8.34 

(2H, n), 8.49 (1H, s). 
imftffim C 27 H 30 ClN 3 O 5 S 0.55H 2 0i:LT 
H-^ffl (%) :C, 58.54; H, 5.66; N, 7.59 
HUMS (%) :C. 58.27; H, 5.77; N, 7.87 

3- [N- (3- (6- 9 n n-2--^- ~7 i-)V) X/Ufr— )V7°u bsf -4 

/W-N-d-u-by ^)-4-f ^.u s^jt s y):rob*:* 

yggx^U 

34a) 3- (1- (4-b V : J)V) -4- b^ l» i//H7S 77ot 

1- (4-tfU^;W)-4-b*^»J Hy(0.88 g) k /S-T^-VX 
-?-/lxX7VW&B?&(0.93 g)*»£HiSW24d) fc RtRfC L 
TJKE-ft^Bl(1.44 g. %&m*%tz. NMR (CDC1 3 ) 

8 : 1.26 (3H, t, J = 7.1), 1.28-1.55 (2H, m), 1.8 
8-2.08 (2H, m),2.51 (2H, t, = 6.4), 2.64-2.85 (1 
H, m), 2.85-3.05 (4H, m), 3.50-4.00 (1H, bs), 3.75 
-3.92 (2H, m), 4.15 (2H, q, J = 7.2). 6.66 (2H, d, 

J = 6. 4), 8. 23 (2H, d, J = 6.4). 
H)5fi^J34b) 3-(N-(3-(6-^OD-2-t7f/l/) X)V*—. 
)V~XU \Z*—)V\ -N- (1- (4-b U : J)V) -4- b^ U l/)V\ T. 

5 y)7°ob^-y®!Xf-;P 

H*W27b) Ti#7t3-(6-^ nn-2-t7f;W X/U*x;U 
rnb^yB?(0.30g)^JS-ft;^->fx;K2 ml)SrJux90'C 

fc«fewsiB*»* ?nr . b/^y & ani.aHmaa tx 

f* jfcKSflSft SrH)lfe^J34a ) T'#3t 3- [ 1- ( 4- b U i^U-) -4- 
b^'J y;H7S/7a^ylxf;K0.2 g) t >M 7 
7at^xf;P7Sy(0.4 ml )tf)J&ffc;< f- 1^(20 ml) 

fc LH-20# 9 AT-ff §55 LTMIE^$j£*tfe& v *(45 mg, 
8%)k LT#fc<, NMR (CDCI3) .5- : 1.22 and 1.28 (3 
H, each t, J = 7.0), 1.50-2.00 (5H, m) , 2.35-2.60 
(2H ( m), 2.72-3.08 (4H, m) , 3.32-3.68 (4H, m),3.70 
-4.20 (4H, m), 6.58-6.74 (2H, m), 7.61 (1H, dd, J 
= 2.2 and 8.8), 7.80-8.05 (4H, m), 8.20-8.40 (2H, 
m), 8.49 (1H, s). 

im-ft^m. C 28 H 32 C1N 3 0 5 S 0.5H 2 O£LT 
-ff-gffi (%) :C, 59.30; H, 5.87; N. 7.41 

mmm(%) -.c, 59.38; h, 5.61; n, 7.51 

HJ&SW35 

2- (6- 9 DD-2-t y x>\s*—;u-ti-x ^;i-N- (l- (4 

r b U -4- b^< V l/)V\ T -fe h T 5 Y. 

35a) 2-(6-?un-2-^:7^;U)^:*BmXf-/U_ 

HSICTld) X-%t&- ? n n-2-* 7bt7^uy(i.9 

5 g)cO^^7-;K40ml)@.jS^-f-h'J , >Ap< h*>>Y 

(o.8i ^^jniio^sa^a. ^o^aaft^f-^ 

(1.14 ml)*JniSffl-C2«ia*»*fi-ef/S. 



fefeF H (0.91 g, 34%)tLX%tz. *MU:91.7 
g^HIE'fk^ft&JllFKftfc LT»fc. NMR (CDC1 3 ) S : 
3.72 (3H, s), 3.75 (2H, s), 7.42 (1H, dd, J = 2.2 
and 8.8), 7.49 (1H, dd, J= 2.2 and 8.8), 7.64-7.85 
(4H, m). 

35b) 2- (6-? na-2-t7 fvW — /HfftX fvP 
HMW5a) •Cl#Jt2- (6-? O a-2-?- 7 f-yl/) -?-:*PB^ 
^;K2. 6 g)7&^^gCT24b) LTHBlT^fc* 
£i&l&ft(2.5. 84%)kLTf#*:. NMR (CDC1 3 ) 5 : 3.7 
0 (3H, s), 4.21 (2H, s), 7.60 (1H, dd, J = 1.8 and 
8.8), 7.90-8.00(4H, m), 8.51 (1H, s). 
35c) 2-{$>-'?uu-2-1-7j-)l<)?.>V-fc—)Vm&. 
HMCT35b) Tl#*:2-(6-? a f-/W X/l^frx/|/ 

(2 . 45 g) a>t> nMMi2b) t mmz l x mmt 

£*«:*lfete&<2.25 g. 93%) fcUC»fc. NMR(CDC1 3 +D 
MS0-d 6 ) 8 : 4.20 (2H, s), 7.59 (1H, dd, J = 2.2 a 
nd 8.8), 7.90-8.05 (4H, m), 8.54 (1H, s). 
35d) 2- (6- 9 O n-2— ^ 7 ^)V) X/P* x;U-N-^< f-;W-N 
7 (l-(4-b>; ^';W)-4-b^U y»7t hT5 h*. 
HJS{i'lj35c)Ti#7t2-(6-^ DD-2-t7f/W X;U*:x;l- 
»Kfciat0(3Oa)"C»fc4-^^yWr 5 /-l-(4-b'J 
M t^U ^'v*^HM^J34b) fc Hate LTSIS^-^I 

*#HSBftfcLt»/£. NMR (CDC1 3 ) 5 : 1.60-2.00 
(4H, m), 2.81, 3.02 (3H, each s) , 2.82-3.16 (2H, 
m). 3.88-4.20 (2H, m), 4.34 and 4.41 (2H, each s) , 

4.45-4.75 (1H, m), 6.60-6.76 (2H, m), 7.59 (1H. d 
d, J = 2.0 and 8.8), 7.90-8.00 (4H, m), 8.25-8.36 
(2H, m), 8.49 (1H, s). 
TU^^Wil C 23 H 2 ,ClN 3 03Si: LX 
t\%m. (%) : C, 60.32; H, 5.28; N, 9.18 
H&Hi(%) :C, 60.17; H, 5.25; N, 9.19 

[0062] H5S01J36 

N- [3- (6-^ n n-2-t7f;l^) X)V-fc—)V-?°u b;U) -N-^< 
3-)V-W -(l-(4-b'J ^^^-b^U^W^lxT. 
HM0<J34c) T#?t4-(6-^ a u-2-i-y^f-jV) AfV>-fc—;U 
S§S?(0.31 s)k hUX^-;PT5>-(0.15 ml)<7)h;Hy 
(10 ml)?f?g^T> ; 'fLv7iX;^X-f: U/KDPPA) (0.22 

mi) £jn*^nwHaa»s»if;fcSL iktc-ci.sbshi 
*»#a-effc. ^aif^. ^jswoaj-cit^-^^rsy 
-i-(4-b u b^u >?y(o.2 zuixx/mtx^y 

(8 ml)^ini.^T'3I^S*^M-ff^. JffiHS*e*L, 1 

N*Btffc-J- h 'J »7 A*J8J«Tr;^ Uttk L^rf*. ^ o 

(0.27 g, 53Z)k LT#Jt. NMR (CDCl 3 +DMS0-d 6 ) S : 
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2.80-3.04 (2H, m) , 3.20-3.42(4H, m) , 3.88-4.05(2 
H, m), 4.24-4.50(lH,m), 5.58(1H, t. J = 5.8), 6.67 
(2H, d, J = 6.6). 7.60 (1H, dd, J = 1.8 and 8.8), 
7.82-8.02 (4H, m) , 8.22 (2H,d, J = 6.6), 8.47 (1 
H, s). 

jmttffim. C 2 5H 29 ClN4 0 3 Si:L-C 

tf-SM (%) :C, 59.93; H, 5.83; N, 11.18 

mmm.(%) -.c, 59. 71 ; h, 5.86; n, 11.09 



N-(3-(6-^ PO-2-t7 X)V-fc~)V3^i-))s)-n ' -A 
3-JV-W -(l-(4-b'J i?)V)-A-\Z'<V V)V\*7VT. 
HM0lJ27b) Tit tz3- (6-7 a u-2-i~ 7 XJV*— fV 
7n V*>MbntkM30a)X'mz4-*l~}l'7 5 y-l-(4- 

b y v *jv frhmmmx>) t mmz Lxma-ft 

&faZ%t&Mig'Bt LXfttz. NMR (CDCI3) 8 : 1.52-1. 
75 (4H, m), 2.67 (1H, m), 2.67 (3H. s), 2.80-3.05 
(2H, m), 3.36-3.50 (2H, m), 3.68-3.82 (2H, m) , 3.8 
7-4.0 5(2H, m), 4.24-4.50 (1H, m) , 5.34 (1H, t, J 
= 5. 7), 6.65 (2H, d, J = 6.6), 7.61 (1H, dd, J = 1. 
8 and 8.8), 7.85-8.00 (4H. m), 8.26 (2H, d, J = 6. 
6), 8.47 (1H, s). 
KM-ftffim C 24 H 27 ClN 4 0 3 Si:LT 
stnm (%) : C, 59.19; H, 5.59; N, 11.50 
(%) :C, 58.95; H, 5.77; N, U.46 

[0063] mm&m 

3-((4-?D07x-;H^ ^-)VX)Vi£—)\A ^-/W-N- 

(l-(4-b'J v7P)-4-b^.y y;l/)7nA-yrS h*. 

38a) 3- (4- ^ n n 7 1 -y W ^ f e^- yl^ _ 

3-*>l>#7°h7°Wj->M*j-M1.26 g)b ZKfcmti- 
MJ?-M<Srffi(5.5 w\)cr>X9 J—)V(2Q ml))gi£^J£ 

iu- ? n >*mi . 6i g) & m t mMiX-immfr # m 
viz. RmmzmEMffit. ^{rmtrnm^^x-mta 

mm^^Lxma-it^'m^m&mmu^.oi g. 82%) 

bLXWz. NMR (CDCI3) 8 : 2.51-2.72 (4H, m), 3. 

69 (3H, s), 3.70 (2H, s), 7.28 (4H, m). 

38b) 3- (4-? n o 7 x — )V) * ^-)VX)V^=~)V7°V3 b:t . 

Hfife#J38a) Xn tzi-{\-7 P07 x ~)l>) Xi-)Vtt7°U 

b:*yit* f-;u*^^j£^ij24b) t nmz Lxm^tsm 

Wi) bLXWz. NMR (CDC1 3 ) 8 : 
2.84 (2H, t. J = 7.4), 3.20 (2H, t, J = 7.4), 3.74 

(3H, s), 4.26(2H, s), 7.39 (4H, s-like). 
38c) J-(4-?no7i — )V) * J-lVX)V~fc—!l7°u b:* , 

mmm38b) xn tz3- (4-^on7i —m * ^vxiv*— 

)Vru^y^f-M2M g)isiU%BK3 ml)<7)^(2 

tz. mitiuztn&i: ?>m.. nm. mwz/^v-yfr^n 
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m^Lxmtiit^M^m&im^a.n g. 88%) t lx 

%fz. NMR (CDCI3) 8 : 2.89 (2H, t, J =7.1), 3.21 
(2H, t, J = 7.1), 4.26 (2H, s), 7.39 (4H, s-like). 
38d) 3- ( (4- ? a o 7 x * ^~1VX =-) W -N-^. 
_^;W-N-[l-(4-e l> S^M-b^U y;H7"D^yr 5 K. 
HM0IJ38c) T1#7^3- (4-?nD7i — IV) X ^)\>X)Vib— 

>V7°a b:* >mtmMM30a) XMfzi-* i-)VT 5 y-l- 

(4-f u s^w b^u ^y*^niife^j30b) t mmiz LXM 

mit^ZiB&itttikWJbLxmz. NMR (CDC1 3 ) 
8 : 1.63-1.79(4H, m), 2.79-3.03 (7H, m), 3.29 (2 
H, t, J = 6.8), 3.93-4.02 (2H, m), 4.30 (2H, s), 
4.65-4.74 (1H, m) , 6.67 (2H, d, J = 6.5), 7.41 (4 
H, s-like), 8.27 (2H, d, J = 6.5). 
TUmftViW. C 21 H 26 N 3 03SClfcLT 
ff-ffffi(%) : C, 57.85; H, 6.01; N, 9.64 

mmm(%) -.c, 57.56; h, 6.07; n, 9.68 

3-((2'-y7/-4-t'7 x —)V) ^ ^)VX /U* —M -JK* . 
i?-/P-N-(l-(4-b 'J ^';P)-4-b°^.U y;P)7°CJ/'N°>'r 5 F. 
39a) 3-((2'-y77-4-t'7x-;W^ ^f-* ) To b. 

3-^< 7b7atrt f-;l- b 4-7'a^e ^ f-;t~2 ' - 



y77 h'7i-;l/*^^ffi0ll38a) i: |BJ«StC LXmHt^ 

mz%&i&vm(feAm) b txmz. nmr <cdci 3 ) d ■. 

2.56-2.64 (2H, m), 2.71-2.79 (2H, m), 3.70 (3H, 
s), 3.80 (2H, s), 7.40-7.55 (6H, m) , 7.61-7.69 (1 
H, m), 7.77 (1H, dd, J = 0.9 and 7.5). 
39b) 3-( (2'-y7y-4-t'7x-;W^f;l/X^*^;H. 

p-ub^-ylb^/K 

H*fe01J39a) X%tz3-{ (2' -y77-4-t'7x-;W^f^ 

tt\ 7°u bjfygt^ f-;P*^HM^"J24b) b nmz LX 
miMki!?V))Zm&&£ 1 B C7<%) b Lxntz. nmr (cdci 3 ) 

8 : 2.86 (2H, t, J = 7.4), 3.27 (2H, t, J = 7.4), 
3.74 (3H, s), 4.36 (2H, s) , 7.44-7.72 (7H, m), 7. 
79 (1H, dd, J = 1.4 and 7.6). 
39c) 3-( (2'-Sy7*y-4-b':7 x-/PM ^-)VXiVt£ —}V\ 

HSfe#B9b) Tl#7t3-[ (2'-y7y-4-t'7x * 

x)v*-)V}Tv\?*vM*^)Vfr^mwm39c) b mm. 
izvxmzitii^mmi&ambLxmtz. nmr (dm 

S0-d 6 ) 8 : 2.72 (2H. t, J = 7.4). 3.35 (2H, t, J 
= 7.4), 4.65 (2H, s), 7.54-7.68 (6H, m), 7.78-7.95 

(1H, m), 7.98 (1H, dd, J = 1.2 and 7.4). 
39d) 3-( (A-7 DD^yi/» X)V-fc—)V\-K-s< ^-;P-N- 
(l-(4-b*U ^U)-4-b^.'J y/H/nA^TS h*. 
mMW&9c) X"&tz3-[ (2' -y77-4-t'7 x-;U) ^ ^f-)V 
x;l-*-;H7D b'jj-y^i: HM^J30a) Tl#7 , i4-^ 
T 5 y-l-(4-b »J v';U) b^ U ^'yA^HteWOb) |i] 

m\,zLxmiit^k^m&&^mi)b lxwz. nmr 

(CDC1 3 ) 5 : 1.63-1.88 (4H, m) , 2.80-3.03 (7H, m) , 
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3.37 (2H, t, J = 7.2), 3.95-4.01 (2H, m) , 4.40 (2 
H, s), 4.62-4.79 (1H, m), 6.66 (2H, d, J = 6.5), 
7.44-7.53 (2H, m), 7.61-7.72 (5H, m) , 7.79 (1H, d, 

J = 7.6), 8.27 (2H, d, J = 6. 5) . TClfefrflr & C 28 H 
3oN 4 0 3 Si: LX 

fW« (%) :C, 66.91; H, 6.02; N, 11.15 
(%) :C, 65.44; H, 5.96; N, 10.51 
[0064] HS6W40 

3- [ (6- 9 O U-2-^7 ^ f-/kX/i^fc ~)V\ -N-J* fVP 

-N-(l-(4-b° U y'/Wrny^TS K 

40a) 3- ( (6- ? o o-2-^ 7 +)V) * ^)Vtt°\ 7°o b;t _ 

3-^ # 7° h 7°u b°>f ygb< t2-7u a-6- ?no 
^f-;^7^1/y(Haydock D. B. et. al, Eur. J. Me 
d. Chem. Chim. Ther. , 1984, 19, 205) A^HMSW38a) 
t LTSI5>fk^S:«lfe»^(42%) fc 
fc. NMR (CDC1 3 ) a : 2.52-2.73 (4H, m), 3.67 (3H, 
s), 3.87 (2H, s), 7.42 (lH,dd, J = 1.8 and 8.6), 
7.51 (1H, dd, J = 1.6 and 8.4), 7.69-7.80 (4H, m). 
40b) 3- [ (6-? u n-2-t- 7 * ^)VDVi£~)V\ 7°_ 

HSS#J40a) X^fz3- ( (6-? u o-2-^ 7 ^ 

rn b°^r >mx +)Vfr^mm\2Ab) t mmz lxm 

ieft^ft£*ife&ft<43» i: LXntl* NMR (CDCI3) 
d : 2.83 (2H, t, J = 7.4), 3.23 (2H, t, J = 7.4), 
3.72 (3H, s), 4.44(2H, s) , 7.47 (1H, dd, J = 1.8 
and 8.8), 7.57 (1H, dd, J = 1.4 and 8.4), 7.79 (1 
H, s), 7.83 (1H, s), 7.85-7.90 (2H, m) . 
40c) 3- [ (6-? o u-2-± 7 ^)V) X 7°. 

HSfcWOb) T1#£3- ( (6-? u n-2-^ 7 * ^)VX)V 

xmm^mzmm&mmjmmt Lx^tz. nmr (d 

MS0-d 6 ) a : 2.65 (2H, t, J = 7.4), 3.33 (2H, t, J 
= 7.4), 4.72(2H, s) , 7.54-7.62 (2H, m), 7.93-8.03 
(3H, m), 8.08 (1H, d, J = 1.8). 

40d) 3- ( (6-? Q n-2-^ 7 ^)V) * ^X/P* ~ /P] -N- _ 

/f-;t-N-(l-(4-b°y ^;U)-4-b°^U S^37°cm 0 ^T$ 

H. 

Mfi#J40c) Ti%fz3- [ (6-7 u u-2-^7^) * 

* -zh rn \z°*ymt mmmioa) x*%tza-* ^jut s 

7-l-(4-b'U y;Wtf"Oj ^y*^^SS^J30b) fcH«fc: 
LTSIB^^I^*lfeft a B H (71%)i: LT^, NMR (CDCI 
3 ) S : 1.67-1.76 (4H, m) , 2.78-2.85 (5H, m), 2.91 
-3.13 (2H, m), 3.32. (2H, t, J = 7.5), 3.93-4.14 (2 
H, m), 4.48 (2H, s), 4.67-4.76 (1H, m) , 6.73 (2H, 
d, J = 7.0), 7.47 (1H, dd, J = 2.0 and 8.8), 7.60 
(1H, dd, J = 1.4 and 8.2), 7.79 -7.84 (3H, m) , 7.9 
3 (1H, s), 8.22 (2H, d, I = 7.0). 
Tcmftffim C 25 H 28 N30 3 SClfcLT 
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ff-^ffi (%) :C 57.85; H, 6.01; N, 9.64 
HSH1 (%) :C, 57.56; H, 6.07; N, 9.68 

mmn 

3- (N- (3- (6-? n U-2-i- 7 ^)V) —iVTU b^-x 
)U) -N- [ 1- (4- b V b^ U =J)V\ T 5 7 ] 7*o bf^J". 
y&xfvW 

41a) 4-(2-x h S^/l^x/Px-^) T 5 7-1- b"^. 

4- jj-=3f V-l-b^U > ; >^;U^>Srtert-7'f-;K1.99 g) 
i:/3-r7->-x^xX^/UlSB!ig(1.69 g)^7^y 

-;K5o n\)mmmm\.2 g^jp^fiL *&tk* 
*-fk^ry { j o mi- h y ^ a a. 2 g> fciscBK^ttT in 

^)Srilfe?S^!i?!l(2.8 g, 93%)fc lytftfc. NMR (CDC 
1 3 ) ^ : 1-2-1.45 (2H, m), 1.23(3H, t N J = 7.2), 
1.45 (9H, s), 1.80-2.00 (2H, m), 2.40 (1H, br s), 
2.58(2H, t, J = 6.4), 2.60-2.90 (3H, m), 2.98 (2H, 
t, J = 6.4), 3.95-4.15 (2H, m), 4.16 (2H, q, J = 
7.2). 

41b) 3- (N- [3- (6- ? a Z3-2-f- 7 *j-)V) Z,)Vit —}V7"U 
b 7t—)V} -N- (1-tert-y h is* )Vi£—)V-\- b^ U . 

rn b^- yixf;p 
H]|fi0iJ27b) Tit tz3- (6-y nn-2-t7 f-;U) =~)V 
Tab^-^K(0.15 g) h3-(l-tert-y h^f^^;^t^;U 
-4-b^D ^';U)T 5 yy°ob5j->-B?x^;K0.2g)<7)THF 

(10 ■l)jgffi»54HBb^#a«^tt. lg-ft4-(4,6-^y h 

5^-1. 3, 5- h D r ^-'y-2-W ;i^)-4-y i-jv^iv-fc 'J ^.^ 

A (DMTMM : Kunishima, M. et.al, Tetrahedron, 1999, 
55, 13159) (0.15 &)%toz.m&TtZ3Vmfr%ffli 

TKeTiK-^- h v *7J*x&m Ltzm. mm. ->va 
y>\s*7j*xi9mLxmmitimzm&®*(o.2& s , 9 

&L)bLX#t:. NMR (CDCI3) 8 : 1.15-1.35 (5H, m) , 
1.45 (4.5H, s), 1.48 (4.5H, s), 1.50-1.80 (2H, 
m), 2.35-3.05 (6H, m), 3.35-3.80 (5H, m), 4.00-4.4 
0 (4H, m), 7.54-7.68(lH, m) , 7.88-8.0 0(4H, m), 8. 
48 (1H, s). 

41c) 3- [N- (3- (6- 9 a n-2-r- 7 i-)V) *)V-fo—)V7'u 

b^-^;u) -N- (l- (4- b y =j)V) -4- b^ y s/;w r $ y ) r . 
p b^r >-i?x^p 

HMWla) X%tz 3- (N- (3- (6- 7 oo-2-f y f-; W 
*=->V7°U b^-x;U) -N- (1-tert-y h * i/l))Vtf-)V-l 
-b^y i/';WT 5 y)ynb^ >-g?x^-;K1.57g) . Y)V 
xy(2 mDfcil^hy 7;W^n^(4 ml)<0«^«j* 

^iST l tmip* ?Hf fc. RJCiftfc: h;i-xy ^Jpi.iia 

0 ml). 4-yn^by^'y^JS(0.58 g). yMVro 
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b/Px^T 5 > (7.8 g) Srin*. 4 8 ^Wi&kMffi L 

h y ^A-eia* msm^nam^ y * 

y;^7AT^MLSIS-ft:^^*lfe^*(0.44 g, 29 
X) b LX%tz. NMR (CDC1 3 ) S : 1.22 and 1.28 (3H.e 
ach t, J = 7.0), 1.50-2.00 (5H, m), 2.35-2.60 (2H, 

m), 2.72-3.08 (4H,m), 3.32-3.68 (4H, m), 3.70-4.2 
0 (4H, m), 6.58-6.74 (2H, m) , 7.61 (1H, dd, J = 2. 
2 and 8.8), 7.80-8.05 (4H, m), 8.20-8.40 (2H, m), 
8.49 (1H, s). 

[0065] HS6M42 

4-(6-?ou -2-^- 7 ^-;W) x/V* — ;l-N-y ^-/P-N- ( 1- (2. 

-y -7-/1-4- b U i/)V)-A- b^ U :/o7 ^ T 5 h\ 

42a) l-(2-^< f-/U-4-b U iM-M-b^ >J H >\ 
4-b^ 0 ¥ ytSMtM.— (1 • 53 g) b 4- ? a a-2-y 
^-;Ub°US/y(1.27 g)^K(5 ml)^Sr22B#raSg£L 

AT'T/^U14tc:LT^Kx^-;UT'tttliL7t. tti±Si££ 

(0.89 g, 47£)£t NMR (CDC1 3 ) $ : 2.49 (3 

H, s, Me), 2. 56 (4H, t, J = 6.3), 3.74 (4H, t, J = 
6.3), 6.54-6.61 (2H, m), 8.23 (1H, d, J = 5.8). 
42b) 4-y 5 y-1- (2-y *h)V-4- b V b^ y 



HS6#J42a) -Ci#Jtl-(2-P< -?-/U-4-b U v/H-4-b^ D H 
y(0.96 gh 40%yf-/WT5y7jQ§$(1.6 g)t>J:t/^ 
(0.86 ml)c7)^^y-;Kl0 id1)?§^7K^T, ^Miti^ 
TSl3.dmi-hVJM0.47 g)<7)* ? J -/M5 ml)i§?g 
£?i§TL*:. SJ£?SS:0 ,> CT"1.5B#^§?M-tfy v :f^, Tkfg 
WsT y (J -3 S^" h U A (0. 47 g) SritiD LT^fl. 

'fb-^J^^-fejfi^d-O g, 97%) i: L NMR (C 

DCl 3 ) S : 1.30-1.48 (2H, m) , 1.92-2.02 (2H, m), 
2.44 (3H, s), 2.47 (3H, s), 2.54-2.70 (1H. id), 2.8 
4-2.98 (2H, m), 6.49-6.54 (2H, m) , 8.14 (1H, d, J 
= 6.0). 

42c) 4- (6- 9 a <a-2-1-y j-)V) /1-N-y f-/P-N 

-(l-(2-y-?-/l-4-by i^M-b^y y-;H7DAV. 

HSt^J27b) -e#£3- (6- ? oo-2-t 7 x/i^* =.)V 
rnb'^y®!(0.45 gk HS£^j42b)Ti#Jt4-y^T5 

y-i-(2-y f-/i-4-by 5^;M b^y ^'y (o.4ig)fc it/ 

DMTMM(0.56 g)<OTHF(50 ml)?^££^ST" 1 6 
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(0.30 g, 38%) t LT»/S. NMR (CDC1 3 ) d : 1.52-1.9 
5 (4H, m), 2.50 (3H, s), 2.75-3.15 (4H, m), 2.84 
(3H, s). 3.50-3.65 (2H, m), 4.45-4.80 (1H, m) , 6.5 
0-6.65 (2H, m), 7.60 (lH.dd, J = 2.2 and 8.8), 7.9 
0-8.00 (4H, m), 8.20 (1H, d, J = 6.4), 8.45 (1H, 
s). 

Tm-ftVrm C 25 H 28 C1N 3 03S 1.75H 2 0i: LT 
ff^ffi(%) :C. 58.02; H, 6.13; N, 8.12 
H8!HI(%) :C. 57.77; H, 5.%; N, 8.08 

too66] mmwm 

2- (6- 9 00-2-7- 7 X^*x;U-N' - (1- (4-b 0 V _ 
;W-4-b^ »J Tb htH5yF. 
43a) 2-((6-?PP-2-t7f;W x^*-^7-bf;W. 
^^A'y>g tert-y^-y^ 

HJfc#IJ35c) Tit fc2- (6-^ O n-2-^ 7 f-TV) X/l/*: n/U 
S^K^^^nV^K tert- yf-^*»^WtW42b) k Pl« 
tcLTSIS^^tS!J&ilfeM H B H(82%)i:LT#^„ NMR (CD 
Cl 3 +DMS0-d 6 ) ^ : 1.46 (9H, s), 4.19 (2H, s) , 7.07 
(1H, bs), 7.56(1H, dd, J = 1.4 and 8.8), 7.80-8.0 
5 (4H, m), 8.62 (1H, s), 9.65 (1H, bs). 
43b) (2-(6-? nn-2-t 7 f Xyl/*^7t Mb 

HJfeW3a) Tt#Jt2-( (6-? nn-2-t7 ^) X/U-7f:x^ 
Tb^-;W)^;k7'\^>B?tert-7'f-;K0.6 gh h;Uxy 
(1 ml)i3a;7jfh«j7;l-^oifS!(l ■D^ft^HifrSai'C 

ii^nB*»&a-effc. R^^ii^siL. 7j<^jni.iN7K 
mk. saftLTBE-fk^BiWMi g, 93»*»^. nmr 

(DMS0-d 6 ) 5 : 3.34 (2H, bs), 4.30 (2H, s) , 7.72 
(1H, dd, J= 2.2 and 8.8), 7.95 (1H, dd, J = 2.0 an 
d8.8), 8.10-8.35 (3H, m), 8.58(1H, s), 9.38 (1H, 
bs). 

43c) 2-(6-? un-2-1-y^-)U) X;U^X;U-N' -(l-(4- 
b U y/U) -4- b^ U i^/U) 7* b b b h' 7 ~J H . 
k*fe^J43b) Tit*: (2- (6- ^ a n-2-^- 7 f-/ W X/P-*-^ 
7-feh)tH7y'Hi:l-(4- b y xVP) -4-b^ U H y (0. 1 
0 g)c7)x^/-;Kl0 mD^SrS^JuSiSeSLTt:,, 
?^aim. ^?y-;HlO ml)i:g^K(0.2 g)*Jni.^.. 

Tk^TtTk^ti^rytJo^hy^AW^ g)?rjD 

SS%^7j<SrjDxlNJgK-C'pH2i: Ltz. ikMMZZW 
L. CHP-2 0^7A-C-«^L-CSIB^!felSr*£fe^ 
*(0.19 g)bLX%Xl. NMR (DMSO-de) ^ : 1.20-1.55 
(2H, m), 1.70-1.90 (2H, m) , 3.00-3.30 (3H, m), 3. 
90-4.20 (2H, m), 4.50 (2H, s), 7.18 (2H, d, J = 7. 
4), 7.74 (1H, dd, J = 2.2 and 8.8), 7.98 (1H, dd, 
J = 1.8 and 8.4), 8.10-8.35 (5H, a), 8.61 (1H, s) . 
Tmftffim C 22 H 23 C1N 4 03S HC1 1.75H 2 0i:LT 
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ftffffi (%) :C, 50.14; H. 5.26; N, 10.63 
USUI (%) :C, 50.10; H, 5.25; N, 10.58 

[0067] mmmu 

2-[(6-? DD-2-t7f/0^/^^H-N'-^ ^-;P-N' - 
.( 1- (4- b >J is)V) -4- tf^ U y»7thtK7 : J H . 
HS6#!|43c) Tit tz2- (6- ? Q .X/l^x/P- 

A>^ssfij29) t nmz LxmMtGmt:m&®G6%) t l 

Tflfc. NMR (CDC1 3 ) 5 : 1.30-2.05 (4H, m) , 2.61 
and 2.69 (total 3H, each s), 2.70-3.00 (3H. m). 3. 
75-4.00 (2H, m), 4.11 (1H, s), 4.32(0.5H, d, J = 1 
4), 4.75 (0.5H, d, J = 14), 6.60-6.72 (2H, m) , 7.4 

4 (lH,dd, J = 1.8 and 8.8), 7.80-8.05 (4H, m) , 8.2 

5 (1H, bs), 8.48 and 8.51 (total 1H, each s). 
jm^mm C 23 H 25 C1N 4 0 3 S 0.75H 2 0hLT 
HBM(%) :C, 56.78; H, 5.49; N, 11.52 
HHHI (%) : C, 56.91; H, 5.43; N, 11.74 
HWJ45 

4- [N- (3- (6- 7 O n-2-7- 7 ^)V)XfV^ —)Vy'X3 b:*x 
(V] -N- (1- (4- b «J : J)V) -A- b^. 'J it)V\ T 5 y ] SSxf 

45a) 4- (1- (4-b U y-'/P) -4- b"^ >J y-';P) T 5 y* ) 1SI£X _ 

1- (4-bU s;/W-4-£"OJ Hyfc4-7 S y*i!I£x^-/Wg 
BK6*» ^HSftflBOa) fc |S|«(c LTJffiEiT;-&ft fcSSHMlll 
#!f$j(85%) i: LT^#Jt„ NMR (CDC1 3 ) 5 : 1.13(3H, t, 

J = 7.2), 1.15-1.50 (2H, m), 1.60-1.90 (4H, m), 2. 
25 (2H, t, J= 7.3), 2.45-2.90 (5H, m), 3.60-3.80 
(2H, m), 4.01 (2H, q, J = 7.2), 6.44-6.60 (2H, m), 
8.05-8.20 (2H, m). 

45b) 4- [N- (3-(6-? C7 0-2-7- 7 *t)V) XlV-fc—JVTu _ 
b*x/H-N-(l-(4-b'J y7k)-4-b^U yyH7S /m 

7n b>f >-g?hHJfeffl45a)T-m:4-[l-(4-tr D i?)V)-A- 
b^'J x/W T 5 y Kg?x^-;P*^HSfi^ij42b) 
LTHIE4l:^ftSr«lfil»*(13»i: LT»fc. NMR (CDC1 
3 ) 6- : 1.26 (1.5H, t, J = 7.0), 1.27 (1.5H, t, J 
= 7.0), 1.55-2.00 (4H, m) , 2.20-2.40 (2H, m), 2.75 
-3.05 (4H, m). 3.07-3.30 (2H, m), 3.50-3.68 (2H, 
m), 3.70-4.20 (6H, m) , 4.22-4.50 (1H, m), 6.60-6.7 
5 (2H, m), 7.59 (1H, dd, J = 1.8and 8.8), 7.85-8.0 
5 (4H, a), 8.20-8.35 (2H, m), 8.50 (1H, s). 
ym#mm C 29 H34C1N305S 0.5H 2 0i: LX 
§mM (%) :C, 59.94; H, 6.07; N, 7.23 
H3QHI (%) :C, 59.96; H, 6.12; N, 7.47 

2- (N- (3- (6- ^DD-2-t7 f-/U) X/y* -;U7o b;t- 
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46a) 2-[l-(4-b 'J ^;W-4-t^ U >-';y] T 5 7xf;^ 

i-(4-tr>;^)-4-fc*^y Fy-£:2-T$ yx^/y^/yA 

5 >K^^v^Jg^S*>/i>^SSC?lj30a) i: HHHC LTMIE 
ft^**rtSJ4«»(91»i:UT»fe. NMR (CDCI3) 
S : 1.20-1.60 (2H, m), 1.85-2.00 (2H, m), 2.60-3. 
00 (5H, m), 3.29(2H, q, J = 5.4), 3.70-3.90 (2H, 
m), 5.11 (2H, s), 5.20 (1H, bs), 6.65 (2H, d, J = 
5.2), 7.30-7.40 (5H, m), 8.24 (2H, d, J = 5.2). 
46b) . 2-(N-[3-(6-y' no-2-t7f;WX;P*-^7n. 
h*:*— /10 -N- (1- (4- f »J =J)V) -4- b^. 'J i^y) T 5 7 ) x 
f-/y#;yA 5 ygpo ;y/y_ 

kMCT27b) T*#)t3-(6-? DD-2-t7f/W X/ytf x/y 
7W*y&t Hlfc#IJ46a) -C»fc2- [ (1- (4- b U -4 

mmm t mmz Lxmuk^*m®B&im t lx 

f#fc„ NMR (CDC1 3 ) S : 1.40-2.00 (4H, m) , 2.70-3.1 
0 (4H, m), 3.10-3.65 (6H, m), 3.70-4.70 (3H, m), 
5.06 and 5.10 (total 2H, each s), 5.20-5.40 (1H, 
m), 6.50-6.75 (2H, m), 7.20-7.40 (5H, m), 7.50-7.6 
5 (1H, □), 7.85-8.00 (4H, m), 8.20-8.36 (2H, m) , 
8.48 (1H, s). 

icmttVrW. C3 3 H 35 C1N 4 05 S 0.5H 2 0h LX 
sfM-iM. (%) : C, 61.53; H, 5.63; N, 8.70 
HSHI(%) : C, 61.66; H, 5.64; N, 9.00 

too68] mmmw 

3-((4-b'7 x— )V) x/y*- /1/I-N-.X -?-/y-N-(l-(4-b »J _ 

-4-bX U y;W 7n^S y 7 S H . 
47a) 3-(4-7'o t7i — )V) f^7n b^- >Mj< ^-)V, 

27a) t mmiZ LTMie-fk^2:iSfea B B B (97%) t LX% 
tz. NMR (CDCI3) 8 : 2.62 (2H, t, J = 7. 4), 3. 15 (2 
H, t, J = 7.4), 3.69 (3H, s, Me), 7.22 (2H, d, J = 

8.5), 7.42 (2H, d, J = 8.5). 
47b) 3-(4-b"y x f*7n b^ y& 
H*W47a) tit tz3r- (4-7'o 7 x -/U) f-3T To b^t > 
S?yf-;K2.75 g). 7io;Wl5i(1.7 g). 2M^^7" 

MJ»7A*i§fl£(40 mDfcitXy-'y h^f i^X^>-(DME) 
(20 ml)c7)?i-^!jSrT;Pd-y#HmTt307>raMS[L 

yN^^A(0.29 g)^jDi.2.5B^)l»iEL^. SJS?g^ 

fe0^«a(1.64 g, 64%) i: LT#Jt . NMR (CDC1 3 ) 
# : 2.71 (2H, t, J = 7.3), 3.20 (2H, t, J = 7.3), 
7.28-7.60 (9H, m). 

47c) 3-(4-t7x-;WX;W-/l'7nt^>'||. 
HMM47b) T*t3-(4-t7 x X/W) -?-^7° O b^ 
(0.52 g)fc30% (0.4 ml)c?)g^(5 ml)?f 
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(0.31 g, 53»*»fc. NMR (CDC1 3 ) S : 2.08 (2H. t, 
J = 7.6), 3.43 (2H, t, J = 7.6), 7.46-7.54 (3H, 
m), 7.59-7.64 (2H, m) , 7.78 (2H, d, J = 8.4), 7.97 

(2H, d, J =8.4). 
47d) 3-((4-b*7 x-7W XJto&—JW-H-X f-/HJ-(l-_ 
(4-b*'J i?)V)-4-W) yy!/]7W?>7S H. 
JU60IJ47c) Xfflz 3- (4- t'7i — )V) X)V-fc —)Vy°U t*:* 
>W.b mWffllfo) X%tz\-* 5 y-l-(4-f V i? 

Zm&mM3Z%) tLX%tz. NMR (CDCI3) 8 : 1.61- 
1.92 (4H, m), 2.74-3.03 (7H, m), 3.54 (2H, t, J = 
7.7), 3.85-4.05 (2H, m) , 4.57-4.72 (lH,m). 6.64 (2 
H, d, J = 6.5), 7.44-7.55 (3H, m) , 7.58-7.64 (2H, 
m), 7.79 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 
8.26 (2H, d, J = 6.5). 
TZMftmrn C 26 H 29 N 3 0 3 S 0.3H 2 0h LX 
ftgffi (%) :C, 66.58; H, 6.36; N, 8.96 
SHWt(%) :C, 66.65; H, 6.14; N, 8.99 

3- (5-0 V 7 7 —>V) X)i<* (1- (4- tf 

48a) 5- t h' a Jf S^O" V 7 7 V. 

5-^ 7 ^ (Barker P. et al, Synthetic 

Communications, 1989, 19, 257) (3.95 g) b tf'J : J> 

mm& (s.i s) <r>m&fa * i8o°ct-6. smmfr # ?nf t . 

HKRLTIOE^«l*»atfeH#(2.93 g, 87%)fcLT 
NMR (CDCI3) a : 4.88 (1H, s, OH), 6.67 (1H, 
dd, J = 2.2 and 0.7), 6.81 (lH.dd, J = 8.8 and 2. 
5), 7.01 (1H, d, J = 2.5). 7.35 (1H, dd, J = 8.8 a 
nd 0.7), 7.59 (1H, d, J = 2.2). 
48b) 5- (N, K- : JX J-lVtt *t -i )V) J"^. 

yy v v. 

HS&W48a) Tit Jt5-b H Q^f 7 V(2. 93 g) , 

is7n[2.2.Z)*7?>(4.9 g)£ DMF(6 mDCJni^a 

^(4.8g, J&ftftOfcl/tftfc. NMR (CDC1 3 ) 5: 3. 
38 (3H, s, Me), 3.48 (3H, s,Me), 6.76 (1H, dd, J = 
2.2 and 0.8), 7.00 (1H, dd, J = 8.8 and 2.6), 7.2 
7 (1H, d, J = 2.6), 7.49 (1H, d, J = 8.8), 7.64 (1 
H, d, J = 2.2). 

48c) 5-(N,N-i^^#;l^*fc-'r M-f-yt^yyy yy_ 
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Zci/^yyyjyU. As) £250-260*CT-T^3>#B*. 

T8B«Bia»s»tffcflt ^oyf/yfUA^Axmmtx. 

HKft^&SBSfi&ttiia.T g, 3SX)tLXmi. NM 
R (CDCI3) a : 3.07 (6H, m, Me 2 N), 6.76 (1H, dd, J 
= 2.2 and 1.4), 7.40 (1H, dd, J = 8.5 and 1.8), 7. 
52 (1H. d, J = 8.5), 7.64 (1H, d, J = 2.2), 7.76 
(1H, d,J = 1.8). 

48d) 5-^fV^Th^.yYy^y . 

HSS#J48c) a Cftfc5-(N.N->??t +)V1l)V>^4 )V) 

>/75y(1.7 g)i:*gHb$D -7^(3.3 z)CD*?J- 

;K33 n\mm*3.mmmwLi,fz« Kmrnzmuizitb' 

tz. mmzmzt. mwmz^v#y>i>*}yj±xnML 
xmnt^m^m^Mmiia. 12 g. 97%) tLxntz. n 

MR (CDCI3) a : 3.54 (1H, s, SH), 6.69 (1H, dd, J 
=2.2 and 1.2), 7.25 (1H, dd, J = 8.4 and 1.8), 7. 
39 (1H, d, J = 8.4), 7.58 (1H, d, J = 1.8), 7.61 
(1H, d, J = 2.2). 

48e) 3-(5-^yyy y—)U)^y'ri^ym^^)V_ 

9mmm) xi%tz5-* wrK//? yytryv^ 

s^fM^»M27a) t mmz Lxmnk-&m&%m 

fe«M#f8j(85%) i: LXntl. NMR (CDC1 3 ) a :2.60 (2H, 
t, J = 7.3), 3.14 (2H, t, J = 7.3), 3.67 (3H, s. 

Me), 6.74 (1H, dd, J = 2.2 and 0.6). 7.37 (1H, dd, 
J = 8.8 and 1.8), 7.45 (1H, d, J =8.8), 7.63 (1H, 
d, J = 2.2), 7.70 (1H, d, J = 1.8). 

48f) 3>-(5^yVy7—)V)X)V*—)\sy°x3\z*ym*. 

HiW8e) X%tz^-(5-^yyy 5 =~)V) ttTu t'jry 

*jw>>t>mmmb) t mmiz LxmMnt-&mzm& 

mttmmz)t Lxmtz. nmr (cdci 3 ) a-. 2.78 (2h, 

t, J = 7.7), 3.47 (2H. t, J = 7.7), 3.62 (3H, s, M 
e), 6.92 (lH.dd, J = 2.4 and 0.8), 7.68 (1H, d, J 
= 8.5), 7.80 (1H, d, J = 2.4), 7.86(1H, dd, J = 2. 
0 and 8.5). 8.23 (1H, d, J = 2.0). 
48g) 3-(5XW77-;l')X^-/l/7Df*yi 
H5S0lJ48f ) "Cttfc3- (5-* V/7 5-/H XtV*—)V7u 

v*y&x ^jvfr^mmMAOc) t mmz Lxmmt&to 

(76%)$r#^:„ NMR (CDC1 3 ) a : 2.80 (2H, t,J = 7. 
5), 3.45 (2H, t, J = 7.5), 6.92 (1H, dd, J = 1.2 a 
nd 8.6), 7.68 (1H, d, J = 8.6), 7.79 (1H, d, J = 
2.2), 7.86 (1H, dd, J = 2.0 and 8.6), 8.23 (1H, d. 
J = 2.0). 

48h) 3-d-^yyy ? y-5-4 )i>) x)V-fc—)V-w-x ^->v 

r N-[l-(4-b° U ^';U)-4-f^. U i/—>V) yuj-syr 5 H. 

mbW&f ) x"i%tz3-(5-^yyy ? -;u) xtv-fc—ivru 

t"^- y&b HJfefi?"J30a) Xntz4-* 5 y-l-(4-f U 

i?)V) ^'y*^HM^"J30b) t mmiz Lxmmt^ 
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ftfcaSfeftttilGGOi: LXWz. NMR (CDC1 3 ) a : 1. 
58-1.89 (4H, m), 2.77-3.03 (7H, m), 3.53 (2H, t, J 
= 7.8), 3.91-3.99 (2H, m), 4.52-4.72 (1H, m) , 6.6 
5 (2H, d, J = 6.6). 6.92 (1H. d, J = 3.2), 768 (1 

H, d, J =8.7), 7.80 (1H, d, J = 2.0), 7.88 (1H. d 
d, J = 8.7 and 2.0), 8.24-8.32(3H, m). 

jcm-frmm C 22 H 25 N 3 0 4 S 0.25^*WtLX 

(%) :C, 62.85; H, 6.40; N, 9.36 
MWM (%) : C, 62.64; H, 6.56; N, 9.05 
[0069] HJSM49 

3- (5-^> V 7 7— )V) /l^N-*f-/U-N-(l-(2-;>< 
^;P-4-t*»J i/M-i-V^J y^TDAVTS K. 
HS£^J48f ) Tif^3-(5-'<.y V*7 5 — )V) XiV^—iVTu 
t?r >-®!^^MM42b) T**fc4-* ^-/PT 5 (2-^< 
/t-4- h° 1) v-VP) fcf< U a^y** £>HSt#ij30b) i: LT 
S!Eftl^££tfem*(21%) h LT#7t„ NMR (CDC1 3 ) 

8 : 1.59-1.78(4H, m) , 2.44 (2.3H, s), 2.47 (0.7H, 
s), 2.74-2.98 (7H, m), 3.53 (2H, t,J = 7.9), 3.91 
-4.03 (2H, m), 4.62 (1H, m), 6.49-6.56 (2H, m) , 6. 
92 (lH,d, J = 1.7), 768 (1H, d, J = 8.4), 7.80-7.9 
0 (2H, m), 8.16 (1H, d, J =5.8), 8.24 (1H, d, J = 

I. 7). 

Ttmftmm c 2 3h 27 n 3 o 4 s o.3h 2 oj:lt 

ff-gffi (%) : C, 61.81; H, 6.22; N, 9.40 
USHi (%) :C, 61.69; H, 6.47; N, 9.43 
HSS0IJ5O 

4- (6-? n n-2-t7f/W XiV*~)l>-H-A f-/HHl-(2 



H)5t#>J27b) Tit tz 3-(6-?nD-2-t7f^)X;l/*-^ 
rntr5j->-K(2.2 g)c7)DMF(10 ml ) *§^7Kf£T\ WSC 
(2.1 g)2riai.0°CT'30^-ra*^?Hf^, »£<?iJ42b) T* 
WzA-X *hlVT 5 >-l-(2-P< -5-^-4- 1? U t'^ U "J 
V (1.52 g)<?)DMF(5 ml)?f?g$rjDX^ST18B#^#ig 

to\£m*te*m&^y*i'^j±x'mskLtz* mm*^ 
u m^m^mm^o^yjv-Ay^xmmtrz. %m 

-Mzmm L , 4N^fbKfjtgl^x?-;M§?£ (4 
ml) £Jni.*>£?g-tf*:f£. tTSIE^^Sr 
ite$**(1.86 g, 46%)bLXWz. NMR (DMSO-de) 
S : 1.45-1.80 (4H, m), 2.45 (3H, Me), 2.64-2.73 
(3.5H, m), 2.86-2.94 (1H, m), 3.05-3.40 (3H, m), 
3.59-3.69 (2H, m), 4.20-4.54 (2.5H, m), 7.03-7.13 
(2H, m). 7.74 (1H, dd, J = 2.2 and 8.6), 7.97-8.03 
(1H, m), 8.08-8.27 (4H. m), 8.66 (1H, s). 
7C3?i#WI C 2 6H 28 N 3 03SC1 HC1 0.5H 2 0 0.2EtOAci:L 
X 

MtM.m (%) :C. 56.43; H, 5.80; N, 7.65 
mmm (%) :C, 56.45; H, 5.77; N, 7.75 
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2- [N- (3- (6-? n u-2-± y +iV) X)V* -)V7*u b^- . 
;W-N-fl-(2-^^;l^-4-b 0 U >^)-4-b^y S/JHTS. 

51a) 2-(l-(2-p< ^-4-b U >W -4-b^ U S^/P] T 5 . 

HS&#fl42a) Tl#*r 1- f-;P-4- b U >W -4- b^ U H 
yi:2-T 5 -/xf-A^/PAS yKtert-^f-;P*>4>Htfc 
«30a) LTSIB^^$r*fe?ft^(98%) fc L 

"C*fc. NMR (CDC1 3 ) d : 1.27-1.41 (2H, m) , 1.45 
(9H, s), 1.92-1.97 (2H, m), 2.44 (3H, s), 2.63-2.9 

7 (5H, m), 3.18-3.26 (2H, m), 3.48 (lH,m), 3.79 - 
3.86 (2H, m), 4.93 (1H, br s), 6.43-6.55 (2H, m), 
8.14 (1H, d, J = 5.8). 

51b) 2- (N- [3- (6- ? n u-2-^ y ^/P) X;^^7°u 

tr^-x/p] -N- [1- (2-^ ^;^-4- b u -jm-a- b^ g 5/7W . 

757) x^# ; W < 5 ^Ktert- 

HSftW27b) rl#7t3-(6-^ n u-2-^7^;U) X;^x;p 

Tob^y^iiliJfc^la) Ti#3t2-[l-(2-^ ^;U-4-b° 

r^;w^nsfe^j30b) fc ini^t Lxmmt^m^^mm 

m(l6%)bLX'&tZo NMR (CDCI3) ^ : 1.40 and 1.45 
(9H, each s), 1.81 (3H, br s) , 2.44 and 2.47 (3H, 
each s), 2.84-3.05 (4H, m), 3.17-3.28 (4H, m) , 3.5 
4-3.64 (2H, m), 3.87-4.38 (3H, m), 4.75-4.90 (1H, 
m), 6.47-6.55 (2H, m), 7.58-7.64 (1H, m), 7.95-7.9 

8 <4H, m), 8.15-8.22 (1H, m), 8.50 (1H, s) . 
TmttVrm C^jHssCl^OsS H 2 0t LX 
ffSffi {%) :C, 58.80; H, 6.53; N, 8.85 
HfflHl (%) :C, 59.03; H, 6.31; N, 8.72 

[0070] mmm 

N- (2-T-b ^)VT 5 J Xjr)V) -3- (6- 9 a a-2-^ y ^)V) _ 
x;^x;p-N-(l-(2-^^-4-b° V S/;W-4-b°^y i/_ 

HlBSW51b) Tl#7t2-(N-(3-(6-^ DD-2-f7f;H 
Tfcxn^ro b°^-x;U]-N-(l-(2-^ f-;P-4- bU ^;W)-4- 
b^U 5 7) xf;^;WN'S yWttert-yj-ju 

(0.13 gh hU7/P*nBBK4 ml)fe«tUfh;^xy(5 m 

j Jxf^T 5X0. 21 g)hH*gfS!(0.11 g)£Jn;tM£S 

S/U*yy^5^T««L^ )MMb^ft^*lfeH«c(0.1 
0 g, 85»kL"C»fe. NMR (CDC1 3 ) ^ : 1.52-1.85 (4 
H, m), 1.92 and 2.01 (3H, eachs) , 2.45 and 2.47 (3 
H, each s), 2.80-3.06 (4H. m) , 3.30-3.34 (4H, m), 
3.55-3.62 (2H, m), 3.83-4.03 (3H, m), 6.29 (1H, br 
s), 6.48-6.56 (2H, m) ,7. 59-7.64 (1H, m) , 7.79-8.0 
0 (4H, m), 8.15-8.22 (1H, m), 8.50 and 8.53(1H, ea 
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ch s) . 

JvmfttirM C 28 H 3 3C1N 4 0 4 S 0.5H 2 0 O.lEtOAch LT 
ff-gffi (%) :C, 59.33; H, 6.10; N, 9.74 
Hi!l<i (%) :C, 59.20; H, 6.26; N, 9.51 

mmm53 

N-(2-T 5 7xf-;P)-3-(6-? DD-2-t7f^)X^*- 
/P-N- ( 1- (2-* f-/L-4- b° U -4- b^ y^;l/)7D; * 

53a) 2- (1- (4-b U S J)V) -4- h"^ y S^U] 7* S 7xf/l/ 
#/l"K 5 >-gftert-7*f7K 

l-(4-b°U v/W-4-b^y h'yi:2-7iyxf/l/*y|/A' 
5 yKtert-yf-;U*^^Sfe0iJ3Oa) h MKfc: LTSIB^L 

^•!i^II*^^Sfe^^^(93%)i:LT^f^. nmr (cdci 3 ) 

a : 1.25-1.50 (2H, m), 1.45 (9H, s) , 1.90-2.05 (2 
H, m), 2.65-3.05 (5H, m), 3.15-3.30 (2H, m) , 3.75 
-3.92 (2H, m), 4.91 (1H, br s). 6.60-6.75(2H. m), 
8.20-8.28 (2H, m). 

53b) 2-(N-(3-(6-? u u-2-1~71-)V) T^tfx/l^n. 
b^tx^-N-CL-^-by iW-4-b^y y»7iy)X 

H»J27b) 3- (6- 9 O U-2-f- 7 ^-)V) X)V^—)V 
7°o f?j-yig(0. 3g)t HSfi^j53a) Tit £2-(l-(4-b y 

f-/K0.37 g)cOT-feh-hU/K30 ml)?§M / vWSC(0.3 

g)£jn;i. M?a-ci6B#ra*^?i-ff^. JxJt»*tiBrL m. 

Mi- h 'J »7 A7ki§$TT/l^ y ftfc L*if&. it®x^-;P 

bTSf 5^1=^(0. 34 g, 56%)£f#. -r><0£2#<DK^ 

53c) N-(2-7S 7xf ;P)-3-(6-?nn-2-t7f ;WX . 
/W* - ;U-N- [1- (2-^ ^-;1~4- b U >-';U) -4- b^ U 

;HrnAV75 H ~ h U 7/M-opg^. 
Hffi^J53b) 2- [N- [3- (6-? o n-2-T 7 f-;l^) 
^-^7°nf^;U)-N-(l-(4-b-'J i^)-4-b^y >? 

;W T 5 7 ) x^/l^r/W^S >mert-7"^-/l^£>||j!fcfli] 
25a) t mate LTj^4fc£ft&*ifil»*(88» LX% 
tz, NMR (CD 3 0D)5 : 1.64-2.05 (4H, m), 2.97 (2H, 
t, J = 6.3), 3.05 (2H, t, J = 7.2). 3.15-3.40 (2H, 
m), 3.47 (2H, t, J = 6.3), 3.70 (2H, t, J = 7.2), 
4.10-4.48(3H, ■), 7.18 (2H, d, J = 7.8), 7.66 (1 
H. dd. J = 2.2 and 8.8), 7.90-8.20 (6H, m), 8.59 
(1H, s). 

Ttmftmm C 25 H 29 C1N 4 03S 2CF 3 C0 2 H 2H 2 0i: LT 
ff-gffi (%) :C, 45.52; H, 4.61; N, 7.32 
Hailffi (%) : C, 45.67; H, 4.60; N, 7.32 
[007 1] HS601J54 

N-(2-T-bf7l/7* 5 7xf;H -3- (6- 7 o o-2-T7^-). 
x;^x;p-N-(i-(4-e y i^M-t^y s^HTo^y 

7 5 H 
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HSfe#J53b) X°mtz2- [N- (3- (6- 9 u o-2-^ 7 ^/U) X)V 
•fc—)V7"a b:*X/P] -N- (1- (2-* ^f-)V-A- b y i^;U)-4- 
'J S^P) 7i7) Xf/W? 5 i^ert-T^Ui: 
*E*ifK*»4»IUS0iJ52) ftflMc LTH£iT:£*j£iSfi 
$fcfc(66%)t: L^ffc. NMR (CD3OD) 6": 1.56-2.00 
(4H, m), 1.99 and 2.03 (3H, each s), 2.78-3.10 (4 
H, ■), 3.20-3.40 (4H, m) , 3.50-3.70 <2H, m), 3.70- 
4.50 (3H, m), 6. 30-6. 50 (1H, m), 6.60-6.75 (2H, m). 
7.55-7.65 (1H, m), 7.90-8.00 (4H,m), 8.18-8.38 (2 
H, m), 8.49 and 8.52 (1H, each s). 
TtMftVxm. C 2V H 3 iClN 4 0 4 S 0.5H 2 0i: LT 
H-mffl(%) : C, 58.74; H, 5.84; N, 10.15 
Hailffl (%) : C, 59.02; H, 5.94; N, 10.26 



3- (6- 9 n n-2-T7 7j|^f:x;MM2-.x f-;i^7.;i- . 
fr-jVT S yxf^)-N-(l-(4-h- U S^M-b^y i> _ 

HJfi^J53b) Tf*fc2- [N- [3- (6- 7 nn-2-t 7 f-7 W X;U 

7^-/W7°a b°^-x;p]-N-(l-(2-^ f-/l/-4-t U 

tf ^ U i^;U) TS 7) Xf;P^;^ S - 5 y Ktert- 7*^-/P t 

^t^< ^ >-x;i^^x;k*^nM^j52) fc L-ceia 

<b-^J?r*lfe^*(66%) t LX'&tl. NMR (CD3OD) S : 
1.60-2.00 (4H, m), 2.80-3.10 (4H, m),2.90 (3H, 
s), 3.10-3.65 (6H, m), 3.80-4.50 (3H, m), 5.30-5.7 
0 (1H, m), 6.58-6.72 (2H, m), 7.56-7.68 (1H, m), 
7.88-8.05 (4H, m), 8.20-8.35 (2H, m), 8.50 (1H. 
s). 

ixM^m. C 26 H 31 C1N 4 05S 2 0.5H 2 0i: tT 
IW{S(%) : C, 53.10; H, 5.48; N, 9.53 
HMt(%) : C, 53.14; H, 5.34; N, 9.60 
HS60956 

2- ( (6-9 O O-2-t" 7 f-/U) f-*] -N-^< f-;U-N- [1- (4-b\ 

V -4- b*^ l> x ^ >-7.;i^* y r 5 H . 

56a) N-* ^;P-N-[l-(4-b V isM-i-V^J ^';U]x^ 

USSWOa) -Ci#^4-p< ^-/UT 5 7-l-(4-b U ^) tf^ 
U^Xl.89 g)i:hUx^TS>(4.04 %)<T)Wk>*^- 
UX40 ml)^^g-fL2-7oC3X^>'X;U*x;K2.45 
g)c^)lg^^l/>'(3 il)»iB[**»T. JSTU. R 
tfMZ0X:TV$mfr% M-&fz'&. Mil7Kt'#f? L7ao 

IBBlT:^ft**lfeE»*c(1.0 g, 36%)i:LTf#^. NMR (C 
DCI3) 8 : 1.60-1.85 (4H, m),2.71 (3H, s), 2.92 (2 
H, m), 3.90-4.05 (3H, m), 5.96 (1H, d, J = 9.6), 
6.24 (1H, d. J = 16.4), 6.44 (1H, dd, J = 9.6 and 
16.4), 6.65 (2H, d, J =6.6), 8.28 (2H, d, J = 6. 
6). 

56b) 2" ( (6-^ no-2-t 7 f /P) f ^)-N-^ f ;kN- (1 

- (4- b y =Jiv) -4-b^. y vvu] x 9 vxjv-fc vr 5 h* . 
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IIJi#j56a)Tl#£N-;rf^-/W-N-(l-(4-b U vVPM-b^ 

ijy»xfy^/^yrs H(o.32 gxoj&ftxf-i-y 

(10 ml)-^^y-/K3 ml)?f?g^]lfeMld)-Ci#7t6-^ 

(3 mi)?i?M£?i§TL. $ h hzmm:\mmfr% m&iz . 

T®ie-fb^^*lfellf*(0.27 g, 51%) J: LT#*r 0 NMR 
(CDCl^S : 1.60-1.90 (4H, m), 2.74 (3H, s), 2.83 
(2H, m). 3.21 (2H, m), 3.36 (2H, m) , 3.80-3.95 (3 

H, m), 6.62 (2H, d, J = 6.6), 7.47 (2H, d, J = 8. 

8), 7.74 (2H, d, J = 8.8), 7.82 (2H. s) , 8.27 (2H, 

d, J = 6.6). 

Tumttftm C 23 H 26 N 3 0 2 S 2 C1 0.25H 2 0i:LT 
H-ftffi (%) :C, 57.48; H, 5.56; N, 8.74 
USUI (%) :C, 57.46; H, 5.71; N, 8.54 

2-( [ (6-? Cf o-2-t" 7 +)V) X)V-fc —)V] -N-^< ^-;U-N- [1 

r (4-b'j ^;P)-4-t°^U y;Hx^ yxy^yr^ H. 

mmm>b) xi#^2- «6-?oD-2-t7 f-/p) ^-*] -n-.* 

f-;t~N- (i-(4-b u jWx? yx/i/* 

yr$ h'(0.24 g)A^HSSCT2b)i:|S|^lc:LTSfB^t;-& 

!ftlt*lfeffl*(50 mg, 20%) i: LTftfc. NMR (CDC1 3 ) 
5- : 1.70-1.90 (4H, m), 2.80 (3H, s) , 2.95 (2H, 
■), 3.42 (2H, m), 3.54 (2H, ■), 3.85-4.05(3H, m) , 
6.69 (2H, d, J = 6.6), 7.65 (1H, dd, J = 1.8 and 
8.8), 7.85-8.05 (4H, m), 8.19 (2H, d, J = 6.6), 8. 
50 (1H, s). 

jmttffim C 23 H 26 N 3 0 4 S 2 C1 0.5H 2 Ok LT 
ff-»t(%) :C, 53.43; H, 5.26; N, 8.13 
HHHI (%) : C, 55.36; H, 5.51; N, 8.14 
C 0 0 7 2 ] HJS^J58 

N-^f-;P-N-(l-(2-^f-^-4-t <, U j^WM-b^K l/M- 
4-(4- h'—fU 7 x —)V) XlV-fc =-)V7 ?>T$. H. 
58a) $-{A-7v*:7x.—>V)X)V-fc—)VmW.^)V_ 
4-7 , 'o^E^-5j-7xy-;Kl.80 g)<7)X^y— ;K50 ml) 
mtfr^-i- h V •> Ax h K (1 . 02 g) i t^4-ya ^ IS 
KX^-;K2.34 g)^iD^.^X'16B#^#?MHf^o 

ft&BKxf-zKlOO ■l)teiS#U ^T(CmCPBA(5 g) 
SrlnAfc. RJBi8[tcttSlSW*tlin^.2llKfe#L, *S7k 

g, 71%)i:LT#fc. NMR(CDC1 3 ) 8 : 1.24(3H, t, J = 
7.2), 1.92-2.10 (2H. m), 2.46 (2H, t, J = 7.0), 
3.12-3.25 (2H, m), 4.12 (2H, q, J = 7.2), 7.70-7.8 
5 (4H, m). 

58b) 4- (4-b"x/l^ x —)V) XlV*—)VWit&^>V . 
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HJfi^j58a) Tl#^4-(4-7'n t7i ~)V) X)Vfc - /VBM 
xf-;Ki.78 gh y^nah'X(Ml7x-/k7tX7 
4 y) y^^AOI) (0.09 g)*i«fcl/^-ftU^ T >A(1.92 
g)<7)DMF(50 wl)W&ffi/^T>Vzf-y&tf&T. hU7'f-/P 
(b'x;P)*X(1.83 mDSrJax.^. 90nCTllttBt&>&&tf 

»»UTHIEft^*aiaMSJlW«*(1.34 g. 75%)i:t 
Tf#7tNMR(CDCl 3 ) S: 1.23 (3H, t, J = 7.1), 1.90- 
2.10(2H, m), 2.45 (2H, t, J = 7.0), 3.10-3.25 (2H, 

m), 4.11 (2H, q, J = 7.1), 5.47 (1H. d, J = 11. 
0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 11.0 
and 17.6), 7.43 (2H, d, J = 6.6), 7.87 (2H, d, J = 

6.6). 

58c) 4-(4-t'-/P7i- )V)X)Vfc—)V$m. 
HSfe#«J58b) -C#3t4-(4-t*x;U7 x —)V) XlV*— 

xf-yKi. 34 g) frt>mmmi2b) t nmz Lxms&fc&fo 

£iifil&ffc«>.93 g, TMkLXmi. NMR (CDC1 3 ) 
8 : 1.92-2.15 (2H, n) , 2.53 (2H, t, J = 7.0), 3.1 
0-3.30 (2H, m),5.48 (1H, d, J = 10.6), 5.92 (1H, 
d, J = 17.6), 6.77 (1H, dd, J = 10.6 and 17.6), 7. 
58 (1H, dd, J = 1.8 and 6.6), 7.8 (2H, dd, J = 2.0 
and 6. 6) . 

58d) N-p< f-/l-N- (1- (2-* f-)V-A- b U i/)V) -A- b*^ U . 
y)V) -A- (4-b'x/l^ y x X)Vfc 9 > T 5 H . 
ki®^J58c) X^tzA-(A-\L~)Vy x x;W) ^;l^*x;i«K 
k 5SM0ij42b) X-%tzA-X &)VT (2-^ f-;P-4- b 

U b^. U v->*^HJfeM42c) fc IsI«ftvC LTS15-fb 

■^**tet9*(26»fcLT»fc. NMR (CDC1 3 ) 5 : 1. 
55-2.26 (6H, m),2.45 (3H, s), 2.46-2.70 (2H, m), 
2.79 (3H. s). 2.80-3.10 (2H, m), 3.25(2H, t, J = 
7.3), 3.75-4.05 (2.3H, m) , 4.65-4.80 (0.7H, m), 5. 
47 (1H, d,J = 11.0), 5.91 (1H, d, J = 17.6), 6.45- 
6.65 (2H, n), 6.77 (1H, dd, J =11.0, 17.6), 7.57 
(2H, d, J = 8.3), 7.86 (2H, d, J = 8.3), 8.10-8.25 
(1H, m). 

Tmftmm. c^h^n^s i.ih^lt 

iHWt(%) : C, 62.47; H, 7.25; N, 9.11 
HaM(%) : C, 62.21; H, 7.25; N, 9.15 
[0073] HSfc#J59 

N-^f;l^-N-(l-(4-t>J ^';P)-4-b^.'J y';l/)-4-(4-t- 
59a) 3,-iA-ru^y ^~)V)^Tu^ymX^rt-y 

4-7*axf3i-7xy-yH:4-7'ux7*ot:*ylxf;i' 

3%)k LTflJt. NMR (CDC1 3 ) 8 : 1.45 (9H,s), 2.52 
(2H, t, J = 7.4). 3.11 (2H, d, J = 7.4), 7.10-7.28 
(2H, ■), 7.35-7.48 (2H. m) . 
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59b) 3-(4-/n^7x ~)V) X)Vfr—)V7*U\Z^ymte m 

SS*W59a) X^tZ 3- (4-7'n^b 7 x ~)V) tt7°U 

£^ISft(79%)fcl/t»fc. NMR (CDC1 3 ) a : 1.41 
(9H, s), 2.65 (2H, t, J = 7.7), 3.86 (2H, t, J = 
7.7), 7.70-7.90(4H, m). 

59c) 4-(4-b^;!^7 x ~)V) X)V^-)V7°U\:ityWXe . 

SIJfc#J59b) T1#7t3- (4-^oqE: 7 x ~/P) x;l/*^;P7 0 n 
K*^W*rt-:7*-Atf» ^SaSWI58b) fc N«t LTSIS 
4fc^**$feiefi<82%)fc NMR (CDC1 3 ) * : 

1.40 (9H, s), 2.65 (2H, t, J = 7.9). 3.39 (2H, t, 
J = 7.9), 5.48 (1H, d, J = 11.0), 5.92 (1H, d, J 
= 17.6), 6.77 (1H, dd, J = 11.0 andl7.6), 7.58 (2 
H, d, J = 8.8), 7.86 (2H, d, J = 8.8). 
59d) 4-(4-b*— )V7 x X)V*fc—)\/7°U\Z*yW _ 

HJtWS9c) Tit*: 4- (4- b*~/P:7 x X/l/* - ;W7°n 
b°^-VKtert-7°^(1.45g) £ h U 7/^n^K(4 ml) 

cjtWLTaa-c2«fiai3&>sawffe* wwiysjii*.* 

fettfi (1.15 g,97»fcL/C»fc. NMR (CDC1 3 ) 5" : 2.8 
0 (2H, t, J = 7.7), 3.41 (2H, t, J= 7.7), 5.48 (1 
H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (2H, 
dd, J= 11.0 and 17.6), 7.58 (2H, d, J = 8.4), 7.8 
6 (2H, d, J = 8.4), 9.34 (1H, br s) . 
59e) N-;* ^)V-W-{\- (4- b >J V)V) -4- b^ U i?)V\ -4-_ 
(4-f— )V7 x ~JV) xW-^7 0 nA 0 y7S K 
HSfi^J59d) Tit fc4- (4-b^;^^ x — ;W X/I/*-^7n 
b°^-yKi:Mfe^J30a)T*1#^4-^^r S y-l-(4-b°y 

S/VU) b^y ^y*^HJfeM42c) fc H«t LTHK^ 

***lfiB*(36%)i:LT»3to NMR (CDC1 3 ) * : 1.57 
-2.00 (4H, m), 2. 70-3. 06 (4H, m) , 2.83 (3H, s) , 3.4 
9 (2H, t, J = 7.7), 3.80-4.10 (2H.ni), 4.50-4.80 (1 
H, m), 5.49 (1H, d, J = 11.0), 5.93 (1H, d, J = 1 
7.6), 6.60-6.72 (2H, m) , 6.78 (1H, dd, J = 11.0 an 
d 17.6), 7.59 (2H, d, J = 8.0), 7.88 (2H, d, J = 
8.0), 8.20-8.37 (2H, m) . 
7C*#*ftt C 22 H 27 N 3 0 3 S 0.5H 2 0fcLT 
itt»I (%) :C, 62.53; H, 6.68; N, 9.94 
M$M (%) :C, 62.68; H, 6.71; N, 10.54 

[0074] mmmeo 

N-^^;^-N-[l-(2-^^;l^4-b'J is)V\- 
4- (4- \i—)V 7 x —)V) —)V7U) N°>T$ K 

Mfi^l59d) Tit*: 4- (4- b ~/W:7 x — ;W) x;^-;P7° n 

\z*>Mtmmmmx*ntzA-*^)VT $ y-i-(2-^f* 

7^-4- b° U V)V) b°^U ^^3&^|Qfc«42c) fc tX 
HRft-&*&*ie«*(31%)i:Lr»3t. NMR (CDC1 3 ) 
0 : 1.55-2.00(4H,m), 2.45 (3H. s), 2.70-3.05 (4H, 
m), 2.83 (3H, s), 3.40-3.% (2H, m) , 3.80-4.10 (2 
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H, m), 4.50-4.76 (1H, m) , 5.49 (1H, d, J = 11.0), 
5.93 (1H, d, J = 17.6), 6.44-6.60 (2H, m), 6.78 (1 

H, dd, J = 11.0 and 17.6), 7.59 (2H, J = 8.8), 7.8 
8 (2H, d, J = 8.8), 8.16 (1H, d, J = 6.0). 
7G*#*rfl C 23 H 29 N 3 03S H 2 0fcLT 

ftttt6(%) :C, 62.00; H, 7.01; N, 9.43 

mmm(%) :c, 62.19; h, 6.95; n, 9.59 
mmmei 

3- [N- (3- (6-9 on-2-t7 ^h)V) XjU* ~)V7°u b°:*~ 

I H -N- [ 1- (4- b° y *J)V) -4- b°^. U W 7Sy)7°oh^. 

61a) 3-(l-tert-y h^S/^;U7n~^~4-b°^U J/'/HT 

5 y ro b e ^r y vjv, 

4- ** V-l-b°^ U iS>#)\s7$yW!tert-7^jUb 3-r 5 

ft«30a) fc LTMia^^S:*lfe?*^(88%) fc 
Ltttfc, NMR (CDCI3) S : 1.10-1.30 (2H, m) , 1.45 
(9H, s), 1.72-1.90 (2H, m) , 2.50-2.90 (3H, m), 2. 
57 (2H, t, J = 6.4), 2.94 (2H, t, J =6.4), 3.90-4. 
10 (2H, m), 5.14 (2H, s) , 7.35 (5H, s). 
61b) 3-[N-(l-tert-y h^r ^^;^^^-4-b°^U 
)V) -N- [3- (6- 9 o n-2-^ 7 fvW x;^z;l//p b°;*~_ 

;H r 5 y ) ro b o ^ yi^ y V)V _ 

5SJS#161a) Tl#^3-(l-tert-y h ^^/P^^;I^-4-b° 
^ U i/—)V) T5 77n b°>j- ^SK^^i: HSfiW27b) 
Ti#*:3~<6-? n n-2-^7^;W x;W^i/7a b°^->- 

(71»fcLT»fc. NMR (CDC1 3 ) 5" : 1.45 (4.5H, s) , 

I. 48 (4.5H, s), 1.50-2.10 (4H, m), 2.40-3.00 (6H, 
m), 3.35-4.35 (7H, m), 5.08 (1H, s) , 5.14 (1H, s) , 

7.28-7.42 (5H, m), 7.52-7.62 (1H, m), 7.85-8.00 
(4H, m), 8.47 (1H, s) . 

61c) 3- [N- (3- (6- 9 O n-2-^ 7 ^)V) —)V7°u 
b 0 ^n;l^]-N-[l-(4-b° 'J ^)-4-b°^U V)V\T 5 y)T 

*S6M61b) Ti#^3-[N-(l-tert-y h^r ^;UtK^;^-4- 
b°^ U -N- [3- (6- 9 n 0-2-^ 7 XjU* 

7n b°^-^;W 7$7] 7°n b 0 ^- yW<y-J)V fc 
b U S/*>«|»B*»feiafc«|41c) fc RaHc LTlBEft^ft 

**ie»*e3%) fc Lrf#/t o 

61d) . 3-[N-a-tert-rh^^^;U^-;l^-4-b^y i< 
pW-N-(3-(6-?DD-2-t7f/l/) X)V*—)V7*U b^- 

r$y)7°n e^r yw^ynfr. 

H«5fiW61c ) Ti#7t3- [N- [3- (6- ? a a-2-^ 7 +)V) X)V 
fr^)V7°u b 0 ^-;i^]-N~(l-(4-b V ^;P)-4-b°^y i? 
M T 5 J ] rn b°^ y ^< y (0 . 13 g) ^25^bK 

xs^rm(2 mi)aws3»T2B»H»**a«fc. sic 

»»RI. »»BfSrCHP-2 0^5A-C««LrHieft 
-&ft**lfe»*(0.09 g, 88%)fcLt»fc. NMR (DMSO-d 
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e) 8 : 1.20-1.76 (4H, m) , 2.00-2.20 (1H, m), 2.23 
-2.55 (1H, m), 2.60-3.00 (4H, m),3.05-3.22 (1H, 
m), 3.30-3.45 (1H, m) , 3.55-3.75 (2H, m) , 3.78-4.1 

0(3H,m), 6.73 (1H, d, J = 6.2), 6.81 (1H, d, J = 
6.6), 7.64-7.78 (1H, m) , 7.90-8.05 (1H, m), 8.05- 
8.35 (5H, m), 8.6K1H, s) , 8.66 (1H, s). 
Tmftffim C 26 H 28 ClN 3 0bS 0.5H 2 0i:LT 
ff-gffi(%) : C, 57.93; H, 5.42; N, 7.80 
H30ffi(%) :C, 57.79; H, 5.45; N, 7.55 

[0075] MMM62 

l-(4- (6-?on-2-t7f;H X)V*-)V) 79 J A )\A -4 
-(4-e'Jy;WbX7yy. 

HSfc#IJ24c) XWzA- (6-?O0-2-t7f;K X)V*—)V 

mmt i-(4-t: v vjv) ^y-h^mmmAic) t mm. 
izLxmiMt$mzm&Mi&(63%) tLxntc. nmr <cd 

Cl 3 ) 8 : 2.10-2.20 (2H, m), 2.62 (2H, t, J = 6. 
8), 3.25-3.45 (4H, m), 3.33 (2H, t, J = 7.2), 3.55 
-3.80 (4H, m), 6.65 (2H, d, J = 6.4), 7. 59 (1H, dd, 

J = 2.0 and 8.8), 7.80-8.00 (4H, m), 8.32 (2H, d, 

J = 6.4), 8.47 (1H, s). 
7tmttffim C 23 H 24 C1N 3 03S 0.1H 2 0h LX 
imW (%) : C, 60.08; H, 5.31; N, 9.14 

mmm(%) ;c, 59.92; h, 5.33; n, 9.22 
mmmb3 

l-(4- (6-9 O U-2-t 7 *h)V) X)V*—)V] y°U \?*—)V\ 
-4-(4-t°'J : J)V) W. 

HSS^J27b) XWzA-(6-9 nn-2— Yy^lV) X)Vfc— >V 

yu^ymt l-(4-t? 'J i/)V) tf<? =Jyt^mWMA2 

c)tmm^Lxmmt^**&^&(m) t Lxn 

fz. NMR (CDC1 3 ) 8 : 2.85-3.00 (2H, m) , 3.27 (2H, 
t, J = 5.4), 3.38(2H, t, J = 5.4), 3.50-3.75 (6H, 
m), 6.64 (2H, d, J = 6.6), 7.58 (1H, dd, J = 2.2 a 
nd 8.8), 7.88-8.00 (4H, m) , 8.32 (2H, d, J = 6.6), 
8.48 (IH.s). 

7tm^mm C 22 H 22 C1N 3 0 3 S 0.1H 2 0i;l,-C 
ff-gffi (%) : C, 59.28; H, 5.02; N, 9.43 
H«M(%) : C 59.16; H, 5.00; N, 9.37 
C 0 0 7 6 ] HSSFIJ64 

4- (6-/Ot-2-t y f~)V) XlV-fc—JV-H-X f-/W-N- (1- (2 

64a) m\&-7~u^:-1-7j-?\s>'-2-X}l>-fc~ IV _ 
6-r$yt7^1/ y-2-X>V* >m (111 . 6 g) <D23. 5%m 
-fbk5iiB?(500 ml) lfA,ffim'\-5-~Q°CX*mimi~ h V7 
MAI. A z)ZAOfiti>tfXWLtz<, RJEE?1^2rO°CT'30 

ftm^-mwk. zxnAiyMiwmttto 
mux'3Qftmfr%m-*£tzm. *.<%ttz« mtHLfzitmn 

£^5JL i%7kb S JA V7u\?)V^-y~)VX°WftLX6-7 

u^&y 9vy-2-X)Vi^ym.(\\6 &)*%tz<, n^titz 

6-y'a^i-y^Uy-2-X)V^ym(n6 g)<7)DMF(300 m 

Patent provided by Sughrue 



\)Wt/jmW.'^&it1-*-)Hm ml)£?gTL*:. RJE 

m^zmi&x'i.5&Tmfr*Ui£iz&. m^-mm^^ 

A^i DfifS?U ftcD£j8Mt-&£>-£X^iryX'mft 
LXm§Mk&mZm&%iih(99.5 g, 65.l%)i:L-Cf# 
fc. NMR (CDCl 3 ) <3-: 7.78 (1H, dd, J = 2.2 and 8. 
8), 7.90-8.07 (3H, m), 8.16 (1H, d, J = 1.4), 8.58 
(1H, s). 

64b) 3- (6-7x3 ^fc-2--*- y X)V* ~)V7X3 \Z*y 
HM0iJ64a) -f#*:^i"fc;6-y o^e 7f^u >--2-x;^ 

-;K17 . 0 g) (WW (100ml ) Wm: M3rJM»£T^iaT'7j< 
*fL.tidiSH-M> , >A(4.21 g)«OTHF(200 mOtfvUi^ 

^vST Ufc . RJS»£ft *4<rc-C4B«a*»S S-tffcft. 
*(250 g)^*^iHfW^t5>o< OitV^i. <fcWC. 6 

msmm Lxnwm&m&zmwt^Mioo mi > t»t 

/C?5U MJX?-;i'TS>'(8.44 mDfcT^'J^^f- 
/M5.26 ml)5:jDx, lSISISBfflKBReLfc. RJ£«$ 
E«ffttB9U Si»vx?y-;M150 mi)^Jni.TS 

izmsTx- 1 n^aa* & ?nf fc . «tas t^ns- ^bx. 

^tTMIB^-^I^^m-fe^B B H (14.2 g, 72%) i: tT 
#7t. NMR (CDC1 3 ) 5: 2.80 (2H, t, J = 7. 7), 3. 51 
(2H, t, J = 7.7), 3.60 (3H, s), 7.73 (1H, dd, J = 
1.8 and 8.8), 7.85-7.98 (4H, m), 8.13 (1H, m) . 
64c) 3- (6-7x3 y +)V) XlV* — )Vy°u \z*y 

St. 

mi&M6Ab) X^tzS- (6-7*nt-2-t7 1-)V) X)V* ~)V 
rat°7t-yg?ptf-;K14.1 g)<vmm%ffl.M ml)^m& 

K(8 mi)i:*(8 mD^mt. mmmmmttz. 
txtmwt. s^?g**(3oo gjtar, *#Tt=3o# 

fea. mkLxmnt^m^^m^CB.5 g, 99%) t 

LT#7t. NMR (CDCI3) 8: 2.82 (2H, t, J = 7.5), 
3.48 (2H, t,J = 7.5), 7.73 (1H, dd, J = 2.0 and 8. 
8), 7.84-7.97 (3H, m), 8.46 (lH.s), 8.92 (1H, br). 
64d) 4- (6-7 n y -f-JU) X)V* —)V-W-* ^-;l^-N 

:(l-(2-^f;H-e'; ^*;k)-4-f^U ^)7nny7 . 

HMW64c) -C#7t3- (6-7n 7 ^-;W) X/W* -;P 

rnh°^>-K(12.36 g)fcH0Bt(8.27 g)cODMF(200 ml)^ 
^hUxf-;UT5>-(10.93 g) i:WSC(l0.35 g)SrMifi 
Tlin£/£. mzmMMA2b)X"l%tzA-*l-)\sT 5. y-l-(2- 

* j-ju-A- tr >; i^'^) >j y (7 . 39 g) Sr sai-cnn ^. 
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sx^isaiL. m?M$&wti-hv*7J±T$mL. mutt 

x^y-;K B^x^/i^-X^y— ;K x*y— /K ft 

Kfli£»£Be»*(5.2g, 27»fcl/C»fc. NMR (CDC 
1 3 ) d: 1.57-1.88 (4H, m), 2.45 and 2.47 (3H, each 
s), 2.76-3.03 (7H, m), 3.55-3.60 (2H, m), 3.83-4.0 
3 (2H, m), 4.54-4.62 (1H, m) , 6.47-6.57 (2H,m), 7. 
73 (1H, dd, J = 1.5 and 8.7), 7.87-7.97 (3H, m), 
8.14-8.22 (2H, m), 8.48 (1H, s) . 
jmttffim C 25 H 28 BrN 3 0 3 Si:LT 
fHWt(%) :C, 56.60; H, 5.32; N, 7.92 
mMM(%) :C, 56.42; H, 5.09; N, 7.86 

3- (6-/Pt-2-t 7 ^/P) X/W*x;p-N-^ ?-/l/-N- (1- (4 

HSfi^J64c) T1#/c3- (6-rnt-2-t7f;W >UP#— ^ 
rnh°^y|K(343 mg)fc|Q*«42b)-C»3t4-^^rS 
y-1- (2-^ ^;l-4-b 0 U i^W b°^ »J >>> (200 rag) CODMF 
(20 ml)^^wsc(358 mg)SrJai.^T15^^#?M^ 

^Ar»SLT®f5^^S:*lfe^ H B B(145 mg, 28%) fc 
UTttJto NMR (CDCi 3 ) 1.50-1.85 (4H, m) , 2.76 
and 2.83 (3H, s) , 2.80-3.03 (4H, m) , 3.58 (2H, t, 
J =7.7), 3.93 (2H, m) , 4.59 <1H, m) , 6.63-6.70 (2 
H, m), 7.73 (1H, dd, J =1.8 and 8.8), 7.80-7.95 (3 
H, m), 8.13 (1H, s), 8.20-8.35 (2H, m) , 8.47 (1H, 
s). 

7G*#Wffi C 24 H 26 N 3 0 3 SBr 0.5H 2 0i:LT 
ff-Effi (%) : C, 54.86; H, 5.18; N, 8.00 

mmm (%) :c, 54.98; h, 5.20; n, 8.04 

3- [N- (3- (6- ? n 7 +)V) A)Vib—JV7 uj W A . 

)V\ -N- (1- (2-* f^-4- b° U V)V) -4- tf ^ V i/)\A T 5 

66a) 3-[N-(l-(2-^^;l^4-b°y S^M-tr^U >?/W_ 

7 $ / ) ro y y i?jy 

^hHlffi^J42a)Ti#/v:l-(2-^^-4-b 0 'J ^;U)-4-t°^ 

y Ky*^HJ60iJ3Oa) i:|i|«tLTSIS^^S:ltfe?ft 
«!ft(6«)i:LT»3t 0 NMR (CDC1 3 +D 2 0) d: 1.22-1.50 
(2H, m), 1.80-2.02 (2H, m), 2.45 (3H, s) , 2.57 (2 
H, t, J = 6.4), 2.58-2.80 (1H, m) , 2.82-3.02 (4H, 
m), 3.72-3.88 (2H. m), 5.14 (2H, s) , 6.46-6.58 (2 
H, m), 7.28-7.42 (5H, m), 8.11 (1H, d, J = 5.6). 
66b) 3- [N- (3- (6- 9 n o-2-^ 7 +)V) X/W* ~;U7 0 XJ _ 

Patent provided by Sughrue 



IVA M -N- [1- (2-^ b° U >^U)-4- b'^ U _ 

H»W66a) 3- [N-Cl- (2-P< f-H/-4- b° »J >VW -4- b° 

(0.3 ^)t^mmm^b)tnm^Lxm%iit^^^ 

J*Kflj(35X)kLT#feo NMR (CDC1 3 ) 1.48-1.88 
(4H, m), 2.44 and 2.47 (3H, s, each), 2. 38-3. 06 (6 
H, m), 3.36-4.06 (7H, m), 5.07 and 5.12 (2H, s, ea 
ch), 6.40-6.58 (2H, m) , 7.24-7.46 (5H, m), 7.52-7. 
66 (1H, m), 7.86-8.00 (4H, m) , 8.10-8.24 (1H, m), 
8.47 (1H, s). 

66c) 3- (N- (3- (6- 9 n n-2-^ 7 ^)V) 7s)V^-)V7°U 

njA ;W-N-[i-(2-^ f^-4-b°y ^)-4-b°^y VM m 
rs/irnbtys. 

HjSffe^j66b) -C»fc3-[N-[3-(6-^ nn-2-f7f;W X/W 
* x;u:rrM W >f ;W -N- [1- (2-;* ^)V-A- b° U S^U) -4- 

d) fc LT«BE^-&W*«iet&*(98%) fc LTff 

NMR (DMSQ6+D 2 0) (5-: 1.22-1.72 (4H, m) , 2.00-2.1 
6 (1H, m), 2.30 and 2.32 (3H, s, each) , 2 . 34-2 . 54 
(1H, m), 2.54-2.98 (4H, m), 3.02-3.20 (1H. m) , 3.2 
8-3.46 (lH,m), 3.54-3.72 (2H, m) , 3.74-4.06 (3H, 
m), 6.52-6.74 (2H, m), 7.68-7.78 (1H, m) , 7.90-8.0 
6 (2H, m), 8.10-8.32 (3H, m), 8.61 and 8.66 (1H, 
s, each) . 

7n3R#Wffi C2 7 H3 0 N 3 0bSCl 0.5H 2 0 0.2EtOHh LT 

(%) :C, 58.53; H, 5.77; N, 7.47 
mmm(%) :C, 58.36; H, 5.%; N, 7.22 

3- (N- [3- (6- 9 n n-2-^ 7 ^)V) X)Vfr -/l/7°n; W A _ 
/W-N-Cl- (2-p< ^;W-4-b° U >>7W) -4-b°^ U S/VW T S . 

HJ6M66c) Tl#^3-[N-[3- (6-^on-2-t7f;W 
^Z^7 0 nAV >f ;l/l-N-[i-(2-x ^-4-b° U S/;U)-4- 
b 0 ^. U 7Sy)7°Dt^yl(0. 22 g) SIKS (0. 2 
2 ml)<7)X?y-/M4.0 ml)«a[S:SffltWiaA»#«-ff 

«EEaHBUfe. ^ £ chp-20 j}7j± x*mm L X 

SfB<fc^£M&*(0.18 g, 77%)fc L-T»fco NMR 
(CD 3 0D) ^: 1.10-1.25 (3H, m) , 1.40-1.85 (4H, m), 
2.15-2.30(1H, m), 2.37 and 2.39 (3H, s, each), 2.4 
3-2.62 (1H, m), 2.65-3.02 (4H,m), 3.2CH3.38 (1H, 
m), 3.45-3.75 (3H, m), 3.80-4.15 (5H, m) , 6.54-6.7 
4 (2H, m), 7.65 (1H, dt, J = 2.2 and 8.8), 7.88-8. 
18 (5H, m), 8.54 and 8.57(1H, s, each). 
jumfrffim C 29 H 34 N 3 05SC1 0.5H 2 0i: LX 
tHM(%) :C f 59.94; H, 6.07; N, 7.23 
HHtf(%) :C, 60.03; H, 5.80; N, 7.00 

3- (6- 9 o 7 7s)Vjrs-)V-W-{\- (2-^ ^)V-\ 
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r f U i?)V) -4- f ^ 'J \?)\A -N- v-3- ( \-** V f: 

H]!ifi^J66c) TUfc 2- (N- (3- (6-? o D-2-^" 7 X/l^ 
*-;UTcmV-r ^]-N-(l-(2-^^yU-4-b'U S^M- 
tX'J y»7iy)rnt^yl(0.25 g) . f-3T*;l/# 
U> l-:**xKh!J7/t^nIf®ig(0.14 gh WSC(0.1 
3 g)i>«fctf>M y7*nfcT;PT5X0.24 ml)<7)DMF(5.0 m 

l/t#fc. NMR (CD3OD) S: 1.40-1.90 (4H, m), 2.10- 
2.53(4H, m), 2.62-3. 40 (10H, m) , 3.45-3.75 (4H, 
m), 3.78-4.40 (6H, m) , 6.57-6.75 (2H, m), 7.60-7.7 
5 (1H, m), 7.90-8.20 (5H, m), 8.53-8.63 (1H, m). 
I&tftmi C 31 H 3V N 4 0 5 S 2 C1 0.7H 2 0t LT 
ff-^HI (%) : C, 56.60; H, 5.88; N, 8.52 
USUI (%) :C, 56.65; H, 6.22; N, 8.89 

mmme9 

3-(6-^DD -2-1- 7 -?VU) X/l^ft —)V-2 , N- is* ^-/U-N- 
[1- (2-^ tf U ^VH-4-tf^ U S'/U] 7°a^N°^r 5. 

69a) 3- (6- ?on-2-t7f/W ^-^-2-^ f/PTn b:* _ 

HJfeCTld) Ti#Jt6-? a n-2-y. ;l/*rht7^l/y(2.0 

gh X99 y/MgX^/K2.22 aD&Xlf-Fh 'J^AX 
h * H (0 . 1 g) tf)X * 7 —Mgffi (40 ml ) £ 50"CT'16B# 

IB*»*aWfclt, JfcWfti£**U %*fclNfflrcH5 
5AtciO'»i!L-CWEfl;^!ft*?8ei»*(i.6 g, 73%) 

fcLTfifc. NMR (CDCI3) d: 1.19-1.34 (6H, m) , 2.6 
2-2.82QH, m), 3.02 (1H, dd, J = 7.0 and 13.2), 3. 
37 (1H, dd, J = 7.0 and 13.2), 4.12 (1H, q, J = 7. 
0), 7.36-7.50 (2H, m), 7.62-7.79 (4H. m) . 

69b) 3-(6-9 nn-2-t7f;H^W-;h2-^f;Pr. 
mmM69a) vmtzy- (6- 9 o u-2-^7 +*-2-X f- 

fcl^jSr*Sfe?ft*(49%) i: L/C»fc. NMR (CDCl 3 ) 
1.36 (3H, t, J = 7.0), 2.96-3.24 (2H, m) , 3.64-3.8 
2 (1H, m), 7.59UH, dd, J = 1.8 and 8.8), 7.84-8.0 
0 (4H, m), 8.47 (1H, s). 

69c) 4-(N-(3-(6-?nn-2-t7f/l/)X;l/*-;h2-^ . 
WnW-;H-N-^ J-/UT 5 J ] b^U SM-Xr/W* 

W&Mmb) Tlf/c 3- (6- ? o 0-2-^-7 - )V- 

2-* +)Vy°u b;t >m 1 4-X S^e^'J 
/U^>'Ktert-7'^;UXX^;U*»^||]|SW42c) t R^fc 
tTHfE-ffc^fllS^tfelSfti: LTflfc. NMR (CDC1 3 ) 
8: 1.10-1.90 (7H,m), 1.46 and 1.48 (3H, s, each), 
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2.50-2.95 (2H, m), 2.65 and 2.90 (9H,s, each). 3. 
00-3.20 (1H, m), 3.30-3.65 (1H, m) , 3.70-4.50 (4H, 
m), 7.58(1H, dd, J = 1.8 and 8.8), 7.84-7.98 (4H, 
m), 8.40-8.48 (1H, m). 

69d) 3- (6-? O X3-2-1- 7 j-)l>) —)V-2, N- i/* 

/HHl-(2-;*?7l/-4-try >?;W-4-tf^U >-7H7°n;N 0 . 

HMCT69c) 4- (N- [3- (6- 9 o a-2-^ 7 ^;P) x;l- 
*x/i~2-;>< f;l^7o fc*;*x/H-N-;X ^-;l/7*$ 7) 

7"f;ux -f;M0. 47 gh M)7 
;^aSI(4 ml)fcJ:Vh;l^x>'(4 mD^-^Sr^iS 

ft„ 4-^no-2-yf-;H^U^'>-(0.14 gh ftBW-h'J 
>7A(0.09 g)hlflK(4.0 ml)$r^L. 13<rcT2^BI*» 

vxyju* yj^x-mm txmat^m^m&mmo. 15 

g)htTf#^« NMR (CDClg)^: 1.26 (3H. d, J = 7. 
0), 1.20-2.00 (4H, m), 2.45 (3H, s) , 2.60-4.10 (7 
H, m), 2.90 (1H, s), 4.40-4.60 (1H, m), 6.44-6.58 
(2H, m), 7.59 (1H, dd,J = 1.8 and 8.8), 7.84-7.98 
(4H, m), 8.10-8.22 (1H, m), 8.45 (1H, s). 
7cS#f?rffi C 26 H 30 N 3 03SC1 0.5H 2 0t LT 
S\%M(%) :C, 61.34; H, 6.14; N, 8.25 
H-aiffi(%) :C, 61.66; H, 6.19; N, 8.12 

N-(2-T 5 yxf;l/)-3-(6-?nn-2-t7f;l/) 

;p-N- (i-(2-y ^-;U-4- f 'J -4- y ^Vi-) n" . 

HSS0<J51) t1#/i2-(N- (3-(6-^ a a-2-f 7 f-;W X/P* 
z^;U7°a f^-x;P] -N- (l-(2-y f-;W-4- 1° U i?)V) -4- f 
^.U y;l/)7S/)xf;^;l/A'* >"B?tert-7>;M0.15 
g) O^S!X^;U (1 ml ) j§?K^4N^bk3g»S|x^-;Uig 
$(3.0 ml)S:JPx.^T'13B#S^^M-tf^S, MJEMffi 
L. msm^hM. tt«LTfflE-fc^&*ifM&*(0.1 

6 g, NMR (DMS0-d 6 ) 5: 1.58-1.7 
9 (4H, m) , 2. 46-2. 49 (3H, m), 2.69-2.94 (4H, m), 3. 
27-3.65 (6H, m) , 4.01-4.34 (3H,m), 7.08-7.14 (2H, 
m), 7.73-8.32 (6H, m), 8.66-8.69 (1H, m). 
Tcm-ftffiU ^eHsa^ClOsS 2HC1 3H 2 0i:LT 

HWM (%) :C, 48.64; H, 6.12; N, 8.73 
H$!HI(%) :C, 48.54; H, 5.%; N, 8.47 

3- (6- 9 nn-2-t 7 ^;U) 7.;P^ - ;l^-N- (2- f-;UT . 
5 yxf;K-N-(l-(2-^ f-;t~4-b°U ^;U)-4-b"^U 

kM097O-e#^:N-(2-r 5 /xfyW-3-(6-? no-2-t 

7 ^-;l^) X/l^^ - ;m- (l-(2-y ^-;W-4- 1" U v';P) -4- 1 
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MR (CDCI3) d\ 1.60-1.63 (2H, m), 1.70-1.80 (2H, 
m), 2.19 and 2.21 (6H, each s), 2.29-2.40 (2H, m), 

2.44 and 2.47 (3H, each s), 2.84-3.03 (4H, m), 3. 
22-3.30 (2H, m), 3.56-3.63 (2H, m), 3.87-4.36 (3H, 

m), 6.47-6.56 (2H, ■), 7.57-7.63QH, ra), 7.92-7.9 
7 (4H, m), 8.14-8.21 (1H, m) , 8.47 (1H, s). 
jcmfttirm C 28 H 35 N 4 C10 3 S 0.5H 2 0i:LT 
fHM(%) :C, 60.91; H, 6.57; N, 10.15 
USHffl (%) :C, 61.02; H, 6.82; N, 10.08 

mmmi2 

3- (6- 9 nn-2-t 7 ^)V) X)V*~)V-W- (2-* h^S/X 
f-/U)-N-[l-(2-^ f^-4-b°U ^)-4-b°^U y»rq 

/N°yr5 f 

72a) N- (2-^ h^fS/X f-;P) -1- (2-^ ^;I^-4- b "J >VW _ 

-4-r$y t°^U i/y 

HJfe0iJ42a) Tltfc 1- (2-^ *f-)V-4r b U -4- b^. U F 

yfc2-^< f*^x^/i/t s >iphmmm2Ad) tnwzi, 

TSIB^^^ftlfe^«^(71%)i: LT»fc. NMR (CDC1 
3 ) d: 1.32-1.51 (2H, m) , 1.93-1.99 (2H, m) , 2.44 
(3H, s), 2.64-2.97 (5H, m) , 3.37 (3H, m), 3.49-3.5 
4 (2H, m), 3.79-3.87 (2H, m) , 6.49-6.55 (2H, m), 
8.14 (1H, d, J = 5.8). 

72b) 3-(6-^nn-2-t7f;KxW-;H-(2-^ h_ 
^S/X^)-N-(l-(2-^^-4-b°'J y 

/H/oAvrs f 

HJfe0lj72a) Tlf^N- (2-^ F ^ i/XfvU) -1- (2-* -f/^-4 
- b° U i?)V) -4-T 5 y b^ Ui^Vt H!6#tJ27b) Tl#?t3- 
(6- ? u o-2-^ 7 x;^*^7 8 P b°^- t>m. 
SS#lj53b) tT!Be^-&ft**Efe»*(10» t L 

NMR (CDCI3) 5-: 1.62-1.93 (4H, m), 2.44 an 
d 2.47 (3H, each s), 2.77-3.24 (8H, m) , 3.34 and 
3.39 (3H, each s), 3.53-3.61 (2H, m), 3.86-4.32 (3 
H, m), 6.46-6.54 (2H, m) , 7.52-7.62 (1H, m) , 7.89- 
7.97 (4H. m), 8.17-8.28 (1H, m),8.48 (1H, s). 
TtMftffim C27H32N3CIO4S H 2 0i: L"C 
ff-mffi (%) :C, 59.17; H, 6.25; N, 7.67 
MUM (%) :C, 59.06; H, 6.04; N, 7.43 

2- [ N- ( 3- (6- 9 o n-2- -t 7 + M X xy VT u b° X x 
>W -N- [1- (2-* ^)V-A- b° >J >-7U) -4- b°^< »J >-7 W T 5 . 
y)xf-/M;>< ^;P)#/I^5 y®tert-:/fvK 
73a) 2-7Syxf;W^f/W*/^\'$ >-BStert-:7> 

N-^^;UXf-^>-^T5>(15.41 g)OTHF(400 ml)^ 
yv -X^g?v : -tert-7 r, ^;Kl3.62 g)<7)THF(100 ml)*§?g£ 

o°cr i B#ra*^tT3n^- . $ h ^Mari7B§ra*^ a* 

»Kx^-cttaiL^o m&mzm7mmi~ h u * 
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xmmLx. &, io%)h 

LT#*r„ NMR (CDC1 3 ) 6: 1.26 (2H, br s), 1.46 (9 

H, s), 2.82 (2H. t, J = 6.6), 2.88 (3H, s), 3.27 
(2H. t, J = 6.4). 

73b) X [2- ( 1- (2-* f-/P-4- b U -4- b^ >J is, 

Hife^J42a)T-#3tl-(2-^f-;P-4-t"U ^'/MM-b^y H 
>- 1 mmWBa) X-%tz2- r$/xf;K^f;H^;l//N'* 
yKtert-y^Pt 3&^H5feCT24d) i: LTSia-fL 
^Sr*fe^^(73%) i: LTft^. NMR (CDC1 3 ) 8: 

I. 31-1.56 (2H,m), 1.46 (9H, s), 1.90-1.97 (2H, m), 
2.44 (3H, s), 2.69-2.99 (8H, m), 3.30 (2H. t, J = 
6.6), 3.78-3.85 (2H, m) , 6.48-6.54 (2H, m), 8.14 

(1H. d,J = 5.8). 

73c) 2-(N- [3- (6- ? u u-2-t 7 ^)V) Xf^—lVTVl. 

f^— ri>) -N- [l- (2-^ ^-;P-4- 1" U i^';U)-4- tv<. >J ^';W) . 

7* 5 7 ] xf-;W ( ^ f-;|^) ^ ^ 5 y&tert-Zf^-JV . 
IISSW3b) Ti#7t P< ^-;K2- [ [1- (2-^< f-;P-4-b° 'J >-7W 
-4-t'^U y;H7S y)x^-;W^;W\'5 y^tert-yf- 
IV t HJ£M27b) T1#^:3- (6- 9 n n-2-^- 7 f-;U) 

-ivzm vb?* 1 nsfiflaj53b) t mmz L T nie-ft^- 

^^B^.(55X) tLX%tz. NMR (CDC1 3 ) ^: 1.38- 
1.45 (9H, m), 1.67-1.77 (3H, m), 2.44and 2.47 (3H, 

each s), 2.83-3.10 (7H, m) , 3.18-3.30 (4H, m), 3. 
53-4.40 (6H, m), 6.47-6.55 (2H, m) , 7.56-7.63 (1H, 

m), 7.90-7.97 (4H, m), 8.14-8.21 (1H, m). 8.48 (1 
H, br s). 

Ttmftffim 03^^40055 0.9H 2 0i: LX 
^C%m.(%) :C 59.55; H, 6.68; N, 8.68 
H38HI (%) : C, 59.71; H, 6.98; N, 8.78 
HMM74 

3-(6-?nn-2-t7f;WXM =./l>-H- (2- ( ^ 1-)VT 5 . 
/)x^]-N-[l-(2-^ f-;U-4-b° U ^;U)-4-tf^>J i^'. 

kifeW3c) Ti#^2- [N- [3- (6- ? a 0-2-^ 7 f-;U) JUV 
*-;vro fc°^-^;i-] -N- [1- (2-^ ^-;p-4- tr u ^'/u) -4- 

*(S*W)i: LTf#/c. NMR (DMSO-dg) 5: 1.60-1.80 
(4H, m), 2.40-2.47 (3H, m), 2.60-2.71 (3H, m) , 2.7 
8-3.08 (4H, m), 3.19-3.66 (6H, m), 4.08-4.34 (3H, 
m), 7.09-7.22 (2H, m), 7.73-7.77 (1H, m) , 7.99-8.0 
4 (1H, m), 8.13-8.32 (4H, m), 8.64-8.69 (1H, m). 
TCS^-Wffi CzvHss^ClaOsS H 2 0 EtOAch LT 
tt»<l(%) :C, 52.58; H, 6.41; N, 7.91 
H-MS(%) :C. 52.33; H, 6.42; N. 7.99 

N- (2- (N-T -fef-;l^-N-y -f-)VT 5 7 ) -3- (6- ^ a . 

a-2-^- 7 ^-;W) -)V-ti- (l- (2-y f-;U-4- b y i. 
;U)-4-b^y i/;^rn>N°yT5 H. 
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5W74) X'%fz3- (6- 9 oo-2-t 7 f-/U) ;U-N 
- [2-U f-ywr 5 J ) xf-;W -N- (1- (2-^ f-/l^-4-b* 'J ^ 
*)-4-K^y^/W7D«y7S K~<SS&!S(0.20 gh 
&S*PK(0.20 g)tJj:l^M;x^T5y(0.40 g)tfHfi 
fllX f - P y ( 10 ml ) SrSift-C20«ria*» # fi-tf fcflL 

ll:£*J**rt5»*(0.13 g, LX%iz. NMR (CDC1 

3 ) 8: 1.63-1.94 (4H, m), 2.02-2.10 (3H, m), 2.44 
and 2.47 (3H, each s) , 2.79-4.02 (13H, m), 6.47-6. 
55 (2H, m), 7.58-7.63 (1H, ■), 7.94-7.99 (4H, m), 
8.14-8.24 (1H, m), 8.49 and 8.53 (1H, each s). 
TUSft^flfffi C 29 H3 5 N 4 C10 4 S H 2 0 0.2EtOAcfc LX 
ftML(%) :C, 58.99; H, 6.41; N. 9.23 
USSHI (%) : C, 58.92; H, 6.29; N, 9.14 

r N-(l-(4-tTU i^M-tWJ y»7nA'yrS T\ 
76a) 3-(7-7"n^:-2H-^a^ f )V)X>V*—)VTu 

M\3-(7-~7'a : t-2ft-7 n^< y-3-4 )V)X>V7 4 ^;K3. 
10 g)&EttBH-MJ'>A(1.39 gJtMStb'J^Ad. 
68 g)<0*^(25 ml)^\75°CT'jDi., -tcoiB*"C1.5^ 
IB*** fi-fffcflL *Mth'J^(1.0 g)tf>*igJK(l 
ml)i;7'o ; EC:{i<S?(4.93 g)*SPi. ll<TCT20l$Hh&» 

WaiL^ttJS^^JDL ftMLXWsi 

ft^ft&ilfi!R*(2.59 g. 75%) h LT»fc. NMR (DMSO 
-dg) 5: 2.63 (2H, t, J = 7.0), 3.50 (2H, t, J = 7. 
0). 5.06 (2H, d, J = 1.0) ,7.19 (1H, d, J = 1.8), 
7.24 (1H, dd, J = 1.8 and 8.0), 7.41 (1H, d, J =8. 
0), 7.48 (1H, s). 

76b) 3- (7-^a ^E-2H- ? tl* )V) X)l>-fc—)V-K- . 

^ ?-;HHl-(4- 1° U ^;P)-4-h*^ V i?)V\ TunvT 5. 

>'. 

H»W76a) tf*te3- (7-7' D^-2H-^ >"-3-^ ;l^) X 
/Ptf - ;l^7'Q >K(0. 35 g) i: HMCT30a) Tlt/c 4-;< 

f-^rs y-i-tt-iry y;p) tr^y S/X0.20 zxmwa 

0 ml)$§i£'M)MTMM(0.42 g)£jD;i, W&X*\y&tWP%\% 

T^M LTSie^^*^*lfeife B B H (29%) LT»fc. NMR 
(CDCI3) 5: 1.50-1.80 (4h\ ■), 2.84 (3H, s), 2.75 
-3.00 (4H, m), 3.50 (2H, t, J = 7.0), 3.93 (2H. 
m),4.63 (1H, m), 5.04 (2H. d, J = 1.2), 6.65 (2H, 
d, J = 6.6). 7.04 (1H, d,J = 8.2). 7.10 (1H, d, J 
= 1.8), 7.14 (1H, dd, J = 1.8 and 8.2), 7.31 (1H, 
s), 8.26 (2H, d, J = 6.6). 
Tmftffim C 23 rl 26 N 3 0 4 SBr 0.5H 2 0i:LT 
smm. (%) :C, 52.18; H. 5.14; N, 7.94 
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H$hl(%) : C, 52.05; H, 5.02; N, 7.78 

mmmn 

3-(7-:/n^-2H-? cm >V)xiV-fc— A-N-^f7k 

r N-[l-(2-^^-4-t° U ^VU)-4-f^«J y;H7DA7. 

HJfeM76a) X"fttl3- (7-7 O ^-2H-;7 a X y-3- -f )V) X 
)Vfc->V7"u b°:* >K t mtfcM42b) X-ntzA-* ^)VT 5 
y-1- (2-* f-;U-4- h° U i?lV) t"^ U y>*^HSfer?lJ76b) 

MR (CDC1 3 ) 5:1.50-1.90 (4H, m), 2.46 (3H. s), 2.8 
3 (3H, s), 2.75-3.00 (4H, m), 3.49(2H, t, J = 7. 
2), 3.93 (2H. m), 4.62 (1H, m), 5.04 (2H. d, J = 
1.2), 6.45-6.60 (2H, m). 7.04 (1H, d, J = 8.2), 7. 
11 (1H. d, J = 1.8), 7.14 (lH.dd, J = 1.8 and 8. 
2), 7.30 (1H. s), 8.15 (1H, d, J = 6.2). 
Tvm-frffiig. C 24 H 28 N 3 0 4 SBr 0.5H 2 0i: LT 
9HWK96") :C. 53.04; H, 5.38; N. 7.73 
H8M(%) : C, 52.87; H, 5.41; N, 7.61 

3-(5-?uu-3-X fVl^^Vf-:* 7 x M X)V*_ 

r.;P-N-^^-;l^-N-(l-(2-^^-;U-4-tfU : J)V)-A-\f^J . 

78a) 3-(5-?on-3-^f;Ky/f*7i V-2-i )V) 
X>i>-fc=.)V7u >m%i\S-7 a >V 

f^7i V-2-X/P7 4 ^/P*>£>llMjW76a) i: Hfll^ t 
Xmiit^OOD^Wz. NMR (CDCI3+CD3OD) 5-: 2.7 
2 (3H, s). 2.83(2H, t, J = 7.6), 3.59 (2H, d, J = 
7.6), 7.49 (1H, dd, J = 1.8 and 8.8), 7.80 (1H, d, 
J = 8.8), 7.83 (1H, d, J = 1.8). 
78b) 3-(5-?nn-3-^ f;KyVf*7 x ( )V). 
X)V*—)V-W-y< f-A~N- [1- (2-^ f 'J i»W) -4- . 

HMW78a) Ti#?t3-(5-^ nn-3-^ f;Ky/f^7i 

y-2— ( iv) x)v*—)V7u \?*vmt mmmtib) x-ntz 

A-m-)VT 5 y-i-(2-^^-;u-4-t°y is>i>) f^y -jy-fr 

t>mmm6b) t mmz LxmM-it^m^m&M^(4f,i) 

btXntZo NMR(CDC1 3 ) S: 1.42-1.90 (4H, m), 2.45 
and 2.47 (3H, s), 2.74 (3H, s), 2.75 and 2.82 (3 

H, s), 2.80-3.05 (4H, m) , 3.68 (2H, t, J = 7.7). 

3.92 (2H,m), 4.54 (1H, m) , 6.45-6.60 (2H, m) , 7.51 
(1H, dd, J = 1.8 and 8.8), 7.80 (1H, d, J = 8.8), 
7.85 (1H, d, J = 1.8), 8.15 and 8.20 (1H, d, J = 

6.0). 

TVmttVrm C 24 H 28 N 3 03S 2 C1 0.25H 2 0hLT 
SUM (SO : C, 56.46; H, 5.63; N, 8.23 

mmm(%) -c, 56.45; h, 5.75; n, 8.40 

Wt«79 

3-(4'-?aoh'7 4 -iV-\-4>V) X)V*=~)V-W-* 

N-(i-(2-^^-;u-4-b°y y;p)-4-f^.y VMTu^yr _ 
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79a) 3-(4'-?OOt'7x ~)V-\~A )V) XH>7fi-}U7°XJ _ 



a)kra«tLTHIB^^**f€^(54%)fc LT» 
Jt 0 NMR (DMS0-d 6 ) 2.56 (2H, t, J = 7. 6), 3. 58 
(2H, d, J = 7.6), 7.52 (2H, d, J = 8.8), 7.71 (2H, 
d, J = 8.8), 7.93 (2H, d, J = 8.8), 8.10 (2H, d, 
J = 8.8). 

79b) 3-(4'-?Dnh'7^ —)V-A-4 X)V*~)V-W-_ 

x ?7HM1- (2-^ fvi/-4-b° y -JjV) -4- b°^ y 7°. 

5ISft^J79a) T#7t3- (4'-?onb'7x — ;U-4-> f /P) 
^-^Tat°^yKtlljteM42b)T1#^4--^^r 5 7 
-1- (2-^ ?*A/-4- b° U i/)V) b°^ y 5/ feH8dW?6b) t 
LT§IIE^^^lSfefe H a (49%) l/tftfc. NMR 
(CDC1 3 ) 0: 1.55-2.00 (4H, m) , 2.45 and 2.47 (3H, 
s), 2.78 and 2.85 (3H, s) , 2.75-3.05 (4H, m) , 3.5 
3 (2H, t, J = 7.7), 3.94 (2H, m), 4.65 (1H, m) , 6. 
45-6.60(2H, m), 7.47 (2H, d, J = 8.8), 7.56 (2H, 
d, J = 8.8), 7.75 (2H, d, J =8.4), 8.00 (2H, d, J 
= 8.4), 8.16 (1H, d, J = 6.2). 
jcmttffim C 27 H 30 N 3 O 3 SC12:LT 
ftttffi (%) :C, 63.33; H, 5.91; N, 8.21 
(%) :C, 63.05; H, 6.14; N, 8.44 

3-((E)-2-(4-/n^7x-/l/)Xf-MXW^H- 

^/l/-N-(i-(2-7fvu-4-b° y sMO-4-tr^y iS;i>)y 0 

80a) 3- C (E) -2- (4-7'n^ 7 x -7U) Xf-/H X/U*— _ 

;l/7°nt°^yg, 

f&fb3- [ (E) -2- (4-7 0 7 x -;^) xf-/W 7 -f - 

;u*^nj^6a) t mmttz Lx&mt^m^m&mm^A 

7o)tLXWz« NMR (DMS0-d 6 ) d: 2.66 (2H, t, J = 
7.2), 3.41 (2H, d, J = 7.2), 7.50 (2H, s) , 7.70 (4 
H, s). 

80b) 3- ( (E) -2- (4-7"u^ 7 x -/W xf-/H X/P*— . 
/P-N-y f-/k-N-(i-(2-7 f^-4-b° y S^/P) -4-b°^ y >>\ 

»fetflJ80a) T1#^3- ( (E)-2- (4-7 'M 7 x «/W X^r- 
;H 7/I/*-;P7 0 u b°^ VSi: HSftM42b) T*#*:4-;rf 

5 7-1- (2-7 ^;u-4-b y s^) b^ y i/> fremiti. 

W76b) b mmiz LTHIB^**«ifeiBA(67%) iU 

NMR (CDCI3) ^ : 1.50-1.90 (4H, m) , 2.46 (3H, 
s), 2.77 and 2.84 (3H, s), 2.75-3.05 (4H, m), 3.50 
(2H, t, J = 7.1), 3.93 (2H, m), 4.63 (1H, m) , 6.4 
5-6.60 (2H, d). 6.88 (1H, d, J = 15.8), 7.39 (2H, 
d, J = 8.4), 7.53 (1H, d, J = 15.8), 7.58 (2H, d, 
J = 8.4), 8.15 (1H, d, J = 6.6). 
Tmttffim C 23 H 28 N 3 0 3 SBr 0.9H 2 Oi:LT 
tmm (%) :C, 52.85; H, 5.75; N, 8.04 
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USUI (96) :C, 52.99; H, 5.67; N, 7.70 

mmm&i 

(E) -3- (6- 9 nn-2-t 7 X}V*~)V-H-X ^;l^-N- . 
(l-(2-^f/M-ey ^;W-4-tf^y y;H7°n^7S. 

81a) 6-^nu^^^l/y-2-x;l^7>f yWtf-hV^A 

*»» (150 mi) izmmmic) x^%tzm\^r9uu^y^ 

7U>-2-X!U*-Ml5.7 g)Sr70°C"CJn^. Z&i&m 

Sia-fb^(12.6 g, 84%)£»fc. NMR (DMS0-d 6 ) 
7.50 (1H, dd, J = 2.2 and 8.8), 7.72 (1H, dd, J = 
8.2 and 1.4), 7.86 (1H, d, J = 8.2), 7.95-8.02 (3 
H, m). 

81b) (E)-3-(6-?nn-2-t7f;i/)x;^-;l/7? y 
^hy^A(0.50 g)tf>*»?fc(20 mD'vKBMK^MJ^ 

JU(0.20 g)<7)7j<^(l ml)fc2,3-^7 r oqEitt<K(l-3 

8 g)Sr6o°crjn^. n<rc?20Rtt^&aiffc. ftssm 

Z^m. 7K8fe. tt»LTlOE^«lii»«fiBI*(0.24 g. 

40%)bLTl%tl. NMR (DMSO-de) ^: 6.78 (1H, d. J 
= 15.0), 7.75 (1H, dd, J = 2.0 and 8.8), 7.77 (1H, 

d, J =15.0), 7.94 (1H, dd, J = 2.0 and 8.8), 8.15 
-8.35 (3H, m), 8.56 (1H, s) . 

81c) (E) -3- (6- 9 a o-2-^~ 7 V) 7 ^ 
;U-N- [1- i-JU-A- b° y y;P) -4- b°^< V i/)V\ 7°n^ 

HJfeCT81b) (E) -3- (6- ? o a-2-^ 7 7;^ 
y !U&tmtkM42b)T'&tz4-X^Jl'T 5 7-1- 
(2-^ f-;P-4-b° y -J)V) b°^< y S/y*^HS615lj76b) b Wl 

mizLxmn^m^m&M^B(3T/o)b lxwz. nmr 

(CDC1 3 ) a: 1.50-1.90 (4H, m) , 2.45 and 2.48 (3H, 
s), 2.87 and 2.99 (3H, s) , 2.75-3.05 (2H, m) , 3.97 

(2H, m), 4.70 (1H, m) , 6.45-6.60 (2H, m), 7.32 (1 
H, d, J = 14.6), 7.48 (1H, d, J = 14.6), 7.60 (1H, 

dd, J = 1.8 and 8.8), 7.80-8.00(4H, m) , 8.17 (1H, 

d, J = 6.0), 8.49 (1H, s). 
TCMttffim C 25 H 26 N 3 03SC1 • 1.3H 2 0fc LX 
fHW(%) :C, 59.17; H, 5.68; N, 8.28 
HS9ffi(%) :C, 58.91; H, 5.76; N, 8.67 



3- (6- 9 n u-2-^ 7 +)V) X f-;U-N- [ [1- _ 

(4-b y -4- b°^ y p< +)V\ 
SUfiWlb) Tt#?t4- [4- (N-* ^;l^T ^7)7 f-;U-l- b"^. 
y s^;H b° y i^V b *3!f6^J27b) Ti%tl3- (6-^ o o-2-^ 
7^;l/)7;l^*^;i/7nb°^>'^iollSfiW6b) fc 
KLTHE^^**iettA(58X)fctT»fe. NMR (CD 
Cl 3 ) d : 1.26 (2H, m), 1.60-1.80 (3H, m) , 2.73 (2 
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H, t, J = 7.5), 2.79 (2H, m), 3.12 (2H,t. J = 6. 
2), 3.55 (2H, t, J = 7.5), 3.85 (2H, m), 5.% (1H, 

m), 6.62 (2H, d, J = 6.6), 7.60 (1H, dd, J = 1.8 
and 8.8), 7.85-8.00 (4H, m), 8.23(2H, d, J = 6.6), 

8.47 (1H, s). 

TiM^mm. C 2 4H 26 N303SC1 • 0.5H 2 0i; LX 
H-gffi (%) : C, 59.93; H, 5.66; N, 8.74 
USUI (%) : C, 60.17; H, 5.87; N, 8.62 



3- (6-7DD-2-t7f/l/) Z.)V-*—)V-2, 2,N- hV * f7P 
-N-(l-(2-y ^-/U-4-by v^)-4-b^y y/H7oA-y 

75 h*. 

83a) 4- (N- [3- (6- ?oo-2-t7 -?-/l/) f-:*-2 , 2->-'y f - . 
/I^TO b:*x;l/)-N-y f-;UT 5 y ) b^. U 

4- [N- (3- 7DO-2, 2-~J* -?-/W7°C7 b:*^/W -N-y ^/P 
T 5 7 ) b^ »J ^'y-l-^^^ y^tert-T'f-yKO^O 

g) , HM^Jld) T1#/i6- y a a-2-y 7° 1- i~y 
(0.71 gk -fhy^Ay h^f xh'(0.11 g)£yyy-/w 
(14 mlHcJn;^ 70°Ct-24B#p B 1*^ »■£ fcflL ^^J$r 

£*(0.86 g, 84%)*»fc. NMR (CDC1 3 ) 8: 1.44 (9H, 
s), 1.46 (6H, s), 1.20-1.90 (4H, m), 2.60-2.90 (2 
H, m), 2.89 (3H, s), 3.34 (2H, s), 4.05-4.55 (3H, 
m), 7.36-7.52 (2H, m) , 7.61-7.71 (2H, m) , 7.72-7.8 
0 (2H, m). 

83b) 4- (N- (3-(6-y o a-2-^7 -f-/P) X;!-*— ;P-2, 2- . 

V'y f;P7o b* — -N-y -f ;i^r 5 J ) b^ y >-'y-i- 

58tt«83a) Ti#^4- (N- (3-<6-y o -?-;l-) f-*- 

2, l-V* ^-)VTU \ZJ[—)V\ -N-y f-;PT 5 y ) b"< l> S/ 
y-l-^/U-iO-Stert-y^/W^^SIMMlf ) i: |hJ«C L 
TSIEl'b-^Sr*Sfeil H ^( 6 8%)i; LT#^„ NMR (CDC1 

3) 8: 1.47 (9H,s), 1.59 (6H, s), 1.40-1.70 (4H, 
m), 2.65-2.90 (2H, m) , 2.93 (3H, s) , 3.67 (2H, s), 

4.10-4.50 (3H, m), 7.67 (1H, dd, J = 2.0 and 8. 

4) , 7.86-8.08 (4H, m) , 8.48 (1H, s). 

83c) 3-(6-? nn-2-t7f;WX/^-/h2,2,K- h V _ 

y f-/nMi-(2-y f-zi-4-b y i//M-4-b^y : J)V\y_ 

H^J83b) T#^4- (N- [3- (6-? n n-2-^7f-/k) X/U 
^-^2,2-y7Wae^/!/)-N-^f;U7Sy] b 
^'J x>'-l-^;^>Ktert-7'^-;K0.62 g)th'J 7/U- 
^DpS(3.1 ml)$rh;UJiy(3.1 mDtCjDX.. m&X'l 

i)£*a»u iHR-^HJ^W.tt g)Srjnx-c. i3<rc 
z&ik^i-uyx'mi. io%^b?-^ h y ? A#*fK"Cffi 
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£»fiiMWBfl»*<0.18 g, 29%) £ LXmtl. NMR (CDCl 
3) S: 1.59 (6H, s), 1.60-1.90 (4H, m), 2.46 (3H, 
s), 2.80-3.05 (5H. m). 3.68 (2H, s) , 3.97 (2H, d,J 
= 12.4), 4.35-4.65 (1H, m), 6.46-6.60 (2H, m). 7. 
57 (1H, dd, J = 2.2 and 8.8), 7.86-8.06 (4H, m), 
8.17 (1H, d, J = 5.8), 8.48 (1H, s). 
Tcm-ftVr W. C 2 7 H 3 2 N 3 Q3 SCI • 0. 5H 2 Oi: LX 
ff"»ffi(%) :C, 62.00; H, 6.36; N, 8.03 
Haiffi(%) :C, 61.96; H, 6.38; N, 7.98 
9lS6ffl84 

3- (6- 9 o 0-2--^ 7 &)V)DV-fc—JV-2-* j-Jls-N- [1- (2 

r y ^-4-b V y;W-4-b^. y y';H7 ob:* yir S . 

84a) N-d-Oi^V^-b^y y';W-3-(6-^no-2-t. 

7 f-;U) x;i^*:i/U-2-y f-/l/rn b^- yMT S. H . 
^*SM69b) Ti#*:3- (6-7'a ^e-2-7- 7 f-AO x/P* 

2-y f;i/7n b?r 7ifc4-7$y -1-^ > y v 

>frt>mmm76b) t mmt LxmsZik&fazwm&ffix 

(73%) t L"C#Jt . NMR (CDCI3) 5": 1.30 (3H, d, J = 
7.0), 1.24-1.54 (2H, a), 1.64-2.16 (4H, m), 2.66- 
3.00 (3H ( m), 3.09 (1H, dd, J = 4.0 and 14.0), 3.4 
7 (2H, s), 3.44-3.70 (lh\ m), 3.80 (1H, dd, J = 8. 
0 and 14.0), 5.53 (1H, d, J = 8.2), 7.20-7.38 (5H, 

m), 7.57 (1H, dd, J = 2.2 and8.8). 7.84-7.96 (4H, 

■), 8.45 (1H, s). 

84b) 3-(6-^no-2-t7f;W ^)V*—)V-2-X 

r (i-(2-yf;M-b'j s^M-b^y i?)V\ rob^y . 

H5fc#J84a) t1#fcN-(l-^y >-';U-4-b^ y =J)V)-3-(b- 

?on-2-t7 f-;U) x;W*^;P-2-y ^-;U7°a b^j- vW. 
T5M0.34 g)«01,2-y7oox^y(2.0 ■1)*S['V0 
• , C-C-^an^S?l-^oax^-;K0.16 mD^Mt. 70°C 
■C6^Bl3&»*a-fffca, y^y-;K2.0 mDSrin^.. 70 

-?a a-2-y +)V\Z y ^> (0. 18 g) &£VBffc1- bV*> 
A (0.11 g)£ai®(2.0 ■DtHni. 130"C-C2^fS^#S 
4f^. RlBMSrMJEillffiL. »Bft£ttHLX*-V'V'C# 
10%^K^ h y »7A7k^?8Tifc#f&. iS*§H8v^ 

/W5AtmU, SfS-fL-^I*?ifeiE H B B ^)5|?(0. 1 
0 g, 29»fc L/Cftfc. 
7C«*Wffi C 25 H 28 N 3 03SC1 0.5H 2 0i:LT 
ftg:ffi(%) :C, 60.66; H, 5.90; N, 8.49 
H8M(%) :C, 60.94; H, 5.90; N, 8.53 



2- (3- (6-7 n n-2-7- 7 ^-;P) x;U*x;^7°n b;U) -8- (2. 

r y ^-4- b y >-';w) -2, 8- y7fxtrn (4. 5) -f# y-i . . 
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85a) (l-^ys^i^i-b^y y'jfy) yrygtixf. 

l-^sy^;k-4-h°^U HVdO gh i^T sm&^M9. 
67 ml). s)iHrmm(2.6 ml) 

5rbyUX>-(50 mDtCjD^.. £j&-r3>;>l<$rDean-Stark-C 

NMR (CDt,0D) 8: 1.33 (3H, t, J = 7.0), 2.60-3.40 
(5H, m), 3.52-3.80 (2H, m), 4.00-4.28 (1H, m) , 4.3 
0 (2H. q, J = 7.0), 4.39 (2H, s), 7.42-7.65 (5H, 
m). 

85b) l-^yS^-4-X h*is*})l>i$-)l>*^)W<V _ 

isT yitt) 0 >7 A {2 . 59 gj <7)7K?§?S(10 ml ) £ HMW85 
a)Xl%tz (1-0-^-4-b 0 ^ U is V 7=» y77Si!x 
^-;H£ii&(8.5 g)<7)X^y-;K43 ml Ht/US^iP 

&o°cTmMfr%mi£tzm. mmz&nLtz. mm 
vm^m^mw mi)^ mt. 2Am^\mm.ttzm. msm 

do mi)^jDi.r. zomffiWtfiLfz. %.mmzmj£mm 
£*«®^*5^At*9iSL wbi/cbieiT: 

^&«ftMfR!fc<7.16 LT»fc. NMR (CDC1 3 ) 
5: 1.52-1.70 (2H, m), 2.05-2.40 (4H, m), 2.45-2.6 
5 (2H, m), 2.59 (2H, s), 3.47 (2H, s), 4.09 (2H, 
q, J = 7.2), 4.19 (2H, q, J = 6.8), 7.10-7.35 (5H, 
m) . 

85c ) &-<> i/lV-l- [3- (6- 9 o U-2—t 7 f)V) X>1>* _ 
~)V7"u bVH -2, 8- i^'Tif X b o [4. 5) ft V-\ , 3-^X 

HJ£#lj85b) TflVzl-Ky i?J]s-i-X. h * isil)Vit—)V* 

f-zUb^ y : Jy-4-#)U#>Wtx.*f-}Hl . 12 g) <7)i&&K 

*»ao ■i)Sri6B#fSBKSLfc«. mmmmttz. mm 

!fe!l£DMF(20 ml)t?§^L. DCC(0.70 g) SrflPX -CMfiT'l 
# »tf /£« . 3-(6-^no-2-t7f;Wx;^- 
A^7n b/L-T 5 >-J£Kt&(0. 98 g) t h U x^/l-T 5 > 

(0.94 ■i)&nnisaiT3^ia*»#ai^. mmzz . 

g) t ££4§*P1K13 ml) 4>100°CT1B^^# aWffc . 

*W»***U *»£gtSEiBffi. «S**^U^y;l/ 
^7A-r-«S2LTMie'fb^SrMfe*l^(1.20 g, 75 

NMR (CDC1 3 )S: 1.36-1.54 (2H, m), 1. 
86-2.22 (6H, m) , 2.54 (2H, s), 2.76-2.94 (2H, m), 
3.10-3.26 (2H, m), 3.52 (2H. s), 3.59 (2H, t, J = 
6.8), 7.18-7.38 (5H, m),7.59 (1H, dd, J = 2.0 and 
8.8), 7.80-8.06 (4H, m) , 8.45 (1H, s). 
85d) 2- (3- (6-? UXD-2-1-y*}-)V)X)V-fc—}V7°U b" _ 
M -8- (2-.X f-;P-4- f 0 i?)V)-2, &- : JT1rX to [4.5). 
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HM0»j85d) T"#fc2- 1 3- (6- ? n a-2-*- 7 X)Vfc— 

>vzru b/H-2, 8- ^'Tif'x trn [4. 5) =ri] y-i, 3-^y 

*»£HS«H84b) fc LTSie-ft^l^?g^*(ll 
JDfcl/Tflfc. NMR (CDC1 3 ) $ : 1.54-1.76 (2H, m), 
1.98-2.20 (4H,m), 2.47 (3H, s), 2.65 (2H, s), 2.94 
-3.14 (2H, m), 3.23 (2H, t, J = 7.2), 3.63 (2H, t, 

J = 6.6), 3.76-3.92 (2H, m), 6.48-6.60 (2H, m) , 
7.61 (1H, dd, J = 2.2 and 8.8), 7.82-8.02 (4H, m), 

8.20 (1H, d, J = 5.8), 8.46 (1H, s). 
jtmftffitg. C 27 H 28 N 3 0 4 SC1 2.8H 2 0£ LX 
Itffffi (%) : C. 56.25; H, 5.87; N, 7.29 

mmm(%) :c 55.99; h, 5.48; n, 6.95 



.(E) -4- (6- ? n a-2-^" 7 f)V) X)\s~fc—)V-W-* -f-JU-li- . 
.(l-(2-^ ^/U-4-b U 5^P)-4- 1"* U ^-VW^-^VT . 

86a) (E) -4- (6-^ a o-2--^ 7 f-;P) X/1/^-/1~2-7t. 

m&W>\a)X't%tz(>-7uxi1-7?Uy-2-X)l<7 -f >-®? 
-^-hy^A(1.0g)i:3-7'o^:^ah >-®?x^;P (0 . 85 
g)£DMF(15 nDtCjni. ^«T14fiHa*»Sa*fca. * 

«feit^!|***ffiBA(0.49 g, 433!)*»fe. NMR(CDC 
1 3 ) 5^: 1.26(3H,t, J = 7.2), 4.62 (2H, dd, J = 1.2 
and 7.7), 4.17 (2H, q, J = 7. 2), 5.87 (1H, d, J = 
15.8), 6.82 (1H, dt, J = 7.7 and 15.8), 7.60 (1H, 
dd.J = 1.8 and 8.8), 7.80-8.00 (4H, m), 8.44 (1H, 
s). 

86b) (E)-4-(6-?on-2-t7f;l/)X;L'*x;k2-7'f 
HjtfeM86a) X*Wz (E) -4- (6-? O C7-2-^ 7 f)V) X)V-fc 

-)\s-2-y r 7-ym^)V(o.5& g)c7)@^K(6 m\mmzm 

398(0.6 mD^jD^.. ll<rC-C3BSIB*»*aWffc1SI, Mffi 

«atfc. m&wz&*toz-wm^}vx-fa&Ltz. m 

m&^^ B (0.42 g, 78%)Sr^„ NMR (CDCl 3 ) d: 4.05 
(2H, d-like), 5.88 (1H, d, J = 15.8), 6.82-7.02 (1 
H, m), 7.61 (1H, dd, J = 1.8 and8.8), 7.80-8.00 (4 
H, m), 8.44 (1H, d, J = 1.4). 

86c) (E) -4- (6-7 n n-2--)- 7 f)V) X)V^~ ;l~N-^< f- 

iv-w- (l- (2-^ f y ^';i/) -4- y -2-rt. 
yrs h*. 

^M0lj86b) Tl#7t (E) -4- (6- ?DD-2-f7 X 

-)v-2-7-fym^mmm(>b) t mmiz Lxmsats 

m<36%)t:'&tZ. NMR (CDC1 3 ) d: 1.50-1.80 (4H, m), 
2.46 (3H, s), 2.74 (3H, s), 2.80-3.10 (1H, m), 6. 
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30-6.80(4H, m),7.60 (1H, dd, J = 1.8 and 8.8), 7.8 
5-8.00 (4H, m), 8.17 (1H, d, J = 5.6), 8.45 (1H, 
s). 

imfi-mm c 26 h 28 cin 3 03S2:lt 

ifgffi (%) :C, 62.70; H, 5.67; N, 8.44 
HMtt (%) :C, 62.64; H, 5.64; N, 8.31 

HJfe#D5c) *Cffl:2-{6-? no-2-f7fyW X)Vfc—)l> 
m&t l-(4-fcf U b^ ^V*^H^j76b) fc 13|« 
fcLTSie-fk-^I^ilfeM H H H(42%)i: LT»fc. NMR (DM 
SO-de) 8: 3.10-3.80 (8H, m), 4.84 (2H, s), 6.80 
(2H, d, J = 6.6), 7.71 (1H, dd, J = 2.2 and 8.6). 
8.00 (1H, dd, J = 1.4 and 9.2), 8.05-8.40 (3H, m), 
8.17 (2H, d, J = 6.6), 8.63 (1H, s). 
HS60IJ88 

3- [2- (6-? o n-2-r 7 ^)V) X)Vfr -;l-xf/H -2 , 4- : J 
V -8- (2-^ -r /P-4- b U -1,3,8-1- D TlrX b . 
.n(4.5)x^y 

88a) 3-(2-7o^X^)-2,4-v^*dfV-l,3.8-h U7. 
jfX b°o (4. 5) >--8-#;P;tf Vgftert-y^P 
2 , 4-^df y - i, 3 , 8- h U Tif' X b n [4 . 5) ff} 
/l^yKtert-V^/MWysong, C. N. ; Yokum, T. S.; M 
orales, G. A.; Gundry, R. L. ; McLaughlin, M. L. ; 
Hammer, R. P. J. Org. Chem. , 1996, 61, 7650) (2. 7 

gh 2-7ntx^y- ;K1.5 g)fcitXby7i-^ 

7 4 y(3 g)£THF(50 aDtZftfrU fflRjUSST, 0°CT* 

jux. ymm(5 mi ) ttz . ra£M£ saunas** 

is U # 7^ THWH LT SK^-^I tl,2-hh'7y 

y^^^yKi^x^<7)*«7l:lii-^j(5.01 g) 

fc. iOfg^Sr-ecO^^^RlSS^fflV^. NMR (CDC 

1 3 ) 8: 1.49 (9H, s), 1.50-1. 70 (2H, m) , 1.95-2.15 

(2H, m), 3.10-3.35 (2H, m), 3.61 (2H. t, J= 6.4), 

3.93 (2H, t, J = 6.4), 3.93-4.10 (2H, m). 

88b) 3-(2-(6-? OD^t7f;W^*-/l'Xf;W- 

2,4-i^3fV-1.3,8-r- 'JTf^e n(4.5)f*y-8-A. 
/l-#:>'Ktert-7'f-/K 

IU6W88a) T-1#7t3- (2-7"O^EX^-;P)-2, V-l. 
3 , 8- hl» T 1r\X b n (4 . 5) -r # ^-8-^;U # >'S?tert-7' 
x/U fc H)Sfe^Jld) t1#7t 6- ? u u-2-.x /l^:rhx7?l/ 
ItftPDa) fc P18I L T 3- (2- [ (6- 7 a n-2-r 7 
fvW f-sf) Xf-/W-2, 4-5^r# V-l. 3. 8- h U TIPX b 
n(4. 5)r^ y-8-^;U^>B?tert-yf-;u^#7t. c:<o 

£&Sfe^ H B B (17%)2:LT*#*:„ NMR (CDC1 3 ) S: 1.48 (9 

Patent provided by Sughrue 



H, s), 1.60-1.72 (2H, m) , 1.90-2.10 (2H, m), 3.10- 
3.30 (2H, m), 3.80-4.10 (4H. m), 6.42 (1H, s), 7.6 
0 (1H, dd, J = 1.8 and 8.8), 7.90-8.00 (4H, m), 8. 
54 (lH.s). 

88c) 3-[2-(6-? 00-2-^37 ^;U)x;U*x;UX^;l/|- 
8- (2-* f-;W4- tT U ! J)V) -1 , 3 , 8- h U T-T^. bo (4. 5] . 

Ilii8#l88b) "Cf$fc3-[2-(G-? on-2-f X/U*x 
/PXx/W -2, 4- >-'jJ-^ V-l , 3, 8- h y Tf-'X to(4.5)f 
# y-8-^;U^>Ktert-7*^;P*^HJfiM83c) 

UTIBE^'&ft*iife«*(13» fc tTf#fc. NMR (CDC1 
3 ) 5": 1.65-1.90 (2H, m) , 2.00-2.30 (2H, m). 2.45 
(3H, s). 5.20-3.45 (2H, m), 3.45-3.70 (2H, m), 3.7 
0-4.00 (4H, m), 6.40-6.70 (2H, m), 7.50-7.75 (2H, 
m), 7.85-8.10 (4H, m), 8.13 (1H, d, J = 5.4), 8.54 
(1H, s). 

7Cig##Tffi C 25 H 25 C1N 4 04S 0.25Me0H H 2 0h LX 
trSCffi(%) : C, 56.26; H, 5.24; N, 10.39 
HSHI(%) : C, 56.01; H, 5.14; N, 10.54 

3- (2- (6-7 OD-2-t 7 *h)V) Z.)V*—)V7° O b;H -8-(2. 

b y ^/u) -l, 3, 8- h y r-r x en (4.5) -f * . 

y-2 , 4- i-^ V 

89a) 8-(2-^A-4-by S^/W-1,3.8- h y TfXtn 
[4.5) t-'^ >-2, 4-v^" 

^J&W2a)Ti#fcl-(2-^/l'-4-by i/VU-)-4-b^y H 
V(1.9 g), ^er^xr^G.lS gJJoit/v-TWb 
^-hy7A(0.72 g)2rx^y— ;K15 ml)-* (15 ntl)t 
t^)SL, 50-55°CT'15B$ra*^?Hf?t. RJE?gSr^ai 
t*(10 mDSrJn^.. W-ajLfclSA^^ffi. ^tT® 
12^^5(1.7 g, 66Z) NMR (DMS0-d 6 ) 8: 1.28 
-1.90 (4H, m), 2.32 (3H, s), 3.10-3.40 (2H, m), 3. 
70-3.94 (2H, m), 6.60-6.80 (2H, m) , 8.03 (1H, d, J 
= 5.8), 8.59 (1H, s), 10.73 (1H, s). 
89b) 3-(2-(6-;d xd-2-1- 7 X)V*—)V7°n b 
; W -8- (2- ^ -f-JU-A- b y i>VW) -1 , 3 , 8- h y T if X b a . 

lllffi0<J89a) Ti#*:8- (2-^ f-;t~4- b U VtV) -1 , 3, 8- h U 
T-TX bo [4 . 5) ^-2 , 4- i** y (0 . 26 g) b mOSffttS 
b) Tl#/i3-(6-7 an-2-x7^-;U)X;U-*x;P7*oysv 
-;K0.28 g)t3it^h 'J7x- -f X0.29 g)Sr 

dmf(io mOtf^JSL. 40%rv> ? ^^^yssv ! xf-;u 

c7) h ;ux y^^rffiT l-tz . KJE^$rMlS-C'15B$^# 

^^.^y^y^^AT-fifStTSiB 

ft^Bf*«ft«fi»5|c(30 mg, 5»fcUT»fc. NMR (CDCl 
3 )(5-: 1.65-1.80 (2H, m), 2.00-2.40 (2H. ■), 2.45 
(3H, s), 3.16-3.38 (4H,m), 3.61 (2H, t, J = 6.6), 
3.74-3.95 (2H, m), 6.45-6.6 (2H, m) , 6.99 (1H, s), 
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7.60 (1H, dd, J = 1.8 and 8.8), 7.85-8.00 (4H, 
m), 8.18 (1H, d, J=6.0), 8.47 (1H. s) . 
TcMttffim C 26 H 27 C1N 4 0 4 S 0.8H 2 0t LT 
itnm (%) : C 57.67; H, 5.32; N, 10.35 
HS!HI(%) : C, 57.63; H, 5.55; N, 10.07 

4- (3- (6- ? o 0-2-7-7 ■f-iU) X)Vib—)V7"a b/P) -8- (2 

7 x j-iv-a- b y i?iv) -i-^r-4 . 8- : jt^x b o (4 . 5) -f 

# >-3-5j- y. 

90a) 6- ? o n-2- (3- ?oo7n b7U) X/U* 7 . 

# V t6-^nn-2-(3-yntrn b/P) X/l'*— ;Ur)-. 
7 ? U y 

HSS0<J81a) -C#Jt 6- ?ont7^U V-2-X/U 7 4 i'g? 

U»>A(2.49 g) hl-7"D^-3-^narnyN°y(7.87 
g)£DMF(30 ml Hc^70rT18B*H*># RJ£ 

1:1^^(1.70 g, 52%)£#7t. NMR (CDC1 3 ) 5: 2.19 

-2.41 (4H, m), 3.31-3.38 (2H ( m), 3.49 (1H, t, J = 
6.2). 3.64 (1H, t, J = 6.2). 7.60(1H, dd, J = 2.0 
and 9.0), 7.88-7.98 (4H, m) , 8.48 (1H, s). 

90b) 3-^ y-l-fT-4,8-y'7fXfn(4. 5) "ft] V- . 

8-# )i>X ygftert- rf^)V 

gh f^'j3-;H(2.2?), flSKTV^-^-Ml.tf 

8> fciViS^kaK^^^AdMl g)£ Wkx>-(60 
■l)fc&D;t2.5B«SBlSLfc. RfcJfcfcTlcCftJRU 

^T^LTl^fc^£*rt&l6ifc<2.79 g. 51%) t L 
XWz. NMR (CDC1 3 ) 5: 1.46 (9H, s), 1.87-1.95 (4 
H, a), 3.06-3.20 (2H.m), 3.58 (2H,s) , 3.87-3.97 (2 
H, m). 6.81 (1H, br s). 

90c) 4- (3-(6-? oo-2-t7f;H XlV-fc—lVyu b _ 
/W -3-^-^r V-l-f-T-4 , 8-^'T-TX bn (4.5) x# V-8-. 

# >Kter t- 7*7^ . 

SSttW90b) Tl#fc3-:*^ V-l-f-T-4 , 8- i?T*fX b n 
(4 . 5) t # y-8-^r /l^>'B?tert-7'7^M 1 . 42 g) <7)DMF (2 
0 ml)^^*^T. *^ki-NU^A(60%?fitt;0.23 
g) * Jni.(yc-Cl«ria*»& »tf fcffc, HJS0lJ9Oa) Tit fc6- 
?nn-2-(3-?oo 7*0 b/H X/pjfcx/^-f 7 ^ 1^ y i: 6 
-? ao-2-(3- 7*0^7*0 b/U) XiV-^—JV^y ?V>cr> 

1 ; la^ftd . 70 g) £ an ifc . msrce nmfrz 

ftttfid.26 g, 45%) i: LTt#5t. NMR (200MHz, CDC1 3 ) 
S: 1.49 (9H, s), 1.67-1.73 (2H, m) , 1.94-2.09 (4 
H, m). 2.89-3.02 (2H. m), 3.23 (2H, t, J = 7.5), 3. 
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40 (2H, t, J = 7.5), 3.50 (2H, s), 4.14-4.23 (2H, 
m), 7.60 (1H, dd, J= 2.0 and 8.6), 7.87-8.00 (4H, 
m), 8.48 (1H, s). 

90d) 4-(3-(6-^DD-2-t7 -f-fU) X)V-fc —)V7°U\f_ 

/W-l-f 7-4,8-y'rf x t n (4. 5) y h . 

HMM90c) X-ntzA- (3- (6- 9 O Q-2-J- 7 fvV) X/P* — 
fr7°n¥jU)-3-tt y-l-^T-4, 8-x'Tif X bn (4. 5] 
x^y-8-^;P-i<yg!tert-7'f-;K0.10 g)0 h U 7/M" 

mt^mn^&mmo.u g, stw>fcLr»fe. nmr 

(DMS0-d 6 ) S : 1.89-1.96 (2H, m) , 2.05-2.15 (2H, 
m), 2.58-2.69 (2H ( m), 3.11-3.29 (4H. m), 3.44-3.5 
8 (6H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 7.87-8. 
00 (4H, n). 8.49 (1H, s). 

90e) 4- (3- (6- ? u 0-2-7- 7 ^jrlV) X>V* — )V7'u b 
;U]-8-(2-P<f-;U-4-b V iS/\s)-l-1~T-A,8-i?T J fXM_ 
p(4.5)x^V-3-^->'. 

HSfeWOd) Ti§rt:4-(3-(6-? nn-2-t7f;H x;l^* - 
a b;H -l-f-T-4 , 8- i^TifX b a (4 . 5] 7* ^ >-3- 
^r>- b U 7;^ni^S!i^(0.21 g) , 4-^an-2-^f 
;l/b U y> (65 mg) t h 'J X^-;PT $ > (65 mg) <7)x^ J 

-)i-mm(5 mi)%$¥g*uox;iz3mmmLtz. Kims. 

fEfc^*!S©»*(<>.16 g, 83X)tLt#fe. NMR (CD 
Cl 3 ) 5 :1. 80-1. 86 (2H, m), 2.08-2.21 (2H, m), 2.4 
8 (3H, s), 3.03-3.15 (2H, m), 3.23 (2H, t, J = 7. 
7). 3.38 (2H, t, J = 7.4), 3.54 (2H, s) . 3.87-3.94 
(2H, m), 6.51-6.57 (2H, m) , 7.58 (1H, dd, J = 2.2 
and 8.8). 7.86-7.96 (4H,m), 8.22 (1H, d, J = 6. 
0), 8.47 (1H, s). 
7Cir5##Ni C 2 5H 28 N 3 C103S 2 £ LT 
fHHt(%) :C, 57.84; H, 5.57; N, 7.84 
mmm(%) :C. 58. 01; H. 5.43; N, 7.63 

mmmn 

3- (3- (6- ^ O C-2-7- 7 ^)V) X)Vi^~)V7"a M)V\ -1-^ . 
3-)V-&- (2-^ 1~)V-A- b y x/U) -1 . 3 . 8- h y Tif X b o _ 
(4.5) irf]V-2A--J^V_ 
91a) A-i/T J-A-{^)VT^J) b^-U 

N-Boc-4-b^y h'y(19.92 g) t^f-^T5 y(6.76 g) 
Sr^^y-;K20 ml)t3 < J;t^*(20 ml)tc^L, 
l,ZisTVik1-W7MA.<) g)CD7mm(12 mDSrjiTL 

&LTmMt&to(25 g)*#fe. NMR (CDCl 3 ) ^ : 1.4 
5 (9H. s), 1.50-1.72 (2H, m), 2.53 (3H, s) , 3.12- 
3.32 (2H, m), 3.80-4.00 (2H, m). IR (KBr) : 2230, 1 
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698, 1422 cm-i. 

91b) 4-y7y-4-(l-^f;^l/^( K) tf^y i^-l-tf. 
/l^yagtert-T"^ 

HSfeWla) Tl#^4->-Ty-4-(p< f-/UT 5 y ) >J x 

y-l-^;^yKtert-^;Kl2.5 g)<DftSK30 ml)?§ 
^i/T^'J »7A(6.55 g)<O*8l?$(10 ml)£m.i& 
TWT ttz . RJ£$£50rTUB#ll1A>#a-t?*:f&. 

*.cowxim Ltz&. mfctiimi- h y ^^x-^^ttz . 

IB4l^^£*£fe&Hli<6.7 g, MDtLXWz. NMR (CDC 

1 3 ) 8 : 1.46 (9H. s), 1.80-1.95(2H, m), 2.32-2.5 

0 (2H, m), 2.93 (3H, s) , 3.10-3.28 (2H, m), 4.05- 

4.28(2H, m), 4.84 (2H, s) . IR (KBr) : 1696, 1420 cm 
-l 

91c) \-*^-)V-2, 4-j**3MM, 3, 8-h'JT1fXh-o(4. . 

HJSWlb) Tlf ^-v-TV^-d-^/l^W K) 

•J ^'y-l-^;l-^>g!tert-7'^-;K3.85 g) £10%JSlt(10 

m&mz*ffiik. m^asstf- h y v^xmmLtz. mm 

£S*U Mia-fk-^5Sr|tefe^ H B B (2. 17g, 56%)hLTf# 
fc. NMR (CDC1 3 ) S : 1.24-1.32 (2H, m), 1.48 (9H, 
s), 1.66-1.75 (2H. m), 1.80-1.93 (2H, m), 2.82 (3 
H, s), 3.40-3.59 (2H, m), 4.00-4.25 (2H, m), 8.03 
(1H, s). IR (KBr): 1767, 1716, 1700 cm" 1 . 
91d) 3-(3-(6-^ao-2-77f-;U)x;U^x;l^7"abVP) . 
7 1-M <f-lV-2A-¥** y-1, 3,8- h 'J T-f^s t°a [4. 5) t. 

ns&wic) x-ntzi-x i~)v-2A-=J** j >r-\,?>, 8- h y r 

fx b° a (4 . 5) r# >-8-# )V # y i?tert-yf-/U t 

fi»J18b) Xi%tz3-(6-7 n a-2-7 y -f-)U) x;^-Wn 
; W-/W*><oSlJi£0lJ88a) i: ftfllfc: t^Mie-ffc^^ltfe 
^*(71%)i: ttUfc. NMR (CDC1 3 ) 8 : 1.48 (9H, 
s), 1.50-1.60 (2H, m), 1.78-1.92(2H, m), 2.00-2.13 

(2H. m). 2.81 (3H, s), 3.18-3.27 (2H, m), 3.35-3. 
53 (2H, m).3.59 (2H, t, J = 6.8), 3.98-4.20 (2H, 
m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.84-8.00 (4H, 

m), 8.47 (1H, s). 

9ie) j,-{y-{( J -9un-2- J )-y^-)V)X)V^~)vy°u\^)V'\ . 
r i-y ^-;i-8-(2-^ ^->v-A-\: y ~JM -1 , 3, 8- b y rif x 
t°o (4 . 5) fa y-i, 4- : J* y . 

HSfeWld) fit £3- (3- (6-? d a-2-7 7 ^-;U) X/U* - 
)VTu h'/UM-y f-/U-2, 4- : Jtt V-1.3, 8- h 'J TifX 
bo (4.5) r# >--8-^;U-^>B!tert-^;K0. 39 g) £ 
h/Ux:x(2 ml)i>J:l/r-y 7;M-uPSK4 mlHdgfg 

aumgeat^. mm* £ x * y -;K20mi ) k&s? 

U r-yxf-;l/T5>(0.7 ml)i>J:t>'4-?oo-2-y ^- 

Patent provided by Sughrue 



us. ras$£ift*au mm* mm- v y «7A*ssft 
ws-^uxr ^ a xmm lx ibm^* *atei&* 

(0.27 g. 6T%)bLXWZ. NMR (CDC1 3 ) S : 1.60-1.7 
5(2H, m), 1.90-2.15 (4H, m) , 2.47 (3H, s), 2.79 (3 
H, s), 3.20-3.30 (2H, m) , 3.62 (2H, t, J = 6.4), 
3.75-3.90 (2H, m), 6.50-6.59 (2H, m), 7.60 (2H, d 
d, J = 2.0 and 8.8), 7.85-8.00 (4H, ■), 8.19 (1H, 
d, J = 6.0), 8.47 (1H, s). 
7mttmm ^H^C^Si; LX 
WrM-M(%) : C, 58.00; H, 5.59; N, 10.02 
mfflM(%) : C 58.22; H, 5.55; N, 9.88 

mmm 

4- (N- (3-(6-?UQ-2-t7f^) XtV^—lVT'CI fcVH -N 
-f-)Vi])V> -i /H -1- (2-^ f)V-A- 1° y i?)V) -4- t? _ 

92a) 4-T S y-l-(tert-^ h^-^^;^— ;P)-4-b°^.y 

2, 4-i/**r y-1 , 3, 8- h U T"fX fa (4.5) 
/^-K^gjtert-:/ ^;K8. 08 g) . N,N-i/7f^7i7e 
y^X37 mg) fcilXh yx^-;PT$>-(3.05 g)<OTHF 
(200 ml ) m&^ZMM v-'-tert-T'f-^ (14.4 g) Sr?ST 
t. $^(2^ST'5B#^#iI-ff^m. RJ^M^MjEH 

L7t. »fen/£H*t^ l-dfv-X?>-(200 ml)t?§S 

L. lN*B!^hy^A*^(250 mD^Jn^.. MimX' 

mt. m&*m*v^j±7mmx*tmi l zmmLtz. mm 

Ltzm^^. *8t. &MLXm&ik&fa(5.63 g, 7 
6X)£»fc. ^^SriiaiLT. $ ^icjHie^-^l(1.17g, 
16%)$rf#^<, NMR (CDCI3+DCI one drop) d : 1.47 (9 
H, s), 1.68-1.90 (2H, m), 2.10-2.20 (2H, m), 3.45- 
3.80 (4H, m). 

92b) 1- (tert-f h * is%)V7$—)V) -4- (X b df 
p.)VT 5 y)-4-f^y 

kitW2a) rt#3t4-T 5 y-1- (tert-7" h - 

;p)-4-tf^y ; jy#;u#yM(o.9& g) t ey ^'>-(o.8 

g) <?>WC* ^-Uy(50 ml) ?§^-30°CT' ^ o n^ixf 
;K0.95 ml)Sr?iTL. m.i&X'Z feC5«rBtt»*a'€fc. 
S«?gSr^l«IL. S©^&tKT'#S?. 8KK***y>A 
*?£?g-epH3i: PHx^T-ttajL^:. 

fli(0.9 g)Sr^„ #^>iX^?*^c7)x^y-;K5 ml) 

?t M^iN*ge-f^ h y ^a^§?«(6 mi) ^mtm^Tis 

ion, PLLC - http://www.sughrue.com 
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*AT*9SKLfc. JWKSr«BEe*LTHIB^^*(0.61 
g, 48%)£»fc. NMR (CDCI3) d : 1.25 (3H, t, J = 
7.1), 1.46 (9H, s), 1.90-2.20 (4H, m), 3.00-3.22 
(2H, m), 3.76-3.98 (2H, m), 4.13 <2H, q, J = 7.1), 
5.11 (1H, bs), 7.47 (1H, bs). IR (KBr) : 1698, 16 
74, 1534, 1433 cm" 1 . 

92c ) 4-(N- (3- (6- 9 o n-2-^7 *jr)V) X )Vib—j\S7u b° . 
/!/) -N-y ^)Vii)V> ^ <i )\A -4- (x h S^/Ptf — 7l^T . 

$ y) tr^y ity-i-#)Utf>mtert-7^;u 

mmmvzb) x^tz i- (tert-y h ^ x# ^ -4- (x 
h * x^tf-^r 5 y ) -4-b 0 ^ y 1 2- 

(2-y f-z^T 5 yxf;l/X;^-;W-6-?nnf7 ? U 
y*^HSfeM30b) k ffiKfc: LTHfB^tt**!ifi»3fc<9 
4»kLT»fc. NMR (CDCI3) d : 1.23 (3H, t, J = 

7.0) , 1.44 (9H, s), 1.70-1.92 (2H, m), 1.92-2.10 
(4H, m), 3.12 (3H, s) , 3.12-3.85 (8H, m) , 4.12 (2 
H, q, J =7.0), 4.97 (1H, s), 7.57 (1H, dd, J = 1.8 

and 8.8), 7.84-8.00 (4H, m), 8.49 (1H, s). 
92d) 4-(N- (3- (6- 9 n n-2-^ 7 f)V) X)Vi£—)VTu b° 
/W-N-y )V\-\-{2-* ^/U-4-b° y VM- 

4-b°^ y V)Vii)VJ^ 5 ylxf;l^ 
^WJ92c) Tl#^4-(N-(3-(6-^ on-2-t7fW X/U 
* - /|^7°u K7W -N-y ^)Vi3)V) >(;H-4-(xF^y 
~;U7 5 y ) b°^ »J ^y-l-^^V^tert-y'f- 
/I^€>30W»91e) k H«t LTHIB^***ffe»*(9 
4»kLT»fc. NMR (CDC1 3 ) 5" : 1.23 (3H, t, J = 

7.1) , 1.88-2.20 (4H, m) , 2.20-2.42 (2H,m), 2.44 (3 
H, s), 3.10-3.40 (4H, m), 3.15 (3H, s) , 3.42-3.66 
(4H, in), 4.11 (2H,q, J = 7.1), 5.06 (1H, s) , 6.40- 
6.55 (2H, m), 7.57 (1H, dd, J =1.8 and 8.8), 7.83- 
8.00 (4H, m), 8.16 (1H, d, J = 5.8), 8.49 (1H, s). 
TcS^Wffi C 29 H 35 C1N 4 0 5 S 0.5H 2 0kLT 

fttMS (%) :C, 58.43; H, 6.09; N, 9.40 
&fftt(%) :C, 58.65; H, 6.05; N, 9.14 



4-T 5 y-N-(3-(6-^ n u-2-f7^)V) X/^^/o 
.bVW-N-yf-/U-l-(2-y^-4-b 0 U >W-4-b°^JJ ^ 
A^l'SlWf If 5 F?3a) 1- (tert-^ b ^ S^ypjtf— /W -4 
r (tert-yh^r^^7fv^TSy)- 4-b\ 

^y ^y^/i^yi 



HJfi#y92a) ?»fc4-T 5 y-l-(tert-^ h 3f 
;U)-4-b°^y ;/V#/l^>SK2.45 g)tf)lN*»ffc*- h U 

BWc*XrU^A*»JBTCi>H 3 k U »lxf;KliliiUL 

»«^«Ee*LTffiEfl:^ft(0.61 g, 74%) Z% 
tz* NMR (CDCI3) * : 1.44 (9H, s) , 1.46 (9H, s), 
1.90-2.10 (2H, m), 2.60-2.90 (2H,m), 3.08-3.22 (2 
H, m), 3.75-3.90 (2H, m). 

Patent provided by Sughrue 



93b) 4-(tert-^b^r^yP^yUT 5 y)-4-(N-(3-(6- . 
;nn-2-t7 —)Vy o bVW -N-y 

A't^HtXiJ yy-l-*/W#VMtert-yf-/K 
HSfi^J93a) T-#7tl-(tert-y h * S^;l^~/U)-4-(ter 

St2-(2->f;l/7$yxf;^;^x;W-6-^ont 

»*(84X)fcLT»fe. NMR (CDCI3) 5 : 1.44 (18H, 
s), 1.70-1.82 (2H, m), 2.00-2.20 (4H,m), 3.10-3.80 
(8H, m), 3.15 (3H, s) , 4.83 (1H, s), 7.55-7.62 (1 
H, m), 7.85-8.00 (4H, m) , 8.47 (1H, s). 
93c) 4-75 y-N-(3-(6-^nn-2-t7f ;l/)X/^*x;l/ 

7°n t7W -N-y fvu-l- (2-y ^/P-4- tr y -4- b°^ . 

k*M93b) T^#7t4-(tert-y h *f ^fr/M?— /UT 57)- 
4- [N- [3- (6-? U U-2-~T 7 ^)V) X)V* ~)V7°U b7W) -N 

(63%) b LX%ti. NMR (CDCI3) a : 1.50-1.70 (2H, 
m), 1.96-2.10 (2H, m), 2.20-2.30 (2H, m) , 2.44 (3 
H, s), 3.10-3.20 (2H, m) , 3.25 (3H, brs) , 3.30-3.4 
5 (4H, m), 3.48-3.70 (2H, m), 6.45-6.55 (2H, m) , 
7.59 (1H, dd, J = 2.0 and 8.8) ,7.85-8.00 (4H, m) , 
8.15 (1H, d, J = 6.4), 8.46 (1H, s) . 
Ttmftffim C 26 H 31 C1N 4 03S 0.75H 2 0k LX 
H-Hlffi(%) :C, 59.08; H, 6.20; N, 10.60 
M(%) :C, 59.09; H, 6.17; N, 10.52 

3- (7- 9 o n-2-7^ 7 ^)V) X/U* — ;l^-N-y -^;U-N- [1- (2. 

7 y ^;^-4-b°u ^)-4-b°^u ^wroAvrs k . 

94a) 3- (7- ?nn-2-t7f/W7 )Vi£ —)VT vx^Vfj )V 
WCl-9 uai~79U >-2-X)U*—;UfrbmW.M76ai) 

tmmizLxmm&mzm&mm53%) t Lxntz. n 

MR (DN50-d 6 ) 2.58 (2H, t, J = 7.3), 3.62 (2H, 
d, J = 7.3), 7.78 (1H, dd, J = 2.2 and 8.8), 7.95 
(1H, dd, J = 2.0 and 8.8), 8.16 (1H, d, J = 8.8), 
8.25 (1H, d, J = 8.8), 8.40 (1H, d,J = 2.0), 8.59 
(1H, s).94b) 3- (7-^nn-2-t7f;WX;l/ 
*x/U-N-y ^-N-(l-(2-y f-;U-4-b° U >>7U)-4-b 0 ^_ 

HJfe#l94a) T»fc3-(7-^ n u-2-7~ 7 
rnyN°y^;^#>Ki: ^jffe^J30a) *tm:4-y ^/WT 5 y 
-l-(4-b U ^'^) e^U S^y^69GMM76c) k L 

TMie^^^*feM B B a (58%)kL'rt#^o NMR (CDCI3) 
d : 1.50-1.95(4H, m), 2.45 and 2.48 (3H, s) , 2.76 
and 2.83 (3H, s) , 2.80-3.05 (4H, m), 3.57 (2H, t, 
J = 7.7), 3.93 (2H, m), 4.59 (1H, m) , 6.45-6.60 
(2H, m),7.64 (1H, dd, J = 2.2 and 8.8), 7.85-8.05 
(4H, m), 8.15 (1H, d, J = 6.0), 8.42 (1H, s). 
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Tcmfrffim C25H28N3O3SCI 0.5H 2 0kLT 
ftJMI (%) =C, 60.66; H, 5.90; N, 8.49 

mmm <%> = c, 60.82; h, 5.72; n, 8.53 

3- (5-? nn-2-t 7 f7 W ^;P-N- [1- (2 

r ^< fvU-4- b° U >W -4- b 0 ^ (J 7°u; n° > T 5 H . 
95a) 3-(5-?nn -2-^ 7 *)V) X)V^ —juyas \° > # ;U 

fcra«CLT^^^WSr«H5H*(64%)i:L'C»fco N 
MR (DMS0-d 6 ) 5": 2.59 (2H, t, J = 7.3), 3.64 (2H, 
d, J = 7.3), 7.71 (1H, t, J = 8.0), 7.96 (1H, d, J 
= 7.8), 8.09(1H, dd, J = 2.0 and 8.8), 8.28 (1H, 
d, J = 8.4), 8.42 (1H, d, J = 8. 8), 8. 71 (1H, d, J 
= 2.0). 

95b) 3-(5- ? OO-2-t 7 +)V) X}Vib—)V-tt-X ^)V-\h 

(i- (2-* ^-4- try >>*;u)-4-t°^u VM-mnvr 5 



»M95a) ~e%t3r (5- ? o n-2-^ 7 ■f-zW 

-l-(4-b°U fcT^U ^>*^^MM76c) fc [siatt L 
TIIEft^tlifi^(64X)fcLT«fe. NMR (CDC1 3 ) 
(5": 1.50-1. 95 (4H, m) , 2.45 and 2.47 (3H, s), 2.76 
and 2.82 (3H, s), 2.80-3.05 (4H, m) , 3.60 (2H, t, 
J = 7.5), 3.93 (2H, m) , 4.58 (1H, m), 6.45-6.60 
(2H, m),7.58 (1H, t, J = 8.0), 7.80 (1H, d, J = 7. 
6), 7.95 (1H, d, J = 8.4), 8.01 (1H, dd, J = 1.8 a 
nd 8.8), 8.15 (1H, d, J = 5.8), 8.48 (1H, d, J = 
8.8), 8.53 (1H, d, J = 1.8). 
ymttVtm C 25 H 28 N 3 0 3 SC1 0.5H 2 0htT 
fWffi (%) :C, 60.66; H, 5.90; N, 8.49 
(%) :C, 60.54; H, 6.15; N, 8.56 

mmm% 

3- (6-^ h * 7 ^)V) X/U* ~)V-W-X ^)V-H- ( 1- 

(2-^^;U-4-b°li S/^)-4-t°^U i//]/)7°u^>T$ H. 
96a) 3-(6-* h^f y-2-t7f W XW^7nA tt y)> 

a) fc Rftfc: LTHIE^^*S:*lfeH*(68%) k LTf# 

7to NMR (DMS0-d 6 ) d : 2.56 (2H, t, J = 7. 4), 3. 57 
(2H, d, J = 7.4), 3.93 (3H, s) , 7.34 (1H, dd, J = 
2.2 and 8.8), 7.50 (1H, d, J = 2.2), 7.84 (1H, d, 
J = 8.8), 8.06 (1H, d, J = 8.8), 8.14 (1H, d, J = 
8.8), 8.48 (1H, s). 

96b) 3-(6-p< b^y*2-t7f/WXW-/H-^f;k. 

N-[l-(2-^^;P-4-b <> u ^7W-4-b°^y x/iO:rnytyr 

OA e y yg^fc ggjfe#j30a) T*#*:4-* +)VT 5 
7-l-(4-b°U b°^ y S^j&>6£ttW76c) fc 

Patent provided by Sughrue 



LTSiE^-^I$-*$fe*£a(63%)i:L-C#^. NMR (CDC1 
3 ) 5: 1.50-1.95 (4H, m), 2.45 and 2.47 (3H, s) , 
2.75 and 2.82 (3H, s), 2.80-3.05 (4H,m), 3.56 (2H, 
t, J = 7.7). 3.93 <2H, m), 3.97 (3H, s), 4.60 (1 
H, m), 6.45-6.60 (2H, m), 7.21 (1H, d, J = 2.2), 
7.29 (1H, dd, J = 2.2 and 8.8) ,7.80-7.95 (3H, m), 
8.15 and 8.19 (1H, each d, J = 6.0), 8.41 (1H, s). 

ym^-mm c 26 h 31 n 3 o 4 s o.5H 2 oi: lt 

H-gffi(%) :C 63.65; H, 6.57; N, 8.56 
mmm(%) :C, 63.87; H, 6.40; N, 8.61 

3- (6- 7 )VX u-2-i- 7 i-tV) X IV* —>V-W-X +iV-W- II- 
f-/P-4-tT U t"^U -JM 7°UJ*yT 5 K . 

97a) 3-(6-7>ls7i-X3-2-1-7j->l')X>l>*-}U7°KiJ*y*j 

a) t mmiz Lxmm-it^^m&^B(2m t lt*# 

tz. NMR (DMS0-d 6 ) S : 2.57 (2H, t, J = 7. 3), 3. 61 
(2H, d, J = 7.3), 7.65 (1H, dt, J = 2.6 and 8.8), 
7.88-8.00 (2H, m) , 8.19 (1H, d, J = 8.8), 8.35 (1 
H, dd, J = 5.8 and 9.2), 8.64 (1H, s) . 
97b) 3-(6-7)VJ-X3-2-i~7^-)U)X;\s*—)l-U-j<i-)l'- 

Hi-(2-^ f-/i/-4-tr>j s^uM-e^y i/Mvunyr _ 

Hlt#lj97a) T-%t&-{b-7)V*U-2-1-7j-)V) X)V*— 
>Vyu;<iVfi)Vtf.>W. t HMWOa) -C»fc4-^ ^)VT 5 

y-i- (4-tr o y =j >fr$>mmm6c) b mmiz 

UTHE^-&ftSr*rtySA(67»fcLT»fe. NMR (CDC1 

3 ) d: 1.50-1.95 (4H, m) , 2.44 and 2.47 (3H, s) , 
2.75 and 2.83 (3H, s), 2.80-3.05 (4H,m), 3.58 (2H, 

t, J = 7.7), 3.93 (2H, m), 4.60 (1H, m) , 6.45-6.6 
0 (2H, m), 7.44 (1H, dt, J = 2.4 and 8.6), 7.57 (1 
H, dd, J = '2.2 and 9.6), 7.88-8.08 (3H, m) , 8.14 
(1H, d, J = 5.8), 8.51 (1H, s) . 
limftmm. C 25 H 28 N303SF 0.25H 2 OhL-C 
ItSCffi (%) : C, 63.34; H, 6.06; N. 8.86 
H$M(%) :C 63.22; H, 6.17; N, 8.59 
HS6M98 

3- (6-* ^)V-2-i-7 1~)V) X)V^=~)V-^-^ f-;U-N- [l-(2. 
7 ^^-;U-4-b°U -J)V)-A-\i^) y/l/)7o^>75 H . 
98a) 3- (6-^ i-JU-2-f- 7^-)V)X)V^ —}V7° unvf))V 

b mmz m&mmm) t txmc . n 

MR (DMS0-d 6 ) d: 2.54 (3H, s), 2.56 (2H, t, J = 7. 

4) , 3.59 (2H, d, J = 7.4), 7.56 (1H, dd, J = 1.4 a 
nd 8.4), 7.86(1H, dd, J = 2.0 and 8.6), 7.87 (1H, 
s), 8.08 (1H, d, J = 8.6), 8.12 (1H, d, J = 8.4), 
8.52 (1H, s). 

98b) 3- (6-* +Ar2^y+MXJirtli=J\HhX ^/HJ- 
Mion, PLLC - http://www.sughrue.com 
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(l-(2-y^-/l-4-b'J itiD-A-KlV y';H7DA-yT$. 
>*. 

»5fc0IJ98a) T#*:3- (6-y +)V-2-& 7 1-)V)X)Vfc-)V 

-i-(4-e o vm b*^'j ^*y*»4>nifceT76c) t Htttc l 

THiS'fl:^i»**lfS|ga(5KK)kLTtS'fc. NMR (CDCl 3 ) 
8: 1.50-1.95(4H, ■) , 2.44 and 2.46 (3H, s), 2.57 
(3H, s), 2.73 and 2.80 (3H, s) , 2.80-3.03 (4H, 

m), 3.57 (2H, t, J = 7.7), 3.91 (2H, m), 4.58 (1H, 
m), 6.45-6.60 (2H, a), 7.48 (1H, dd, J = 1.6 and 

8.4), 7.71 (1H, s), 7.80-7.95 (3H, m), 8.14 (1H, 

d, J = 6.2), 8.45 (1H, s). 

TC^frtfrd C 26 H 31 N 3 0 3 Sh LT 

KM (%) :C, 67.07; H, 6.71; N, 9.02 

HSlffi (%) :C, 66.77; H, 6.64; N, 8.97 

HSfeW99 

4-(3- (6-? on-2-t7f/H x/Wtf^/iyro/w -f rtO- 
8-(2-^f-/l^-4-b* >J SM-)-l-^T-4,8- ^'T-rxbu [4.. 
5]T^y 

99a) 8-(2-y f-;U-4-b U -l-^-T-4, 8- ~JT*fX b . 
ptt,5)T*>>. 

23t«42a) -C1#7t 1- (2-y ^vU-4- b U ^7k)-4-b^ U Y 
>-(0.80 g) i;vXxT5>^B!lS(0.72 gJSrX^y— A- 
(15 ■DfcjBi, 5B*HB18KL*:SL ?t&£$JE@*L 
fc. L . #cBt# 'J 'J tttc 

T®E<ffc;£*(0.52 g, 5Q»£»fc. NMR (a)Cl 3 ) 5: 

1.96-2.01 (4H, ■), 2.45 (3H, s).3.02 (2H, t, J = 

6.2), 3.17-3.44 (4H, m), 3.64-3.76 (2H, ■), 6.50- 

6.57 (2H, m), 8.17 (1H, d, J = 6.0) 

99b) 4-(3-(6-? ao-2-t7f;H Z.)Vfo—)V7°U^y 

A )V1 -8- (2-y f-;U-4- b y v';U)-l-^-T-4 , 8- VTf X . 

tn(4,5}f*v 

HS6#iJ27b) ff#7t3-(6-^ on-2-t7fyW^;l'*-;l/ 

TO^°y^7^>-K(0.30 gh H*fefliJ99a) Ti#7^8- (2- 

y^-/l-4-b D ^;W-l-f-r-4,8-> ;: Ti) i xbo(4,5)7-' 

(0.25 g)fe«tlX^ VTobVUXf-zl-r 5X0.14 
g) Oig-fty 1- > (10 m 1 ) jg8pv«Mfc2- ?DD-l,3-y^ 

s^/^A(o.i9 g)*in^.. MtaT9^S3&^ 

fMSLT. Sia-fb-^5Srilfe1»*(0.l3 g, 24%>fcbT 
NMR (CDC1 3 ) 8: 1.57 (2H, d, J = 9.7), 2.45 
(3H,s), 2.79-3.08 (8H, m). 3.53 (2H, t, J = 7.5), 
3.84 (2H, d, J = 9.7), 3.96 (2H, t. J = 6.1), 6.42 
-6.47 (2H, m), 7.59 (1H, dd, J = 2.2 and 8.8), 7.9 
1-7.96 (4H, a), 8.11 (1H, d, J = 6.2), 8.45 (1H, 
s). 

Patent provided by Sughrue 



imftVxm. C^H^O^d H 2 0i; LX 
ff-^<i(%) :C, 56.97; H, 5.52; N, 7.67 

mmm.(%) ;c, 57. is; h, 5.58; n, 7.53 

HWJ100 

3- (6- 9 a a-2-^f SV M X >V*—)V-W-* f-;H4- ( 1- (2 
r yf^l-4-by >-7U)-4-b^y yVHrpKy/S H^. 

100a) 3-(6-^DD-2-Jf J U/Hf^rDA-y*;!/^^ 

2,6-^700^/^(0. B. Bachman et al., J. Org. 
Chem., 1944 . 9 , 302X1.35 gh 3-^/W7'h7*nt 
:* Vg?y ^-/K0 . 98 g) i 1>',K&# 'J "7 A ( 1 . 03g) SrDMF 

do ■Dfcjni, 6Qxra3B«sia»s»tffc. 

feHfl£(1.25 g,65%)fc LTl*fc. NMR (CDC1 3 ) 5: 2.8 
9 (2H, t, J = 7.0), 3.57 (2H,t, J = 7.0), 3.72 (3 
H, s), 7.20 (1H, d, J = 8.8), 7.57 (1H, dd, J = 2. 
2and 8.8), 7.34 (1H, d, J = 2.2), 7.80 (1H, d, J = 
8.8), 7.86 (1H, d, J =8.8). 

100b) 3-(6-?uu-2-3-/ ll/WX/l'*— )V~Tu>^Vij. 

kltWlOOa) Ti#7t3- (6- 9 o o-2-=*f y U ; W f*7a^ 
ytf/t-tfyK* ^-/l-#> £>HS6M7d) Pl«tc LTSK-fb 
■0m*i*&V yFrftfk<59!i) tLXntz. NMR (CDC1 3 ) 
5": 2.93 (2H, d, J = 7.8), 3.67 (3H, s), 3.88 (2 
H, t, J = 7.8), 7.80 (1H, dd, J = 2.2 and 9.1), 7.9 
4 (1H, d, J = 2.2), 8.14 (1H, d, J =8.6), 8.16 (1 
H, d, J = 9.1), 8.37 (1H, d, J = 8.6). 
100c) 3-(6-y* o J V )V) 7*A>1b—)VTxirtVi), 

HM^JlOOb) T%tc5- (6- ? o n-2-^f J U )V) XlV-fc—)V 
-Txm-siyiVitvW.* ^-;l-*^ll)S£^J38c) t mmiz LT 
g!Sl1:i^(78%)£#£. NMR (DMS0-d 6 ) ^: 2.72 (2H, 
t, J = 7.3), 3.82 (2H, t, J = 7.3), 7.99 (1H, dd, 
J = 2.3 and 8.9), 8.16-8.25 (2H, m), 8.38 (1H, d, 
J = 2.3), 8.76 (1H, d, J = 8.9). 
lOOd) 3-(6-y O n-2-3- J V )V) X)V-fc-)V-W-* f-7t~N 
-(l-(2-y ^-;U-4-b U i^M-b"* U ^W) rn^yT 



SlS&^JlOOb) f1#3t3- (6- ^ n y U )V) 
Tv^>*})lXvmt HJSM30a) T-f#Jt4-y f-/PT 5 y 
-l-(4-b U =J)V) b^'J >-'y*^|liifi^J99b) fc PlfiltC L 

xmttt&mt:tm&Bii*a.8)t)bLxnti. nmr (dms 

0-dg) 1.58-1.77. (4H, m) , 2.46 (3H, s), 2.55 (1 
H, s, l/3Me), 2.76 (2H, s, 2/3Me), 2.83 (4/3H, t, 
J = 7.5), 3.01 (2/3H, t, J = 6.9), 3.1-3.3 (2H, 
■), 3.80-3.93 (2H, m), 4.0-4.4 (2H, m), 4.51 (1H, 
m), 7.06-7.12 (2H, m), 7.99 (lH.dd, J = 2.2 and 9. 
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2), 8.12-8.25 (3H, m) , 8.39 (1H, d, J = 2.2), 8.76 

(1H, d, J = 8.6). 
Tm-frVtm. C 24 H 27 N 4 0 3 SC1 HC1 0.7H 2 0i:L-C 

(%) :C, 53.69; H, 5.80; N, 10.09 
Haiffl (%) :C, 53.77; H, 5.53; N. 10.49 

l-(3- (6- 7 p u-2-r 7 f-;P) .X ^;|/7'n b/W -3-^. . 
^/U-8- (2-* x^-4- b U -1,3,8- h UTifXb'n 

101a) 3-.X ^-;U-2 , 4- a**^ V -l , 3 , 8- h U Tif X b c? 
(4. 5) r# y-8-;r>;U;tf Vigtert-:/^-/!' 
2,4-v^^- V-L 3.8- h 'J TifXbo [4. 5) xtf y-8-# 
^*y®ttert-yW(2.92 g) i:^Btf, U »7,M1.64 g) 

odmf(4o n\)m&ty*mm;'V)ftm>^m&tzWt. xo 

«E«*LTfflEfl:-&«»&*lfiBJfc(2,91 g, 95%)i;L 
-at*:. NMR(CDC1 3 ) S: 1.47 (9H, s), 1.55-1.65 (2 

H, m), 1.95-2.06 (2H, m), 3.02(3H, s), 3.15-3.30 
(2H, ■), 3.95-4.10 (2H, m), 7.08 (1H, s). 

101b) l-(3-7'ot7n b/l-)-3-^ *-jU-2.4-5**«5f V- 

I. 3,8- h U Tif X ba(4. 5) fi] >--8-^;U^V^tert- 
7"^kHWJl01a) Ti#^3-^ f-;U-2 , 4- ^'tT^ y -1 . 3 , 8 
- h U Tif^. bo (4. 5)x# >-&-#}l<#>mert-7i->U 
(1 . 34 g) c7)DMF (15 ml ) ?§*£fc:*3rf ".L^ N U»7A (60KM 
ft; 0.2 z) ZMz.mfflfr%m.^tz&. l,3-y'7ot7 
oM°y(1.43 «)£Jn;l4l$Blj&»§s«-l£)fc. WffitrXrC 

&t h y ^ t*a* . #*k&@£ t mgmzi' y 
Tf/y^yM.x-mmtx. msat^ma.ss g. 70%)^ 

*§fc. NMR (CDCI3) 5-; 1.48 (9H, s), 1.58-1.68 (2H, 
m), 1.80-1.93 (2H, ■), 2.10-2.20 (2H, m). 3.00 (3 
H, s), 3.34 (2H, t, J = 7.2), 3.40-3.58 (2H, m), 
3.59 (2H, t, J = 6.0), 4.00-4.20 (2H, m). 
101c) l-(3-(6-?on -2-r y j-)V) XJV* -)V7°xi b 
/H-3-.X i-)V-2, 4-v^r^-9--l, 3, 8- N U TfXl^D (4. 

HJ^JlOlb) X-ntzl-O-fn * 7u b/P) -3-^ x^-2 , 4 
. -5*sMfy-l,3.8-h UT1f^bn(4.5]T ; ^y-8-^;^ 
VB!tert-y ^-)Vt HJfe^Jld) T**fc6-? a a-2-^< )Vi) 

7bi-y?uyfr ^mmm3&) t mmiz tx 1- (3- (6-? 

□n-2-t7f/H f*7o brtO-3-.X ^-;l^-2. 4-^^r 
1f-l , 3 , 8- h V T-fX b n [4 . 5) -f# >-8-# >-g?ter 

MTWttt LTHEfc^ft <0. 71 g, 64»*»fc. NMR (CD 
Cl 3 ) S: 1.50 (9H, s), 1.57-1.66(2H, a), 1.75-1.90 
(2H, m), 2.04-2.16 (2H, m), 2.97 (3H, s), 3.2 4(2 
H,d, J = 7.4), 3.38(2H, t, J = 7.2). 3.40-3.55 (2 
H, m), 4.00-4.25 (2H, m).7.60 (1H, dd, J = 1.6 and 
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8.4). 7.76-8.00 (4H, m) , 8.48 (1H, s). 
lOld) 1- [3- (6- 7 a n-2-r y -f-lV) x ^*-^7n b _ 
;H -3-* f- /t^-8- (2-^ x^4- b y S^p) -1 , 3 , 8- h y 7_ 
jj-'x ba [4.5] xrt >--2, 4-^ y . 
^MCTlOlc) 1- (3- (6- 7 a o-2-r 7 W X /U* 
-/P7D b/H -3-^ x/1-2 , 4- i/***r-\ , 3 . 8- h V Tif 

xbn[4. 51 y-8-^;t-*:^tert-yx;u*^llife 

0iJ91c)i:[5l«tcLrSie'ft^)**lfeS)*(O.76 g, 88 
%)i:Lr#7t. NMR (CDC1 3 ) & : 1.65-1.85 (2H, m) , 
1.89-2.00 (2H, m), 2.05-2.15 (2H, m),2.47 (3H, s). 
3.00 (3H, s), 3.22 (2H, t, J = 7.4), 3.33 (2H, t, 
J = 7.4), 3.60-3.72 (2H, m), 3.78-3.87 (2H, m), 
6.40-6.60 (2H, m), 7.58 (1H, dd,J = 2.0 and 8.8), 
7.70-8.00 (4H, m), 8.20 (1H, d, J = 6.0), 8.45 (1 

H, s). 

TvMftVtM C2 7 H 29 C1N 4 0 4 S 0.5MeOHi: tX 

: C 59.29; H, 5.61; N, 10.06 
HMI(%) : C 59.32; H, 5.77; N, 10.16 
HS6#J102 

4- (3- (6-7 uu-2-y-y X/^^k/n b;W -8- (2. 
7^ ^-;U-4-b y i?iV) -l-^-T-4, Z-itT-y X ba (4. 5] f . 
ij y-3~* y l-^-^f ^ Y _ 

102a) 4- [3- (6- 7 u D-2-77 f-/W) X)\>-fc—)Vy° a b 
;P]-3-^-^f y-l-f-T-4, 8-y'7fX bn (4. 53 x^ ^-8- 
p)VX>m tert-^/H-^^fv-h'. 
HMWOc) X-1%tz4-[3-(6-7 no-2-t7f;H X/P^r: 
^rab;P)-3-5r^-y-l-f-T-4, 8-i/TifXbo(4. 5] 

^ na*;PASrfflv\ Iii7d) t mmizmtLX SIB 
-fC-^!r%(97%)^4ife^i;LT#/l:. NMR (CDCl 3 ) ^: 

I. 34-1. 41 (1H, m), 1.51 (9H, s), 1.99-2.30 (5H, 
m), 2.98-3.71 (8H, m). 4.21-4.35 (2H, m), 7.60 (1 
H, dd, J = 2.0and 8.6), 7.86-8.01 (4H, m), 8.48 (1 
H, s). 

102b) 4- [3- (6-7 n n-2-t7 f;WXM-^7nf . 
;U)-8-(2-p< ^-;W-4-b y V)V) -l-f-T-4, 8- isTfX b 
p (4 . 5] iri] V-l-it V is H . 

H]|fe^Jl02a) Ti#4- [3- (6-^ OD-2-f7 XlVifc — 
^70^1-3-^ V-l-f 7-4, 8-y 7f X tn(4. 5] 
T-'^^-S-^^^O-K tert-r^H-^^v-b'W.SO g) 
^PB?x^;K5 ml )>§?g^4NJS-fl:7K^Kxx;W§?S(l 

0 ml)SrjD^.^T'l^ra*^il-tf^„ mM^W&^L 
X%^titz^%. 4-7oa-2-^-r^by-»(69 mg) 
i; Nyxf-^T5^(109 mg)2rX^y-;K10 ml)tcjp 

^.t t^+T-iso-ctcisBt^ju^L/v:. Kmm&mzm 
jEiiiast. s®^>-y^y;^7A^i:y»^LT. 

Sie-(l:-^ ! r5!)^*ife^*(70 mg, 24%) t LX&tz. NMR (C 
DCI3) 8: 1.75-1.93 (2H, m), 2.07-2.31 (4H, m), 2. 
48 (3H, s). 2.93-3.75 (8H,m), 3.88-3.95 (2H, m) . 
6.51-6.58 (2H, m), 7.57 (1H, dd, J = 2.0 and 9.0), 
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7.85-7.95 (4H, m) , 8.22 (1H, d, J = 6.2), 8.47 (1 
H, br s). 

Tcmttffim C 26 H 28 N 3 C10 4 S 2 0.5Et 2 Oi: LT 
fUMI (%) :C, 57.67; H, 5.70; N, 7.21 

mmm (%) :c, 57.88; h, 5.64; n, 7.04 

4- [3- (6- ? u 0-2-^ 7 ^/P) x;l/*-^7°o bV W -8- (2 
f-/U-4- h° U -1-f- T-4 , 8- >?T if X b° n [4 . 5] <r 

103a) 4- (3-(6- ? n o-2-f- 7 X/U* r.;UTC? f 
-3-^-^f V-l-^T-A.B-i^T^ en(4.5)f* ^-8- 
tert-T^/UlJ-^^K. 
mW.M90c) -ri#^4-(3-(6-^ on-2-t7f;WX^*^ 
;PTn tVU) -3-vf y-i-^-r-4, 8-^'Tif X tn [4.5) 

? D a £ £ fcmCPBA £ 6 . 4 V * , HiWd) i; 
|sl«tc^LTS!B^!f?!l(45%)&4tfe^*^ LXn 
tz. NMR (CDC1 3 ) S: 1.45 (9H, s), 1.93-2.28 (6H, 
m), 3.17-3.55 (6H, m), 3.80 (2H, s), 4.18-4.24 (2 

H, m), 7.56-8.07 (5H, m), 8.48 (1H, s). 

103b) 4- (3- (6-? na-2-t7f;W x;u*-/P7°ah\ 
/!✓) -8- (2-X f-/U-4- f U i^)-l-^-7*-4 . X b° 
p(4.5)7 : ^>'-3-^-y 1,1-^^r^H 
SS*Wl03a) t1#4-(3-(6-^ nn-2-t7 •f-zW 
)\s?u b7W) -3-jj-^f V-l-f-T-4, X to [4.5) 
irij V-8-i])VitV& tert-yf-;H, 1-^^f h"*»^> 
H»J83c) fc LTH!&ffc^£«fi»*<l#) k 
LT#7t. NMR (CDC1 3 ) 2.01-2.21 (4H, m), 2.35 
-2.43 (2H, m), 2.50 (3H, s), 3.18 (2H,t, J = 7.3), 

3.52-3.60 (6H, m) , 3.91-3.97 (2H, m), 6.54-6.58 
(2H ,m). 7.59 (1H, dd, J = 2.0 and 9.0), 7.83-7.97 

(4H, m), 8.22 (1H, d, J = 5.8), 8.45 (1H, d, J = 

I. 0). 
H»J104 

2- [3- (6-7 DD-2-t7f/W X)\s-fr—)V7°U tVP) -8- (2 
-f-tls-4- h° V S JM -2 , 8-^'TlfX bfa (4 . 5) =fij V-\- 

104a) 2-[3-(6-? DD-2-f7f/W X)V-fc—)Vyu\: 
;W -1 . 3-^ y-2, 8-^'Tif X h°n [4.5) t# y-8-^/U. 

^yS?tert-7"f-;i< 

HJ£#J85c) T#*:2-(3-(6-? ao-2-t7f;Wx;l/^- 
/L-Ta fcVP) -2,8- i>T-f X f o (4 . 5) nri] V-\ . 3- ^ >- 
(3.47 g)(J01.2-> ; 7aai7y(35 ml)i§^^oo^ 
g?l-?nnx^-;M0.75 ml)^0*CT1STt, 70 , CT'1B# 
m^U-tfWk *?S-M35 ml)SrJn^70'C-C§^>fc 

«L g) *(30 ■l)fc6Hftxf-/K30 

ml)<7)^ft / ^Z^K>''-tert-yf-;Kl.67 ml) $rJPx 
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£*lfi»*(3.14 g, 89Di:U#fc. NMR (CDC1 3 ) 
1.38-1.58 (2H, m), 1.47 (9H P s), 1.84-2.14 (4H, 

m), 2.59 (2H, s), 2.84-3.06 (2H, m), 3.21 <2H, t,J 
=7.4), 3.61 (2H, t, J = 6.8), 3.92-4.16 (2H, m), 
7.60 (1H, dd, J = 2.0 and 8.8), 7.87 (1H, dd, J = 
1.8 and 8.8), 7.90-8.00 (3H, m), 8.45 (1H, d, J = 
1.0). 

104b) 2- [3- (6- 9 n u-2-^ 7 ^)V) X)Vft—)V7°U b° _ 
V-2, X (4. 5] t# y-8-#;I^_ 

^SS^J104a) Tit £2- (3- (6- ? u u-2-^ 37 f-7U) X;^ 
-y^rn b°/P] -1 , 3-*^ V-2, 8-^TIfX b°U [4. 5) x# 
y-8-^;^^^tert-^;K0.50 g) k**^*^*^ 

hU^A(0.12 g)^THF(10 ml)J§^H7^^^^ 
Xf^x- r;Hg^(0.52 ml)^0°CTiDi. ^^OiftKT 

^*(0.38g, 78%)i:LT#^o NMR (CDCl 3 ) ^: 1-20- 
1.50 (2H, m), 1.45 (9H, s) , 1.68-1.90 (2H, m), 1.9 
0-2. 12 (4H, m), 2.86-3.06 (2H, m) , 3.06-3.22 (2H, 
in), 3.26-3.44 (4H, m), 3.86-4.08 (2H. m) , 7.60 (1 
H, dd, J = 2.0 and 8.8), 7.87 (1H, dd, J = 1.8 and 
8.8), 7.88-8.00(3H, m), 8.45 (1H, s). 
104c) 2- [3- (6- ? a u-2-T 7 ^)V) DVib— )V? u b° _ 
;W-8-(2-^^-4-b° y >?;P)-2 f tO[4.5) . 

ft! >-l-^>_ 

HJS^Jl04b) X*i%fz2- (3- (6- 9 n o-2-^ 7 f-; W) X 
^rn tf;W-l-^r^f V-2, 8-S^rif x b°n [4. 53 y 

-8-^^^y^tert-y^;PA^^»J83c) fc LT 
SE^^9Sr«lfe^(31%) i: U^. NMR (CDC1 3 ) 
d \ 1.40-1.58(2H, m), 1.82-2.14 (6H, m) , 2.45 (3 
H, s), 2.96-3.22 (4H, m), 3.28-3.46 (4H, m), 3.68- 
3.88 (2H, m), 6.44-6.58 (2H, m), 7.60 (1H, dd, J = 
1.8 and8.8), 7.88 (1H, dd, J = 1.4 and 8.8), 7.88 
-8.00 (3H, m), 8.15 (1H, d, J= 5.8), 8.46 (1H, d, 
J = 0.8). 

7Zmttffi{& C 27 H 3 oN 3 03SCl 1.5H 2 0fcLT 
fHWt(%) :C, 60.16; H, 6.17; N, 7.79 
HaOffl(%) :C, 60.06; H, 5.90; N, 7.73 

UStMlOS 

3- (6- ?nn-3, F n-2-t* 7 X;P* - jU-fh _ 

* f-;p-N- [ 1- (2-^ ^;i/-4- b° y w -4- y i/yu] r _ 

105a) 3-(6-?nn-3,4-yh Kn-2-f7f 

t>mmmte) t mmiz lx sie^^*«ifeM B H H (i5%) 

hLTff^o NMR (DMSO-de) <5" :2. 55-2.68 (4H,m), 2.9 
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6 (2H, t, J = 8.0), 3.42 (2H, t, J = 7.1), 7.19 (1 
H, s), 7.30-7.44 (2H, m), 7.49 (1H, d, J = 8.0). 
105b) 3-(6-;nn-3,4-yt Kn-2-t7f/WX/^. 
^/P-N-^ f-;P-N- [l-(2-^ f-/U-4- b° U -4- b°^ U 

■ • 

IQfi«105a) T*fc3- (6-;oD-3,4-ytHn -2-^ 7 ^ 
;!/)x/P*-/uru^ 

-^f-^T 5 y-l-(4-t° U >W b°^y ^y*^^S6M76 
b) t mmiZ LT«lE^»£ISi&<61» b LttlJto NMR 

(CDC1 3 ) * :1. 50-1. 90 (4H, m), 2.46 and 2.47 (3H, 
s), 2.65-3.04 (11H, m), 3.44 (2H,t, J = 5.0), 3.80 
-4.05 (2H, m), 4.62 (1H, m), 6.47-6.58 (2H, m), 7. 
15-7.27 (3H, m), 7.40 (1H, s), 8.14-8.21 (1H, m) . 
7E*fr#HI C25H30CIN3O3S H 2 0£: LT 
ff-fltfi {%) : C, 60.41; H, 6.29; N, 8.45 
HSJH1 (%) :C, 60.55; H, 6.31; N, 8.35 
H^J106 

3- (6-?OP -2-^ 7 ^)V) X/W^/U-N- [(4-b FD^y 
r l-(2-^^;U-4-b°y >>VW-4-b°^U y;l/)^f;H/D. 

106a) N- [1- (tert-y h ^ i^/l^tf— /W -4-b Hn^y- 

4- b°^ y ^ ^-3-(6-y* n n-2-^ 7 x;P* 

HJfe#J27b) T1#^3- (6- ? u n-2-^ 7 ^)V) 

tmmizLxmiMt^zmmnx) tLxntz. nmr 

(CDCI3) 1.34-1.65 (4H, m), 1.44 (9H, s), 2.79 
(2H, t, J = 7.3), 2.87 (1H, m) , 3.05-3.30 (4H, m), 
3.56 (2H, t, J = 7.3), 3.76 (2H, m) , 6.46 (1H, 
m), 7.59 (lH.dd, J = 1.8 and 9.2), 7.85-8.00 (4H, 
m), 8.47 (1H, s). 

106b) 3- (6-? n n-2-^ 7 ^)V) XJUfr ~ /k-N- [ [4-b 
>* n * is-l- (2-^ b° U b°^ V i?)V] * ^ 

M7°UJ^yT^ H 

HJSMl06a) n#^N-[l-(tert-7" h^r ^^/^-^)-4- 
b Ho^r S/-4- b°^ y >VW * ^-3- (6- ? o a -2-^ 7 
*M X)V~fc—}l>7 0 u^yT 5 H*^HS6Wl02b) 4: R« 

CUT«Efl:^*tH*(13%)fct-C»/£. NMR (CDC1 3 ) 
1.40-1.80(4H, m), 2.42 (3H, s) , 2.79 (2H, t, 
J = 7.2), 3.20-3.65 (8H, m), 6.45-6.60 (3H, m) , 7. 
60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 
8.10 (1H, d, J = 5.8), 8.47 (1H, s) . 
7C*#0HI C 25 H 28 C1N 3 0 4 S 1.25H 2 0fc LT 
fW<t(%) :C, 57.24; H, 5.86; N, 8.01 
H8M (%) :C, 57.24; H, 5.86; N, 7.72 
^*fi^Jl07 

4- [3- (6- 9 n n-2-^ 7 +)V) X/U* ~)U7*tv* J 4 ;W 

7 5 y-l-(2-^^;P-4-b°y b>OJ yy-4-*/l/^ 
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107a) 4-«y i?Mt* lsfi)Vi£=-)VT (tert- 

HMM92a)Tl#7t4-T 5 y-l-(tert-:/ h^f 
;U)-4-b°^'J > ? >^;l^^yS?(2.45 g) OlN^-ffc^- h 'J 
•>A*J8iS(10 ml)^\fiW(0.86 gh *(20 ml)i> il/^* 

h 'J ? ATflfctt Lfc . JfflHE^ SEES* LTH 
E'ffc^Bl*#Ha*A(2.89 g)&tt£. NMR (CDC1 3 ) ,5 : 

1.45 (9H, s), 1.90-2.20 (4H, m). 3.00-3.22 (2H, 
m), 3.74-3.95 (2H. m), 5.10 (2H, s) , 5.18 (1H, bs), 

7.27-7.40 (5H, m). 

107b) i/l))V-#.—)VT 5 y)-l-(tert- 

HiS^107a) T1#/c4- {<> : JiV* * i/*))VT$—)VT 5 
y)-l-(tert-7'h^r>-^;^— ;U) »; ^'>--4-^;UJi< 
>®(1 g)c7)DMF(10 ml)?§?g^g?-fh U^A(0.56 g) 
J; d it* i-MO. 67 ml ) itatmf&'C&^a^ t&f 

(0.8 g, 77%)fc LT#Jt. NMR (CDC1 3 ) 5 : 1.45 (9H, 
s). 1.95-2.20 (4H, m) , 3.00-3.20 (2H, ■), 3.69 (3 
H, s), 5.03 (1H, s), 5.11 (2H, s). 7.30-7.40 (5H, 
m) . 

107c ) 4- [3- (6- 9 a u-2-f- 7 <f-)V) X —)V~r a J 1 _ 
/ ^f/HTS y-l-(tert-y h isi))VK—)V) U V _ 

HJSMi07b) Tit 7t4- «y >-';^ i^^;u-7}<-^r 5 

J ) -1- (tert- ^ h =*r i^^r ;P) t^. U ^ V-^-fj )Vifs 
>-K^f-;K0.39 g)0^^y— ;K50 mD^lO^N 0 ^^ 
A-K*(0.18 g)*Jni ^^ffiT30^iD7Kfg^» 

5 y k HMM27b) 3- (6- ^ a o-2-t" 7 f-M X)V 

IHB^#«l*#HM»*(^»W)i:UT»fc. NMR (CDC 
1 3 ) 5- : 1.45 (9H, s), 1.85-2.08 (4H, m) , 2.79(2H, 
t, J = 7.4), 3.09-3.20 (2H, m), 3.51 (2H, t, J = 
7. 4), 3. 69 (3H, s) , 3.70-3.82 (2H, a), 6.22 (1H, 
s), 7.60 (1H, dd, J = 2.0 and8.8). 7.85-8.00 (4H, 
m), 8.47 (1H, s). 

107d) 4-[3-(6-? UU-2-^-y^~)V)X}V-^~)VTun_ 

/>f/W7sy-i-(2-^f;M-e o i?tv) tr^'J >-'y-4- 

HM0lilO7c) ti#fv:4- [3- (6- ^ a u-2-1- 7 ^)V) XjU* 
-jl>7"WS-4 )V1 T 5 y-l-(tert-y h^f v^/P^ 

;W) f^. U ^y-4-^;P+Cyi?y ^;W*^H^J83c) k R 
«KLrHIEft^*iHM»*(40il!)kLT»fc. NMR 
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(CDCI3) 5: 2.00-2.10 (2H, m), 2.12-2.22 (2H. ■), 
2.43 (3H, s), 2.81 (2H, t, J = 7.4), 3.20-3.40 (2 
H. m), 3.10-3.23 (2H, m), 3.50-3.60 (4H, m), 3.71 
(3H, s), 6.42-6.52 (2H, ■), 6.63 (1H, s), 7.85-8.0 

0 (4H, m), 8.13 (1H, d, J =6.0), 8.44 (1H, s) . 
TiMftffim C 26 H 28 C1N 3 05S 0.5H 2 0i: LT 

stM-m (%) :C, 57.93; H, 5.42; N, 7.20 
llSlffl (%) :C, 58.10; H, 5.32; N, 7.71 

l-(4-(6-?DD-2-t7f^) X)V*—)V71-)V')-3-X + 
)V-&- -?-/p-4-b 'J -1 . 3 , 8- h U TiP X bn (4.. 

5)x^ y-2,4-^>-. 

108a) l-(4-yu^y^-M -?-/l^-2, 4- y-1 ,. 
3,8- h 'J T-fX bn (4 . 5) f # >-8-^;l^^>-Ktert-7'. 

UttWlOla) Tl#*:3-^ ^-;U-2, 4- is** V-l , 3, 8- h U 
7f^ bo (4. 5) fi] y-8-#)l-#>mert-7'^->ist 1 , 4 
-y/oty? y*^Hife^Jl01b) i: pfflKC LTSK^ 
**#HMSfi(7(«!)i:LTf§fc. NMR (CDC1 3 ) 5: 1.49 
(9H, s), 1.60-1.70 (2H, m), 1.75-1.95 (6H, m) , 3.0 

1 (3H, s), 3.22 (2H, t, J = 7.6), 3.40-3.58 (2H, 
m), 3.43 (2H, t, J = 6.0), 4.00-4.20 (2H, m). 
108b) 1- [4- (6-? a n-2-f 7 f-;U) X)VHrs—)Vy^)V\ - _ 
3-^< ^-/P-2, 4- ^^fHf-1 , 3 , 8- h V T-fX fa (4. 5) f . 

ISttffi!l08a) Tffcfcl- (4-7'n ^ y^f-)V) -3-.X *f-)V-2 , 4- 
S^df V-l , 3, 8- h 'J TifX bn [4 . 5)-f # y-8-^;U^ 

y^tert-7'^-;^<o^^Jl0lc) t fflmfc LXMsiit^ 

^?r*lfe^*(92%)i: LT#7t. NMR (CDC1 3 ) d : 1.48 
(9H, s), 1.54-1.88 (8H, m) , 2.96 (3H, s), 3.10-3.2 
5 (4H, m), 3.35-3.55 (2H, m), 3.95-4.25 (2H, m), 
7.60 (1H, dd, J = 1.6 and 8.8), 7.85-8.00 (4H, m), 
8.47 (lH,s). 

108c) _l-(4-(6-7 w-2-1-7j-)V)X)V-fc—lV~f^)V\-_ 
3-X ^-^-8- (2-X +)V-4- b U ViV) -1 , 3 , 8- h D T-f X 

b n (4 . 5) r ^ y-2. 4- y . 

jlSS^JlOSc) tlt^l- [4-(6- ? DQ-2-t 7 ^-)V) XIV* 
~)i>-?^-)V\-3-X ^f-)V-2, 4-^^-9-1 , 3, 8- h »J T if X 

tn (4. 5) ffi y-&-#>V#>mtert-y'i-;\,fr t>mmM9 

. ie) tnmz Lxmi&t-^m^m^mm&m t txn 

fc. NMR (CDCl 3 )<5: 1.65-1.85 (6H, m) , 1.85-2.00 (2 
H. m), 2.46 (3H, s), 2.98 (3H, s). 3.10-3.25 (4H, 
m). 3.60-3.75 (2H, m), 3.78-3.90 (2H, m), 6.48-6.6 
4 (2H, m), 7.55-7.65 (1H, m), 7.85-8.00 (4H, m), 
8.19 (1H, d, J = 5.6), 8.44 (lH.s). 
fcmttmm. C 28 H 31 ClN 4 0 4 Si:LT 

n-gffi (%) =c, 60.58; h, 5.63; n, 10.09 
mmm(%) :c 60.38; h, 5.75; n, 9.90 

1- [2- (6- ? O O-2-f y j-)V) 7JU*X/PX^-/U] -3-* f- 
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JU-8- (2-X ^h)V-A- 1* V if)V)-\ , 3 , 8- h U TfX b n (4 . 

5)f*y-2,4-y'*y. 

109a) 1- (X h * i/ti)V1£—)V* -f-fV-2 , 4-is. 

V-l , 3 , 8- h U Tif X b n (4 . 5) x# >-8-#/l^K y . 
i£tert-r^-;W_ 

HM^Jl01a)T1#/t3-^^-2,4-^^f y-1,3,8- h U 
T*fX tn f4 . 5) -r # V-8-^/P^ lifter t-:/^ £ ? 

nnif!e:c^/^£>HjSfcCajioib) 2: WRfc LT^fE-fCll- 
^£*ffeif£.Pa(94%) i: NMR (CDC1 3 ) 5-; 1.30 

(3H, t, J = 7.0), 1.47 (9H, s) , 1.60-1.72 (2H, m), 
1.72-1.82 (2H, m). 3.05 (3H, s), 3.40-3.60 (2H, 
m), 3.97 (2H, s), 4.00-4.20 (2H, m), 4.22 (2H, q, 
J = 7.0). 

109b) l-(2-b Ho* >/X-f-;W-3-^f-;P-2,4->?3j-df-y. 
rl . 3 , 8- h U Tif X b O [4. 5) "r*l >-%-fi>V# VKtert- 

HM0<JlO9a) ti#Jt 1- (X h df ^ -3-^< 
^r)V-2, A-i?** y-1 , 3, 8- b »J T*fX bn [4 . 5) V- 
8-^^#>Sttert-y^-;Kl.69 g)OTHF(80 ml)^^ 
tK*<W5 3 Mi- hV *7 A (0 . 35 g) SrJn^. . ilSETtCX ^ 

^^^AT'«MLTSie^-^J*ilfe«) v *(0..61 g, 4 
0K)fctT»/S. NMR (CDC1 3 ) ^: 1.45 (9H, s), 1.60- 
1.70 (2H, m), 1.75-1.90 (2H, m), 2.98-3.04 (1H, 
m), 3.03 (3H, s), 3.38 (2H, t, J = 5.2), 3.38-3.60 
(2H, m), 3.78-3.85 (2H, m), 3.95-4.25 (2H. m). 

109c) 3-* ^-;P-l-(2-(4-^ f-;P7x-yWx;l/*-/^. 
^S^xf-/l e 'J-2,4-^3r*V-1.3 i 8-M; mtn(4.5). 

SQt«109b) ti#^l- (2- b Hndf ^x^-;U) -3-^< 

2, 4-1/** y-1 , 3, 8- h U Tif X bn (4. 5)t# >-8-^ 

)V#>m,ert-7"^-)V (0. 60 g) (T>mAt* (60ml ) 

^ h u x^-/wr 5 y (o. 77 mi ) hivx. yxiv-fc 
x;ko.7o «)*iraiaffl'C2oi^iB*>*a-effc. 

TSIB-ft^SriSfe^(0.60 g, 68%)i:LT»fc. NMR 
(CDC1 3 ) d: 1.49 (9H, s) , 1.55-1.68 (2H, m), 1.73 
-1.85(2H, m), 2.46 (3H, s), 2.97 (3H, s) , 3.37-3.5 
7 (4H, m), 3.97-4.25 (4H, m). 7.36 (2H, d, J = 8. 
4), 7.77 (2H, d, J = 8.4). 

109d) 1- (2- (6- 9 nn-2-t 7 ^-)V) X)V-fc—)V^)V\ -. 
3-^< ^r)V-2 , 4-^dfHf-l . 3 , 8- h U Tif X b n [4 . 5) =jr . 
i] >-&-*! J^ymtert-y^Jl- . 
HfiS<^Jl09c) Ti#/c3-^< f-;U-l-(2- (4-^< 1-)V 7 x -7W 
X)Vifi—)V**is^)V\- 2,4-1^* y-1, 3.8- h UT 
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if X b° D (4. 5] r# y-8-^yU^>-Ktert-^;P*^: 

tLX'&tZo NMR(a)Cl 3 ) S: 1.50 (9H, s), 1.60-1.70 
(2H, m), 1.80-1.92 (2H, m), 2.94 (3H, s), 3.35-3. 
75 (6H, m), 4.00-4.25 (2H, m), 7.61 (1H, dd, J = 
2.0 and 8.8), 7.90-8.00 (4H, m), 8.49 (1H, s) . 
109e) l-(2-(6-? uu-2-1~7^)V)X)V^-)V^M- _ 
3-^< f-/P-8- {2-* ^)V-4r b° U W -1,3,8-h'J T if X . 
b°n [4. 5) <r # >-2, 4- ^ V . 
»SMl09d) l-(2-(6-? nn-2-t 7 f-zW X/1-* 
™;l/xf;i/) -3-^ f-A-2, 4-^;*^-9--l , 3, 8- h »J T if x 
bo [4.5) r# y-8-*;PsK yBTtert-^f-;^ A>HSfeW 
le) t matte tTSIB^^^«lfem*(56%) i: LTf# 
fc. NMR (CDC1 3 )S: 1.70-1.90 (2H, m) f 1.95-2.10 (2 
H, m), 2.48 (3H, s), 2.% (3H, s) , 3.55-3.70 (6H, 
m), 3.80-3.90 (2H, m), 6.50-6.60 (2H, m). 7.60 (1 
H, dd, J =1.6 and 8.8), 7.85-8.00 (4H, m) , 8.21 (1 
H, d, J = 5.6), 8.46 (1H, s) . 
jumftffim C 26 H 2V C1N 4 0 4 S 0.4H 2 0fc LT 
ftJM (%) :C, 58.45; H, 5.24; N, 10.49 
Haiffl (%) :C, 58.63; H, 5.55; N, 10.54 
HHS^JllO 

2- [2- (6- 9 n u-2-^ 7 X7l^-/I^x?vW -8- (2-. 
* fvU-4-b" U >>VW-2, 8-^Tif X b°o (4. 5) t# >M , 3 

1 10a) 8-^ y xVU-2-[2- (6-?nn -2-^ 7 +)V) X/P* _ 
- /IXfvUO - 2, if X bu [4.5] t# V-l , 3- 5**. 

3- (6-? on-2-t7f/W ^/^^I'/n bVL-T 5 Vffi 

«lft(^*W)fcLT»fe. NMR (CDC1 3 ) 8 : 1.00-2.25 
(6H, m), 2.54 (2H, s) , 2.75-2.95 (2H, m), 3.45-3.6 
0 (4H, m), 3.85 (2H, t, J = 6.0), 7.20-7.38 (5H, 
n), 7.60 (1H, dd, J = 2.0 and 8.8), 7.86-8.06 (4H, 
m), 8.51 (1H. s). 

110b) 2- [2- (6-? □n-2-t7fW^*^Xf;H- 
8- (2rX f7l~4-K V i?)V) -2 , 8- S^Tif X b°o [4. 5) t# . 

mmmnoei) x^tz&-^ > i/jwl- [2- (6- 9 n 0-2-^ 7 

*M X;U*~/UX^/P)- 2, 8-S^Tif X b°o (4. 5) 
y-l,3-^y(0.28 g) <501,2-y7onx^y(2.8 ml) 
Sffl^? on^Sl-^ uuxf-/M0.062 ml) £0°CTiin 
70°CTlB#ra*^ *H£*r . RiRR'VX*y--/W2.0 

mi)*jDi. To-cTSfefciiwiab^sawffc. mmzmm 

S*LT»fcaeft. 4-?nn-2^f;Hf'J ^^(0.14 
g) *3 i hU X^/UT 5 >- (0. 76 ml ) £ X ^ y (5. 0 

&»atfiB*(8 ng)fcLT»fc. NMR (CDCI3) 1.58 
-1.78 (2H, m), 2.04-2.26(2H, n) , 2.49 (3H, s) , 2.6 
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6 (2H, s), 3.00-3.20 (2H, m), 3.50-3.62 (2H,m), 3. 
76-3.% (4H, m), 6.50-6.62 (2H, m) , 7.61 (1H, dd, 
J = 1.8 and 8.8), 7.88-8.06 (4H, m), 8.19 (1H, d, 
J = 5.8), 8.52 (1H, s). 
Ttmfrffim C 26 H 27 C1N 4 0 4 S 0AH 2 OtLX 
ft3Hl(%) :C, 58.45; H, 5.24; N, 10.49 
mmm(%) :C, 58.63; H, 5.55; N, 10.54 

mtmin 

2- [2- (6-9 DD-2-t7 ^r)V) X/l/*-;l/Xf;H -8- (2- _ 
* ^-4-b* 'J S^W-2, 8-^Tif X b°o (4.5) ffj _ 

111a) 2-(2-(6-^nn-2-t7f;W X/W* ~ /^xf-/W- 
1 , 3-* V -2 , 8- : JT if X b° o (4 . 5) >--8-# ;P tf> _ 

Hife^JllOa) Tl#^8-<>-i/Vl^2- i2-(6-9 n 7 
^;P) X/U*x;l/X^) - 2, 8-^'Tif X b°o (4. 5) x# 
y-1,3-^ >^4>H«Wl04a) i: Httt: LTSte-fb^l 
**fi»*(^»W)i: LT»3t. NMR (CDC1 3 ) ^: 1.47 
(9H, s), 1.40-1.62 (2H, m) , 1.88-2.08 (2H, m), 2. 
60 (2H. s), 2.86-3.08 (2H, m) , 3.48-3.60 (2H, m), 
3.80-3.92 (2H, m) , 3.94-4.16 (2H, m), 7.61 (1H, d 
d, J = 2.2and 8.8), 7.88-8.04 (4H, m) , 8.51 (1H, 
s). 

111b) 2- [2- (6- 9 on-2-t 7 +)V) X;U* " ;^x^;U) - 
l->f^ry-2,8-> 7 rifXb 0 n(4.5)7 :: ^ y-M^^^Kt. 

ktfeffll 11a) Ti#?t2- [2- (6- 9 o n-2-^ 7 X;^ 
n;Ux^;U)-l,3-^ y-2. 8-^'Tif X bo (4. 5) fjj V 
-8-^;^1<y^tert-y , ^*^||Jf6^Jl04b) t R^t L 
T®lS^^^«lfe^*(^*W)i:LT^v:o NMR (CDC 
l 3 ) <5*: 1.24-1.40 (2H, m) , 1.45 (9H, s), 1.66-1.86 
(2H, m), 1.92 (2H, t, J =7.0), 2.84-3.04 (2H, m) , 
3.45 (4H, q, J =6.6), 3.71 (2H, t, J = 6.6), 3.84 
-4.02 (2H, m), 7.59 (1H, dd, J = 1.4 and 8.8), 7.8 
5-8.00 (4H, m), 8.47 (1H, s). 

111c) 2-(2-(6-^ on-2-t 7 f ^;^-;l/Xf - 
• 8- (2-* f7P-4- b° V -2 , 8- i? T if X b° a (4 . 5) ffj . 

y-i-^y . 

HSfiWlllb) Tit fc2- (2- (6- ? n n-2-f 7 *M X 
x/Px^H-l-*^ y-2,8-^Tif Xb°a (4. 5) fij y-& 
-^^^yBrtert-y^y^^HSfeM91e ) t RHK(z LT 
HIBfl:^HlS*Bfe»*(31%)i:LT»3t. NMR (CDC1 3 ) 
5: 1.40-1.56 (2H, m), 1.82-2.04 (4H, m) , 2.44 (3 
H, s), 2.96-3.16 (2H, m), 3.38-3.56 (4H,m), 3.66- 
3.86 (4H, m), 6.44-6.56 (2H, m), 7.60 (1H, dd, J = 

2.2 and 8.8), 7.85-8.20 (4H, m), 8.15 (1H, d, J = 

5.8), 8.49 (1H, s). 
Tmftffim C 26 H 28 N 3 03SC1 H 2 0hLT 
fttHI(%) :C, 60.51; H, 5.86; N, 8.14 
(%) :C, 60.84; H, 5.85; N, 8.34 
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HJfe#IJll2 

1- (3- (6- 9 a D-2-t- 7 ^)V) X)V^=-)VTu b;H -7- (2 

y»-l,7-y7t'Xfn(3.5) 91rV-2- 

112a) ^'V-l-^/^yiltert-T'f-^, 
H-ffcy fvU h'J7x -/U*X*^>7 A (31. 4 g) C0THF(31 
5 ml)^?£'\-15 <, C-C"1.6N7WJ ^-<7A^fHf ^?g(5 
4.9 ml)SrjDi.30^^#^-tf^. 
y-l-#/l^y|gtert-7>;U(3.5 g)<OTHF(50 nDflBK 
£-15*CTiitT Lfc . RJCateOTrc 1 B$I3#># «H£*: 

Sr^engv^^^A-cK^. «ai*f?*LriiiB 

ft-&«*llffeillFR«l(3.23 g, 93»fcl/C»fc. NMR (CD 
Cl 3 ) d: 1.47 (9H, s) , 2.18 (4H,t, J = 5.8), 3.42 
<4H, t, J = 5.8), 4,74 (2H, s). 
112b) 2-^y-l,7-^'r-9-"Xb°a(3.5) S~)rV-l-i})V _ 

HS6#J112a) Tit fe4--X P > b^ U i^-l-tf ^ K 
tert-7"f-/M3.23 g)<7)X— t7M50 nl)?8iBt'Vf Vi/T 

l)fcX~r7K25 ml)*gl^VlO»BH[:;>, 'J »7A*»» 

•C*>r*»fc77Mr Uttfc:«^*3&«^>Ri6a*t9>-5< 

T, Sie^^lS:*Sfe?*l^!l(2.23 g, 57%) k LT# 
Jt. NMR (CDC1 3 ) S: 1.47 (9H, s), 1.78 (4H, t, J = 
5.8). 2.73 (2H, d, J = 1.4), 3.14-3.34 (2H, m), 
3.56-3.74 (2H, m), 6.02-6.30 (1H, br). 
112c) 7-(2-^f-;U-4-b*U i;M-l,7-yrfXKn (3. . 

HJS0<Jll2b) ?%ti2-** V-l, 7-iST¥X bn (3. 5] S 
^y-7-^/l^4fyRtert-7'f-;l^&»<3S6tt0l91e) i: |al«fc 
LTHIBll:^Bl**8fi»*(43il!)fcLT»fc. NMR (CDC1 
3 ) 8: 1.90 (4H, t, J = 5.6), 2.45 (3H, s) , 2.79 
(2H, d, J = 1.8), 3.14-3.34 (2H, a). 3.44-3.64 (2 
H, m), 6.38-6.48 (1H, br), 6.48-6.60 (2H, m), 8.17 
(1H, d, J = 5.8). 

. 112d) l-(3-(6-^Qn-2-i-7f-;i-)x;u*^;uraf. 
/W-7-(2-y ^/P-4-b U ^)-l,7-^r-rxh 0 a(3.5]. 

/ty-2->ty 

HM0iJll2c)-ri#7t7-(2-^f-;u-4-f y ^';w)-i.7-^r 

if X b O (3 . 5] / *■ y-2-^r XO . 18 g) t HS£flaj90a) T1# 
£6-? o 0-2- (3- 7 a ay o b*A-) 7,;l^-/t^7 5? u 
yk6-?nn-2-(3-7nt7n bVW j*/l^x/U-?-7 ^ 
l/y«01: lffl^Hi (0. 27 g) J; tfa-ffc-f h 7 V 
^x-7A(25 mg)cOTHF(5.4 ■l)S£«J'v4&*fc:Lfc*R 
1"bfry7A(48 mg)£fl u ;i, ^iaT24B#S*^?I-C^o 
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tt^ 'J it YiVfj =7 ATHM LT HEi^*£8B*fet&* 

(28 mg, 7%)i;LT#7t„ NMR (CDC1 3 ) 5-; 1.54-1.74 
(2H, m), 1.86-2.12 (4H. m), 2.47 (3H. s), 2.77 (2 
H, s), 2.72-2.96 (2H, m). 3.16-3.32 (4H, m), 3.84- 
3.98 (2H, m), 6.46-6.58 (2H, m), 7.60 (1H, dd, J = 
1.8 and 9.2), 7.84 (4H, m), 8.20 (1H, d, J = 5. 
8), 8.46 (1H, s). 

7T*frt)r(I C 26 H 28 N 3 03SC1 1.5H 2 0i:LT 
ff-gd (%) :C, 59.47; H, 5.95; N, 8.00 
&Mte(%) :C 59.27; H, 5.64; N, 8.03 

(S)-4-( (2-( (6- 9 OD-2-t 7 f-M X)V-fr—)VX ^)V\ - 

1- bo y *j)V\ ij )Vi$.—)V\ -1- (2-p< -f-)U-A- b y ^vp) b 

113a) (S)-2-b Ho^f ^f;PfD V ! Jy-\-i))VtfV 

IKyy^y**^- IV~7°U 'J >-(10 g)«OTHF(100 
ml)^^0' > C-C^5yTHF|gf*:(80 ml)£flp;i. ^ST'18 

*|fe^*(9.4 g, 99%)tLT#^. NMR(CDC1 3 ) 5: 1.3 
0-2.15 (4H, m), 3.30-3.80 (4H, m), 3.86-4.10 (1H, 
■), 4.30-4.48 (1H, m), 5.15 (2H, s), 7.25-7.45 (5 
H, m). 

113b) (s) -2-* ^-)VX)V-*—)V** is* f^eo y =y> 

HM^Jll3a)-Cl#^(S)-2-b h'o^>v< f/l/tuij l/V- 

\-A)V^>m.^y i J)V{\.5 g)t h-yx^/wrsy(i.3 

ml ) i7)p®?X^-^ (30 ml ) ^^Jg-ffcy 9 VX)Vi£=~)V 
(0.64 ml) iOXlXHUZ. , S»TlflHai*»#a-ff/S. RJEE 

JSE«*LTHK-fk^ftl*iifi»*(2.0 g. 5£iW)i: 
LT#^„ NMR (CDCI3) 5: 1.75-2.15 (4H, m), 2.75- 
3.00 (3H, m), 3.35-3.55 (2H, m), 4.00-4.45 (3H, 
m), 5.00-5.30 (2H, m), 7.25-7.50 (5H. m) . 
113c) (S)-2-(6-y*oa-2-t-7f-;U)f-5j-y f^h'n y 

HSS#Jll3b) (S) -2-y -;U;t 3- ^ f- 

/Pbn'J > ? >--l-^;l^-i<yB?O'>;;K2.0 g). I^Sg^Jl 
d) Ti#^:6- ^ o 0-2-^ 7° h -t- 7 9 V >( 1 . 2g) a X 
t^t h D N4f>-K(0.34 g)c7)^<^7-;K20 ml) 

mmzwcx-mfm^mtftdk. wsmmhtz, 

3t. NMR (CDC1 3 ) S: 1.70-2.10 (4H,m), 2.65-3.00 (1 
H, m), 3.30-3.70 (3H, m), 3.95-4.25 (1H, m), 5.00- 
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5.20(2H. m), 7.20-8.00 (11H, m). 

113d) (S)-2-(6-?nn-2-t7f;W X)V-fc—)Vjt i-tu_ 

H!£0iJ113c) (S) -2- (6- ? o u-2-i-y^-)V)^^ 
f7l/b*n U ^y-l-^/U^yg^O-^T&^HSfeWd) h 

NMR (CDC1 3 ) 8 : 1.80-2.45 (4H, m) , 3.00-3.28 (1H, 
m), 3.30-3.45 (2H, m), 3.50-4.05 (1H, m), 4.08-4.2 
5 (1H, m), 4.80-5.08 (2H, m), 7.05-7.40 (4H, m), 
7.50-8.00 (6H, m), 8.36 and 8.49 (total 1H, s for 
each) . 

113e) (S) -2- (6- y nn-2-t 7 ^-)V) X)V*—)VX 

H5£MH3d) Tttfc (S) -2- (6- y u u-2-~)-7j-)V) X>1>* 
-/Mf^eo'J yy-l-tf/l^ifyg^y^/Mi.s g) £ 

25%#iit*3ftBrf&§$£?§ft?u SuS-eiii«ga>#iHf 

g, 86%) b LX%fz. NMR (CDC1 3 ) 5: 1.64 
-2.18 (3H, m), 2.20-2.40 (1H, m), 3.38(2H, dd, J = 

6.6 and 7.8), 3.62-3.80 (1H, m), 3.86-4.06 (2H, 
m), 7.69 (1H, dd, J = 2.2 and 8.8), 8.02 (1H, dd, 
J = 2.0 and 8.8), 8.08-8.20 (3H,m), 8.67 (1H, d, J 

= 1.6). 

113f ) 1- (2-y ^Vl~4- tf V tr^ U W-k-f])VifsV _ 

-i V^r7^>-g?x^-;K2.5 g)i:4-^na-2-/f/l'e 
'Jyy(3.1 g)Ogftg(70 ml)}§^S:130'CT'5B#ra*^^ 

*9A"C«WLT«BiB'ft:^!Bl*«e»*(5.2 g, 95%) h 
LTff*:., NMR (CDCI3) 1.27 (3H, t, J = 7.1), 
1.8-2.0 (4h\ m), 2.44 (3H, s), 2.48-2.59 (1H, m), 
2.87-3.01 (2H, m), 3.81 (2H, dd.J = 13.6 and 4.2), 
4.16 (2H, q, J = 7.19), 6.50 (1H, dd, J = 5.8 and 
2.4), 6.59 (1H, d, J = 2.4). 8.16 (1H, d, J = 5. 
8). 

lBg) 1- (2-y ^-/p-4- tr v i?)V) y iSy-4-*?)i>tf > _ 

m>&MU3f ) T-%tz\-{2-* tf V i?)V) 'J i?y 

-4-^;^+Cyg!x^-;K5.2 gk h 
g)fcj;t>'7K(10 ml)<Dy yy-/M52 ml)?§?j££g;ffi-Cl 

Lit. 8™£xyy-/HC}§»U ^?ffi£<5>*. >?> 
«E*aBBSfefflLriBEll:^ft*«lfi»*(4.2 g, 83%) fc 

113h) (S)-4-((2-((6-?nn-2-t7f;W^yl'*-yM . 
^/H -1- to y ~JiV\ ii iVit—M -1- (2-* ^/P-4- tf y 

mmmi\3e) (S) -2- (6- y a o-2-*-7 X/U* 
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-;M^-;Ub*n'J ^'^*-fbKSl!iS(0.20 g) fcHM^Jll 

3g)Tl#*:l-(2-y f-^-4-h" 'J x» t^. 'J x'^M-tf/P 
13 gJiSi^y-f V/nt:yHfyk7Sy(0.2 
7 ml)c7)DMF(4.0inl)^DMTMM(0.35 g)SrJn£. ^iaT12B# 

v yxmt. vomsti- h y *? i±jmm.x'W& trzm. 
^ vi]*f)Vii 7j±x-nm Lxmnt&to*m& 

tt*(46»fcl/C»fc. NMR (CDCI3) 5: 1.60-1.92 (4 
H,m). 1.92-2.64 (5H, m), 2.43 (3H, s), 2.72-2.94 
(2H, m), 3.15 (1H, dd, J= 9.8 and 13.6), 3.34-3.64 

(2H, m), 3.74-3.98 (3H, m) , 4.26-4.42 (1H, m), 6. 
38-6.56 (2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 
7.84-8.00 (4H, m),8.12 (1H. d, J = 5.8), 8.48 (1H, 

s). 

TzmttftW. C 27 H 30 N 3 O3SCl 0.5H 2 0i: LT 
tf-acffi (%) :C, 62.23; H, 6.00; N, 8.06 

: C, 61.98; H, 5.86; N, 8.27 

mmiu 

3- (5- 7 on-2-<y/f7V U )V) X/l^x/W-N-y f-tU 
r N-(l-(2-y ?-;p-4- 1* >J -4- ty< y >-VP] To; s°y _ 
7*5 K. 

114a) 3-(5-^nn-2-^y/f7y /H^Tn^N"^ 

TkBHfcitf U -7A(1 g)O70%xy y-/^7J<^§^(5()ml)'\.5- 
y o u-2-* T h^yVf-TV-A' (1 . 84 g) i: 3-7" 
o^rnh'^>-lt(1.53 g)£Jn;tT3B*|SBi8KU£. R 

*B«*»E»iiL*-c«s?«, PKT'pH3tcpsp, mm 

-Cffi^ L T SIE-f C-^HO £*lfe^f H ( 1 . 52 g, 59%) b LX 
ff^. NMR (CDCla+DMSO-dg) $ : 2.87 (2H, t, J = 7. 
0), 3.53 <2H, t, J = 7.0), 7.12 (1H, dd, J = 1.6 a 
nd 8.4), 7.39 (1H, d, J = 8.4), 7.47 (1H, s). 
114b) 4-(N-(3-(5-7 nn-2-^yyf 7/'J/W tt7 

tert-7"^-;l^. 

14a) -Ci#/i3- (5- 9 O V Vf-T U ~)V) + 

^^^yKtert-yf-^^njfiwob) t mmiz Lxm 

IS-fb-^#)$r*I^H B H(28%) J: LT#^. NMR (CDC1 3 ) 6^: 
1.46 (9H, s), 1.46-1.75 (4H, m) , 2.60-3.00 (4H, 
m), 2.83 (3H, s), 3.60-3.75 (2H, m), 4.10-4.30 (2 
H, m), 4.60-4.72 (1H, m), 7.25-7.30 (1H, m), 7.64 
(1H, d, J =8.8), 7.80-7.84 (1H, m) . 
114c) 3-(5-?Dn-2-^yVf7V' U >V) X/Ptf^/P-N 
-X ^-;HJ- [1- (2-^ ^-/l^-4- f »J S/;l^) -4- V is)V\ T 

HSfiCTl 14b) Ti#7t 4- (N- (3- (5-^ D n-2-^ > V f - TV* 
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-*))Vtfyw.tert-7^->vfrh$kmffli<i) t mmz lxwl 
ml m^xmmm*) t mmiz bxm&it&mztm 

&%S3fc(0.6%)bLX%tl. NMR (CDCI3) d: 1.56-1.70 
(2H, m), 1.90-2.20 (2H, m) , 2.40-2.50(2H. m), 2.46 
(3H, s), 2.75-3.10 (4H, m), 2.86 (3H, s), 3.90-4. 
10 (2H, m), 4.55-4.65 (1H, m), 6.50-6.60 (2H, m), 
7.59 (1H, dd, J = 2.0 and 8.8), 7. 95 (1H, d, J = 8. 
8), 8.17 (1H, d, J = 6.0), 8.20 (1H, d, J = 2.0). 
HS6#J115 

3- (6- 9 nn-2-t 7 &)V) X/Wtfx/P-N-y. ^-;I^-N- (1- (2 
-y^-4-by ^';l/)-3-t°^.!; -JMTunyr^ H 

115a) 3-h Vo^^^J-Jy-l-inV^ym-ert-y, 

5- fcHa^v-b^yi/ydO.l g)^*(50 ml)— Tfeb 
- h 'J /MlOO uil)m^ZMm ; J-tert-y^-/U(2i>. 19 

13 g. 70%) tLXWz. NMR (CDCI3) 8: 1.40-1.60 (2 
H, m), 1.46 (9H, s), 1.70-1.80 (1H, m), 1.84-1.94 
(1H, m), 3.00-3.18 (2H, m), 3.48-3.60 (1H, m), 3.6 

6- 3.78 (2H, m). 

115b) 3-^-^f V b^y ^>-l-#;U*>S?tert-:/^ 
Jg^^r-rU;K5.01 ml)Ofg-ft;^^-Ixy(150 ml)j£*g 
^V-78°C-CDMS0(5.42 ml)S:^TL 10^*>#?Hf/c 
f£ , HM#Jl 15a) X'fttl 3- 1 H n ^ b^ »J y-l-# ;U 
^y^tert-7>;K5.78 g)0^-ft,^^- 1^(10 ml)?g?& 
&iTLZ;. ^tfO^T'lO^^^S-ff^ -45*Clc# 

lt § ^ tiB#^# mtto Kj&m^ h y 

$y(30 mDSrJp^., 0'CT-20^*^?Hf^ fi£fQ& 

Mmk&mzm&i&&u.5 g, 7mtLxntz. nmr (c 

DCI3) 8: 1.47 (9H, s), 1.93-2.01 (2H, m) , 2.46 (2 

H, t, J = 6.8), 3.58 (2H, t, J = 6.0), 4.00 (2H, 
s). 

ii5c) 3-u^-r 5 y) b^y ^v-i-^/i^^Ktert. 

^M^J115b) Tl#7t3-^ V b'^. y ^'y-l-tf/I^y&te 

rt-yf-^*>^nsfiW2b) ^ mmiz LxmsHtsmzw 

M-&MttM80%) t LXfttz. NMR (CDC1 3 ) S:1.20-1.5 
0 (4H, m), 1.46 (9H, s), 1.60-1.72 (1H, m), 1.87- 

I. 97 (1H, m), 2.40-2.50 (1H, m), 3.70-3.83 (1H, 
m). 

115d) 3-(N-[3-(6-^ on-2-t7 f;Hx;l/*-;l//n 
K*^;l/)-N-^fyl/7 5 y] b^y >->-l-^/P^y®?te 
rt-7f-;K 

^Sfe^jU5c)T1f/i3-(y ^-;UT5 y) f^U ^y-l-tf/P 
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7nymtert-r-h^i}^mmm30b) t mmz Lxmmt 

-SmZmgL^mXitLXntz. NMR (CDC1 3 )S: 1.40 
-1.90 (5H, m), 1.43 and 1.49 (total 9H, each s), 
2.44-3.00 (4H,m), 2.77 and 2.89 (total 3H, each 
s), 3.50-3.66 (2H, m), 3.85-4.35 (2H,m), 7.56-7.62 

(1H, m), 7.90-8.00 (4H, m) , 8.48 and 8.49 (total 
1H, eachs) . 

115e) 3-(6-?DD-2-t7f-;W X)Vi^—)V-W-^ ^-)V-_ 

n- (l- (2-y f-;p-4- b y l JM-y- b^ >j VM ro; -?>t 
A H. 

Hj5£fflll5d) X~%?z3- (N- (3- (6-y a 0-2--7" 7 f-;U) x/P 
*-^7D b?J-x;l/|-N-;>< f-;PT 5 y ) b^U s^y-i-^ 
j\s*:ymtert-7i-jufrt?mmm3c) £ |5j«tC LTSie 

tt^££E£1ft*(5l%)2:LT#*:« NMR (CDC1 3 ) 8: 
1.55-2.00 (4H,m), 2.42 (2.25H, s), 2.48 (0.75H. 
s), 2.65-2.98 (4H, m), 2.85 (0.75H, s), 2.95 (2.25 
H, s), 3.45-3.90 (4H, m), 4.34-4.46 (1H, m), 6.42- 
6.60 (2H,m), 7.56-7.65 (1H, m), 7.88-8.00 (4H, m) , 
8.13 (0.75H, d, J = 6.0), 8.21(0. 25H, d, J = 6. 
0), 8.46 (0.25H, s), 8.49 (0.75H, s). 
Ttmftffim CjsHjgClNsOaS 0.5H 2 0i; LT 
ff-gffi(%) :C 60.60: H, 5.90; N, 8.49 
H1M(%) : C, 60.84; H, 5.98; N, 8.63 

N-(l-(2-T 5 y-4-bU ^)-4-b^U y/H-3-(6-^D. 
u-2- J )-7i-}V)X>V-fc—)V-$-?<. i f~)Vyu^yT$: K . 
116a) 8-(2-T 5 y-4-b V s J)V)-\. A-^^-S-T-T, 

x bo (4. ^Wij y_ 

2-t 5 y-4-y not y -jytxA-^^-^-r^fxM 

o [4. 5) "rii yfr hmtmmz) t mmz ltsie^^ 

SrtefeSlf*(25%)i:LTf#!t. NMR (CDC1 3 ) 6^:1.75 (4 
H, t, J = 6.0), 3.42 (2H, t, J = 6.0), 3.99 (4H, 
s), 4.21 (2H. br), 5.88 (1H, d, J = 2.2), 6.20 (1 
H, dd, J = 2.2 and 6.2), 7.80 (1H, d,J = 6.2). 

116b) 1- (2-t 5 y-4-b y : Jiv) -4-b^. y y . 

HM#iJll6a) Xl%fz8- (2-T 5 y-4-b »J -1 , 4- V* 
^■f-8-r-f f Xbn(4.5)r>tr>'(0.46 g)<DT-thy(& m 

immzimme mi) mtummtmLtz. 

izmmzit. mwmzttMLxte?mm-?7*^j*x 
mm*&£. Lxmmt&fazfi&mw (0.29 g, 

79%) isLTff/v:. NMR (CDCI3) 8: 2.53 (4H, t, J = 
6.0), 3.68 (4H, t, J = 6.0), 5. 91 (1H, d, J = 2.2), 
6.23 (1H, dd, J = 2.2 and 6.2), 7.87 (1H, d, J = 
6.2) 

ii6c) 2-r 5 y-4-(4-y^r s y-i-b^y yy) b_ 



HJfe^Jl 16b) -Citrtrl- (2-T 
^Vy*^|^Sfefi?ij42b)i:|5| 
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Mtel)tLX%tz. NMR (CDCI3) &: 1.34 (2H. m). 
1.95 (2H, m). 2.46 (3H, s) , 2.58 (1H, m), 2.87 (2 

H, m). 3.76 (2H.m), 4.19 (2H, br), 4.63 (2H, s). 
5.87 (1H, d, J = 2.4), 6.20 (1H, dd, J= 2.4 and 6. 
2), 7.80 (1H, d, J = 6.2) 

116d) N-(l-(2-7Sy-4-t V iSM + WJ i?)l<)-3- 
(6-? DD-2-t7 i-JU) X)V-fc— *jr)VTunVT. 
.5 K. 

^Jfi^J116c)Tl#7t2-T 5 y-4-(4-^^T 5 7-1-t'^. 
U VJ ) b U ^>*^HM01J65) i: LT®l2-ft-^J 
Srafe*&fittBa«t(37%)fcL-C»fc. NMR (CDC1 3 ) 

I. 56-1.75 (4H. m), 2.82 (3H, s), 2.82-2.96 (4H, 
m), 3.56 (2H, in), 3.81 (2H, m) , 4.24 <2H, br), 4.5 
7 (1H, m), 5.84 (1H, d, J =2.6), 6.16UH, dd, J = 

2.6 and 6.6), 7.60 (1H, m), 7.78-7.94 (5H, m), 8. 
48 (1H, s). 

Tcmftmm C 24 H 27 N 4 03SC1 0.5H 2 0i: \_X 
tt»ffi (%) C, 58.11; H, 5.69; N, 11.30 
HaSffl (%) C, 58.38; H, 5.91; N, 11.56 
HJ60IJ117 

3-(6- ?OD-2-t7f;W X)V*—)V-R- (l-(2-h H 

<j-iV-A- b U S^P) -4- b^ U i/;W)-N-^< -^/l^Tc?/ \*. 
y T 5 H 

117a) 2-b K Q^f f-/P-4-(4-* f-^T 5 V tf^. >J . 

l-(2-b h'o^f ^^f-^-4-f D ^)-4-b*^'J 
£>HJfe0<J65) fc RK£ LTHKft^»**feMl««l(74» 
kLTf#£. NMR (CDCI3) 5": 1.36 (2H, m),1.98 (2H, 
m), 2.47 (3H, s), 2.61 (1H, m) , 2.94 (2H, m), 3.8 
6 (2H, m), 4.63 (2H, s) , 6.60 (2H, m), 8.19 (1H, 
d, J = 6.0). 

117b) 3- (6-? n o-2-f- 7 ^)V) X)V~fc — ;I^-N- [1- (2-. 

b Kn^fy^ -?-/u-4- b° y : J)V) -4- f< y s^] 

HM#i]117a) X°ntz2- 1 Ka^fy^ ^-/P-4- (4-^ +)VT 

•= y b^.y ) by yv*^nsfeW6b) t mm^z lt 

^4fc^£lSfe»*(40»i:l/C»fc. NMR (CDC1 8 ) 
3-: 1.56-1.79 (4H, m), 2.83 (3H, s) , 2.86-2.99 (4 
H, m), 3.57 (2H, dd, J = 3.2 and 8.2), 3.95 (2H, 
n), 4.63 (2H, s) , 4.65 (1H, m) , 6.56-6. 63(2H. m), 
7.60 (1H, dd. J = 2.2 and 8.2), 7.93-7.97 (4H, m), 
8.20 (1H, d, J = 6.6), 8.49 (1H, s) . 
Tt&ftWB. C 25 H 28 N3 0 4 SC1 0.5H 2 0i:LT 
ftgffi (%) C, 58.76; H, 5.72; N, 8.22 
ggSBffl <%) C, 58.89; H, 5.92; N, 8.02 
HKW118 

3-(6-^oo-2-t 7 +)V) X)V* - ;m- [l-(2 , -f- 

;w-4-by i^M-b'^y ^/W-N-^^wru^yrs. 

>'. 

118a) 8-(2,6-^^;U-4-b V iSM-l,4rif**V-9r. 
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2,6-y^f;H-?0Dty yyj&^HSfiWOe) k |§] 

fct"CffiE'fk^«l**tfsaft(71»i:LT»fc. NMR (CD 
Cl 3 ) d: 1.76 (4H, m), 2.42 (6H, s). 3.46(4H, m), 
3.99 (4H, s), 6.41 (2H, s). 

118b) 1- (2, 6-y^ *f-)V-A- b U y^U) -4- h"** 0 i/S V . 
HSfif^Jl 18a) T1#*:8- (2. 6- ^-;l/-4- b U ^VU) -1,4- 
iSttV-Z-Tyx to (4. 5] "ffj y*^HSfiMll6b) t 

mmzLxm&m&m$:wm&®M42X) t Lxntz. n 

MR (CDCI3) 5: 2.45 (6H, s) , 2.54 (4H, t, J = 6. 

2), 3.72 (4H, t,J = 6.2), 6.45 (2H, s). 

118c) 2,6-y^f /H-(4-^f ;l-7S 7-1-hXiJ i? 

/)t'Jy>. 

Hit0lJll8b)-Ci#^l-(2,6-^^-;l^-4-b U ^';U)-4-b 

&mtk(55%)tLXntz. NMR (CDCI3) 1.40(2H, 
m), 2.00 (2H, m), 2.47 (9H, s), 2.69 (1H, m), 2.98 
-3.12 (4H, m), 3.88 (1H, a), 6.43 (2H, s). 
118d) y-{b-7UU-2-i-y^->V)X)V^~}V-W-{\-{2,b_ 
: y7f/W-4-e'J 5W-4-tr"OJ y/W-fl-^f/PrnA 

H*fe#iJll8c) X%tz2, 6- : J* f-;P-4- (4-p< f-zt'T 5 y*-l- 

b^u ) bu ^v*^nMM76b) t mmiz ltsib 

fll^l*l*fifeBWt!(38a!)4:L'r»/S. NMR (CDCI3) a-. 
1.56-1.68 (4H. ■), 2.44 (6H, s), 2.83 (3H, s), 2.8 
8-3.04 (4H, m),3.57 (2H, dd, J = 7.0 and 8.0), 3.9 
4 (2H, m), 4.60 (1H, m), 6.38 (2H, s), 7.60 (1H, d 
d, J = 2.2 and 8.8), 7.93-7.97 (4H, m), 8.48 (1H, 
s). 

Ttm-frffim C 24 H 27 N 4 03SC1 1.5H 2 0i:LT 
tf-ttffl (%) C, 59.25; H, 6.31; N, 7.97 
MMM {%) C, 59.34; H, 6.19; N, 8.33 
HSSM119 

N- [3- (6-? nn-2-t7 f-;P) X)V-fc— JVTXl bVl-] -N- . 
/<f;kl-(2-^f;k4-e'J ^VH-4-b^'J i?Vl})V_ 

119a) N-[3-(6-^on-2-^-7f-;U)x;^^;k7°ab. 
;W-N-^f-;^;^<5 vSEtert-y^. 
HMWc) Ti#/iN- [3- (6-7 nn-2-t7f;H 
;UTnbVl^)^;^s'$ yggtert-^f-yKO. 12 g)*^HJffe 
^J6c) H»tcLTHlB^!»*i!rtMSft(61X) k LT# 
7t„ NMR (CDCI3) <3": 1.39 (9H, s) , 1.90-2.04 (2H, 
m), 2.80 (3H, s), 3.12-3.20 (2H, m) , 3.31 (2H, t, 
J = 6.7), 7.60 (1H, dd, J = 1.8 and 9.0), 7.86-7.9 
7 (4H, m), 8.46 (1H, s). 

119b) 6-? nn-2-(3-^ f-;WT5 /7nt;H x;^-. 
HJfe^Jl 19a) T1# /SN- (3- (6- ? a n-2-^ 7 ^)V) XiVfc 
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LX%tz. NMR (DMS0-d 6 ) 8: 1.81-1.97 (2H, m), 2,5 
2 (3H, s). 2.97(2H, m), 3.53 (2H, t, J = 7.8). 7.7 
6 (1H, dd, J = 2.0 and 8.8), 7.97 (1H, dd, J = 8.6 
and 1.8), 8.22 (1H, d, J = 8.6), 8.23-8.33 (2H. 
m), 8.46 (2H, br), 8.65 (1H, br). 

1 19c) N-(3-(6r?no-2-t7 -f-M x ;i/*_yi/7n tr 

JU) -N-* (tert-7* Y^ij )Vi£ — )V) -4- >J 

HS60iJ119b) X*%iz(>-9 a a-2- (3-.X f-zPT 5 77ot 
;W ;*rt<5fc— y* u y b U 7 A:* aBtRttft>&&ft 
CT30b) i; R»CLTHEfl:^ft*illfeH#(81%) i: LT 
NMR (CDC1 3 ) 5: 1.45 (9H, s), 1.62 (2H, m), 
2.01 (2H, m), 2.56-2.82 (4H, m) , 3.04 (3H, s), 3.1 

4 (2H, m), 3.48 (2H, t, J =7.0), 4.12(2H, br), 7. 
59 (1H, dd. J = 1.8 and 9.2). 7.85-7.97 (4H, m), 
8.45 (lH.br). 

1 19d) N-(3-(6-7on-2-t7f;W^ )Vib -)V7° o b c 

;y)-N-;><f-;y- i-(2-^^7i/-4-ty iy/U)-4-b^y s< 

HSSCTll9c) TltfcN- (3-(6-?oo-2-t7f;WXW 
_/l//n tT;W -N-^< f-;P-l- (tert-7" h i^il )V^~)V) 
-4-h^ U S/^^jK^f ^7* 5 £>H5£M91e) i: |5]« 
tcLTSIB^^I%Sr»felll«c(89Z)i:L-C#^. NMR (CD 
Cl 3 ) 8: 1.74-2.13 (4H, m) , 2.45 (3H, s), 2.63-2.9 

5 (4H, m), 3.08 (3H, s) , 3.12-3.19 (2H. m), 3.46- 
3.53 (2H, m). 3.86-3.92 (2H. m) , 6.47-6.51 (2H, 
m), 7.59 (1H, dd, J = 1.8 and 8.6), 7.85-7.% (4H, 

m), 8.15 (1H, d, J = 6.2), 8.46 (1H, s). 
7C*#*T«[ C 26 H 29 N 3 0 3 SC1 0.3H 2 0i: LT 
frJHI (%) :C, 59.10; H, 5.91; N, 8.33 
USUI (%) :C, 6I.8I; H, 5.89; N, 8.13 

1- (3- (6- 9 o n-2-7" y^)V)X)Vi^=~)VTXinjA)W 

4- (2-* f-;P-4-b° »J >-7y) -1 , 4-^T-fe'bV \°y 

120a) l-(3- (6- y* o 0-2-7* 7 f-/y) J^/ytf: -*.;lyr o; <? 

/>f ;U]-1, 4-^r-fef tVN-y 

HS6#J27b) Tit*: 3- (6-y* oa-2-t7f;W^;^-^ 
7o f^-y^i: l^-^rbVN-y^^HSt^lJOb) h HKfc 

LTSIB-ft:^S-^fe^^(415:)i:L-C#^. NMR (CD 
Cl 3 ) 5-: 1.77-1.87 (2H, m) , 2.78-3.00 (6H, m), 3.4 
6-3.62 (6H, m). 7.59 (1H, dd, J = 2.0 and 9.0), 7. 
93-7.97 (4H, m). 8.48 (1H, s). 
120b) l-(3- (6- y* o o-2-T- 7 XiV*—iV7*UJ \ 
/ -i tV) -4-(2-^< f-;l/-4-b* U -1 , 4- =JT*£ tV\" y|| 
tfe^J120a)T'#7^1-(3-(6-^ DD-2-t7f;K X^*:^ 
;Ura^V^;H-l,4-yT-iffcV^y(0.16 gh HDD 

-2-^^-;ufys/'y(o.ii gjfeii/lflhr-r-y *7A(4i m 

x.^x-mm Ltz . m&mzm?i<3mi- y y 7at« 
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TSie-ft:^SrBi#fe^(60 mg, 30%) i: LX%tz. NM 
R (CDCl 3 ) S: 1.79-2.05 (2H,m). 2.45 (3H, s) , 2.78 
-3.00 (4H, m). 3.36-3.71 (8H, m) , 6.34-6.38 (2H. 
m), 7.60 (1H, dd, J = 1.8 and 8.8), 7.93-7.97 (5H, 
m), 8.13 (1H. d, J =5.8), 8.48 (1H, s) . 
TmttVxm. C 24 H 26 N 3 C103S H 2 0i: LX 
WY%M (%) :C, 58.83; H, 5.76; N, 8.58 
(%) : C 58.58; H, 5.86; N, 8.29 
HM^J121 

(R) -4-[ (2- (6-? O 0-2-7- 7 f-A-) X)Vib =L)VX *f-)V-\-. 

tn y V)V\ fvvi£—)\A -1- (2-x i~>v-A- e y -J)V) 
y 

12la) (R)-2-t y^f /I'tn 'J yy-l-*^*>. 

l<yy> 

D-royy-;K5.4 gh ^7-r-y>7A(7.4 g). *(5 
0 mDJ3j:D i lfKa:^-;K50 ml)<Ol^iA.?nn^i\ 
>=/JV(8A mO^O'CTUni. M^T1B#H*^ M"lf fe. 
#flifflSr#$cU ^K7- h 'J ^ATK^T-gt^. MtKK 
ig^y^^ATl&iL*:. ?§M£Mffi@*L a®«5 
£ is 'J # y /kfr 7 AT«S? L T sie-fb-^i £ ttfel 

(^*69)i: Ittlfc. NMR (CDCl 3 ) 8: 1.52-2.10 (4H, 
m), 3.40 (1H, m), 3.50-3.74 (3H, m). 4.01 (1H, 
m). 4.38 (1H, m), 5.15 (2H, s), 7. 28-7. 46 (5H, m). 
121b) <$)-2-*^)VXlV-fc=- IV** ^f-/Pt?u y i?> 

HM^121a)f1#^(R)-2-fc HD^fiy^^fay -Jy- 

\-f] iVXyW^y >-*/^£>Hj!ffe#iJii3b) t WlMiz Lxm 

iMtizmzm&mmimm tLxmz. nmr (cdci 3 ) 

8: 1.78-2.15 (4H, m), 2.84 and 2.93 (total 3H, s 
for each), 3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 
5.14 (2H, s), 7.25-7.50 (5H, m). 
121c ) (R) -2- (6- y* o n-2-7" 7 ^~)V t° a y 

~Jy-\-i] )Vi£y 



H^J121b) (R) -2-yJ ^-fV-XiVTb-lV^is*^- 
;Ptro y ^'y-l-^;W^yg?^y ^;y*^H]!fi^J113c) i: 

LTSfe^-^J^*Sfe?4^(60%) i: tT#f^„ 
NMR (CDC1 3 ) 6 s : 1.70-2.15 (4H, m), 2.65-3.00 (1H, 
m). 3.30-3.79 (3H, m), 3.95-4.25 (1H, m) . 4.95-5.2 
0 (2H, m), 7.24-8.02 (11H, m). 
121d) (R) -2- (6-^0 U-2-7- 7 ^)V) XjV-fc—>VX f-lV 

to y ^v-i-^A^yst^o-^K 

kife^Jl21c ) (R) -2- (6-y* nn-2-t7 ^-;1^) 
^b°o y ^>'-l-^;y--Kyg'<.>'^';y*>ii>||SfiWd) 

nrnzLxmitesmttekisT- 77t%» t lt^ 

^r. NMR (CDC1 3 ) 8: 1.75-2.50 (4H, m) , 3.00-3.28 
(1H, m), 3.28-3.47 (2H, m), 3.50-4.03 (1H, m). 4.0 
8-4.25 (1H, m), 4.80-5.08 (2H, m), 7.04-7.40 (5H, 
m), 7.52-8.08 (5H. m), 8.36 and 8.49 (total 1H, s 
for each) . 
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121e) (R)-2-(6-?na-2-t7f;l/) X)V-fc—)VX ^)V_ 
bn U v>-*^bKSK^. 

Hjfr£#iJ121d) TUfc (R) -2- (6- ^on-2-t7f;W X/l^tv 
-/uy f-;Pbo y i/V-\-i])VXvm^^i/)Vfrh$m 

09ll3e) h R&(C L-CSIB-fb^^ilfe^*(93%) fc LT 
NMR (DMSO-dg) 8: 1.55-2.00 (3H, m) , 2.14 (1 
H, m), 3.21 (2H, t, J = 7.2), 3.75 (1H, m), 3.90 
(1H, m), 4.04 (1H, dd, J = 4.5 and 14.4 ), 7.78 (1 
H, m), 8.05 (1H, m), 8.21-8.34 (3H, m), 8.73 (1H, 
s). 

121f) (R)-4-((2-(6-y Dn-2-t7f^)X;l/*^;M. 
■^/P-l-bn V : J)\AA)V#— ;W-l-(2-^f-^-4-t° y it 

mm\2\e) X%tz (R)-2-(6-? nn-2-t7f;KX/W 

-)vx f-^trn 'j ^vm-fbTKSK^fcHM^JiBg) ti# 

£l-(2-y^-4-b°y i?)V) K"OJ ^V-4-^/U^>BW» 

^sisfeMii3h) t mmz Lzmak&fa*m&ffi*(26%) 

bLX&tz. NMR (CDC1 3 ) d: 1.54-2.64 (9H, m), 2.4 
3 (3H, s). 2.70-2.94 (2H, m), 3.15 (1H, dd, J = 1 
0.0 and 13.8), 3.36-3.68 <2H, m), 3.76 (3.98 (3H, 
m), 4.26-4.44 (1H, m) , 6.36-6.56 (2H, m), 7.57 (1 

H, dd, J = 2.2 and 8.8), 7.78-8.06 (4H, m), 8.14 
(1H, d, J = 5.8), 8.48 (1H, s). 

fcMttffim C 27 H 30 N 3 O 3 SCl 0.2H 2 0i; LT 
ff-SHI (%) :C, 62.89; H, 5.94; N, 8.15 
USUI (%) :C, 62.88; H, 5.82; N, 8.24 

mmmm 

(R) -4- [2- (2- (6-? nn-2-t7f/W X)l<-fc-)i>X 
1-bQ U ^*;W-2-^^yx^]-l-(2-^^-;l^-4-h° y >>; 
;W b^ D v y 

122a) 2-(l-tert-y' h S/^/l-tf'x/l^-b^. U 

y'x^*;*.*yij&:E.f-/H22.3 g)<OTHF(90 vAY&W. 
^miti-hV ^^(60^Stt; 4.3 g)£0°CTDtl;t 30# 
M"t£ . 4-:*^ V t"^. y S/y-l-tf y&tert- 
yf-;Kl8 g)OTHF(90 ml)?g?g2rjD^ ^ST'2Bf|S]#>£ 

?IM£®*U S®^£^^y^SM.f B LT4-(2- 

x h vxf y fy) -i-tf^ y y'y^/Ptf'y 

igtert-y^£frfelltt(12.8g, 53»fcLT»fc. f# 
£>*lfcffltt(12.8 gXO^y-iMBO ■DJSJRtClO%/'? 

i«(l.3g) £fln;i . **3ffl»Tfc:a»t*«1f 

(12.9 g, Mmmt Lxntz. nmr (cdci 3 ) a-. 1.02- 

I. 33 (2H, m), 1.26 (3H, t, J = 7.0), 1.45 (9H, s), 
1.60-1.80 (2H, m), 1.80-2.05 (1H, m), 2.23 (2H, 

d, J =7.0), 2.60-2.83 (2H, m), 3.95-4.22 (2H, m), 
4.13 (2H, q, J = 7.0). 
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122b) 2-(l-(2-^ f~/U-4-b y 5/*;W-4-tT^ V i/JUm_ 

HJfe#Jl22a) X1§tz2- (1-tert-y ~s$)ViK-)V-i- b 

ttl^£&SfeiBl#$j(51%) NMR (CDC1 3 ) S: 

1.28 (3H, t, J = 7.0), 1.20-1.44 (2H, m), 1.74-1. 
90 (2H, m), 1.92-2.32 (3H, m) , 2.45 (3H, s), 2.86 
(2H, dt, J = 2.4 and 12.6), 3.78-3.94 (2H, m) , 4.1 
6(2H, q, J = 7.0), 6.44-6.58 (2H, m), 8.15(1H, d, 
J = 6.0). 

122c) 2-(l-(2-^< ^-/P-4-b° y $//W-4-t"* V 

HJfe^Jl22b) X-ntz.2- (l-(2-.X f-;W-4-b y >-';W)-4-b-^. 

U^;HB»xf-;K5.2g). ^WWtth'J^dJ g) 
7K(10 ml)*jJ:tM*y— ;K2 ml)<o?g-£!$jS:^&-Clii# 

H*>#»-tf>ta iMttrr«wdu «E«wufc. 

fJ/j£CHP-20# 7-&>-Cfif gi LTMfB-ft^Sr*EfeS*(43 
»fcL/C»fc. NMR (DMS0-d 6 ) : 1.08-1.24 (2H, m), 

1.71 (2H, d, J = 12.9), 1.82-1.98 (1H, m), 2.16 
(2H, d, J =6.6), 2.23 (3H, s) , 2.78 (2H, t, J = 1 
2.6), 3.88 (2H, d, J = 13.2), 6.6K1H, dd, J = 2.4 

and 6.0), 6.67 (1H, d, J = 2.4), 7.99 (1H, d, J = 

6.0). 

122d) _(R) -4- (2- (2- (6- 9 o n-2-t" 7 ^)V) X)V-fc —}V 
>>(fykl-tn y isM-l-tt Vxf^]-i-(Wf;H 
r by s^b^y^y. 

HSgW22c)T# £2- [l-(2-^<^-;U-4-b y y';P)-4-b^ 
y S'VH St®? i: ^Sfef5"Jl21e) (R) -2- (6- 7 a a -2--?- 
7^-;U) x;p*x;i^< fyi-tn y i^yft-fbK*^* 1 ^ 
^M^JlBh) b mmiz LTHffi-fk-^J^*Sfe»*(23%) i: 
LT»fe. NMR(CDC1 3 ) ^: 1.05-1.35 (2H, m), 1.50- 
3.00 (11H, m), 2.46 (3H, s) , 3.05-3.25 (1H, m), 3. 
25-3.55 (2H, m) , 3.67-4.02 (3H, m) , 4.25-4.45 (1H, 
m), 6.44-6.56 (2H, m), 7.58 (1H, dd, J = 2.2 and 
8.8), 7.86-8.02 (4H, m), 8.06-8.18 (1H. m), 8.49 
(1H, s). 

im^m. C 28 H 32 N 3 03SC1 0.5H 2 0i: LX 
H"ltfl(%) : C, 62.85; H, 6.22; N, 7.85 
mmm(%) :C. 62.65; H, 6.10; N, 7.99 
HJfe^Jl23 

_(S) -4- (2- [2- (6- ?no-2-f7 ^-)V)X)V-fc—)VX ^)V- 

1-bu y y;k)-2-^-^f yxf-;W-i-(2-^^-;u-4-by 

HJI^J122c) *Ci#7t2- [1- (2-^< f-;W-4- b" y y;U)-4-b"'< 
y ^';U3^i:SI^Jll3e) XWz (S)-2-(6-?no-2-t 

HitMH3h) k lU^t LTBEH:^lli**HM»*(21» i: 
LT#3t. NMR(CDC1 3 ) 1.08-1.35 (2H, m), 1.60- 
2.60 (9H, ■), 2.47 (3H, s), 2.75-2.98 (2H, m), 3.1 
6 (1H, dd, J = 9.8 and 13.6), 3.25-3.55 (2H, m), 
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3.76-4.05(3H, m) , 4.26-4.45 (1H, m) , 6.46-6.56 (2 
H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 
(4H, m), 8.08-8.14 (1H, m) , 8.49 (1H, s). 

3- (5- 7 no -2-4 > Y VM X)V*~)V-W-* f-;lHHl- 
(2-;*f7i/-4-bl) ^VU)-_4-b°^U y»7*DA°yrS K. 
124a) 3-(5-^on-2-^ y K^Wf ^TDt^yS 
f y KUy^^(Takada, Set ah, Che 
m. Pharm. Bull., 1984 , 32 , 877) *>£^#J114a) b |i| 
«fc tTSia^^^^llfej^H H H (70%) fc NMR 
(CDCi 3 ) : 2.68 (2H, t, J = 7.0), 3.06 (2H, t, J 
= 7.0), 6.62 (1H, d, J = 1.2), 7.14 (1H, dd, J = 
2.0 and 8.8), 7.24 (1H, d, J = 8.8), 7.52 (1H, d, J 
= 1.2), 8.35 (1H, s). 

124b) 4-[N-[3-(5-?on-2->r yh'^KWnt^. 
/W-N-*f7l/7* 5 7] b°^>J >>>-l-^;^>^tert- 

HjSf6^J124a)T1#^3-(5-^on-2— f y F iJ;Wf*rn 

t-rf-;k&^5Ot«30b) fc PISHc LTSK^^^Hfe 

&&(43%)b LT»fc. NMR (CDC1 3 ) 1.42-1.63 (4 
H, m), 1.46 andl.47 (total 9H, each s) , 2.60-2.90 
(4H, m), 2.82 and 2.85 (total 3H, each s) , 3.18 (2 
H,t, J = 6.6), 3.50-3.70 (0.2H, m), 4.05-4.35 (2H, 
ra), 4.58-4.75 (0.8H, m), 6.52 (1H, d, J = 2.0), 
7.12 (1H, dd, J = 2.0 and 8. 8), 7. 28 (1H, d, J = 8. 
8), 7.48 (1H, d, J = 2.0), 9.60 (1H, bs). 
124c) 4-(N-(3-(5-;nn-2-^ V Y V )V) X!Vfr—)VT 

tert-7^/l^ 

£S«Wl24b) r»fc4-(»-[3-(5-^ on-2->( V Y V M * 

Zte&&&(93X)bl,Xfttl. NMR (CDC1 3 ) 1.42-1. 
72 (4H, m), 1.46 and 1.48 (total 9H, each s), 2.60 
-3.00 (4H, m), 2.78,2.84 (total 3H,each s), 3.68 
(2H, t, J = 7.2), 4.05-4.55 (3H, m), 7.14 (1H, s), 
7.33 (1H, dd, J = 2.0 and 8.8), 7.41 (1H, d, J = 
8.8), 7.68 (1H, s), 9.82 (0.75H, s), 9.93 (0.25H, 
s). 

124d) 3-(5-^PO-2->fyp V M AJUft—Jl^Wf- m 
;U-N-[l-(2-^f^;P-4-fc°U x/U)-4-tf^l! y;P)7nA° 

IQfc«|124c)T»fc4-[N-[3-(5-^ao-2->f V Y V)V)A 
;l/*-;l/7D b°;* - )V\ -N-X 1r)VT S/)t^ »J >>>-l- 

x;i'#>mert-7'^ufrbnffiMS3c) t mmz txm 

E^tt**e»*(33Z)fcLT»fc. NMR (CDCl 3 ) 
1.50-1.90 (4H, m), 2.45 (2.25H, s) , 2.48 (0.75H, 

s), 2.78 (0.75H, s), 2.83 (2.25H, s) , 3.69 (2H, t, 
J = 7.2), 3.70-4.05 (2.25H, m) , 4.50-4.65 (0.75H, 
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s), 6.45-6.60 (2H, m) , 7.14 (0.75H, s), 7.15 (0.2 
5H, s), 7.33 (1H, dd, J = 2.0and 8.8), 7.41 (1H, 
d, J = 8.8), 7.69 (1H, d, J = 2.0), 8.16 (0.75H, 
d,J = 6.0), 8.20 (0.25H, d, J = 6.0). 
TvmttVfm C 23 H 2V C1N 4 03S 0.5H 2 0i: LX 
fWft(%) :C, 57.07; H, 5.83; N, 11.58 

mmm.(%) :c, 57.10; h, 5.92; n, 11.53 

HSS^J125 

3- (5-^pn-i-^f;i/-2->f y Y 'J;l/)^*-;H^ . 
3~)V-W- [l- (2-^ fvi/-4- b U i/)V) -4- b°^ U V)V\ rn , 

125a) 4- (N- (3- (5-? u o-l-^ ^;l-2->f y K U ; U) X _ 
;^-;P7ne^-;W-N-^f/l/7 5 y] b^y S^V-l- 
^^^y^tert-^/U . 

^Wl24c)Ti#fc4-(N-(3-(5-? V H l> 

*;U^>Stert-^;K0.35 g)^)DMF(10 mOJgSJt'Vk 
*^ b U ^A(60%?itt; 36 mg) ni3WfW^%Wt 

•jw«Uo »«*«*u mm* winy & 
#7^xnmLxmiMki^*m&ffi-&(o. 34 g, 90%) 

tLTft^o NMR (CDCI3) S: 1.15-1.70 (4H, m) , 14 
5, 1.4 (total 9H, each s) , 2.50-2.66 (2H, m) , 2.76 

(3H, s), 2.80 (2H, t, J =7.0), 3.66 (2H, t, J = 
7.0), 4.00-4.30 (1H, m), 4.03 (3H, s), 7.17 and7. 1 
8 (total 1H, each s), 7.32-7.40 (2H, m) , 7.65,7.66 

(total 1H, each d,J = 2.0) 
125b) 3-(5-^DD-l-^f;k2- f 

;l/-N-^ f ;kN-(i-(2-^ f ;M- 1° »J S^M-tr^U V _ 
^«125a)t*»fc4-[N-[3-(5-7 nn-l-^f;W2-^f y 

U ^>-l-^;l^^>®?tert-^;W^A ) Slife^J83c) 

tcLTTO^^*«6fi»*(14%)fcLT»fe. NMR (CD 
Cl 3 ) 1.20-1.34 (2H, m) , 1.40-1.90 (2H, m) , 2.4 
4 and 2.47 (total 3H, each s) , 2.67-2.95 (2H, m), 
2.75 (3H, s), 2.80 (2H, t, J = 6.8), 3.68 (2H, t, 
J = 6.8), 3.80-3.90 (2H, m) , 4.04 and 4.05 (total 
3H, each s), 4.15-4.26 (1H, m) , 6.40-6.58 (2H, m) , 
7.17 and 7.19 (total 1H, each s), 7.33-7.42 (2H, 
ra), 7.66 (1H, d, J = 1.6), 8.15 and 8.19 (total 1 
H, d, J = 6.0). 

Ttmftffim C 24 H 29 C1N 4 03S 0.25H 2 0i: tX 
ff-g:ffi(%) :C, 58.41; H, 6.02; N, 11.35 

mmm(%) :c, 58.25; h, 6.00; n, 11.17 

4- (6- ? n +)V) X)V^~)V-K-* ^;P-N- [1- (2 
f7H- b° U it}],) -3- b^ »J *J)V\ if ? y T 5 K . 
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126a) 3-[N-(4-(6-?o 0-2--J- 7 ^)V) X)V* ~)V 7 ? 
J A )V}-W-*^)VT 5 7] b°^y ^y-l-^;P7}fyStert 

H^J24c) Tl#*:4- (6- ? n Q-2- 37 X)V*-)V 

mm t mmmi isc > ti#^3- ( y fvur s/)tx y ^ 

l-^/PiK^tttert-^;l^&9ttM30b) k RflUc LT 
■E«^t*tft»*(80D!: NMR (CDC1 3 ) 

5": 1.44 and 1.47(total 9H, each s) , 1.45-1.85 (4 
H, m), 2.00-2.20 (2H, m), 2.45-2.80 (4.6H, m), 2.8 
0 and 2.84 (total 3H, each s), 3.32 (2H, t, J = 7. 
2), 3.45-3.60 (0.4H, m), 3.84-4.42 (2H, m), 7.58 
(1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, m), 8.48 
(1H, s). 

126b) A- (6-7 P U-2-+7+)V) X)V* - /P-N-y 
N-[l- (2-* U >>VW -3-b*^ ij ^>7S. 

>\ 

HS6#Jl26a) T#^3- [N- [4- (6- ? a a-2-f 7 X)V 

^Zm&RfelMXib LXntl* NMR (CDC1 3 ) d: 1.6 
0-1.93 (4H, m), 2.06-2.20 (2H, m) , 2.43 (2H, s, 2/ 
3Me), 2.46 (1H, s, l/3Me) , 2.50-2.83(4H, m), 2.88 
(1H, s, l/3NMe), 2.90 (2H, s, 2/3NMe) , 3.25-3.45 
(2H, m), 3.62-3. 92 (2H, m), 4.40-4.58 (1H, m), 6.47 
-6.60 (2H, m), 7.59 (1H, dd,J = 2.0 and 8.8), 7.86 
-8.00 (4H, m), 8.13 (2/3H, d, J = 6.4), 8.20 (1/3 
H, d, J = 6.4), 8.46 (1/3H, s) , 8.48 (2/3H, s) . 

im^mm C26H30CIN3O3S o.5H 2 ohLT 

ffJCffi (%) : C, 61.34; H, 6.14; N, 8.25 
HaHI (%) :C, 61.19; H, 6.12; N, 8.24 
HWJ127 

3- (6- 9 DD-2-t 7 ^)V) XyUtf ~/k-N- (1- (2-* f-;U-4 

r t°y y;i/)-4-b°^y y/wroAvrs p. 

127a) { 1- (2-y b l> -4- b^ U 5/;l0 75^ 
Sgj&fe#j42a) "C»fc 1- (2-y ^0-4- b° »J -4- b°^ U K 
WO. 67 g)^iK(8 ml)i§^PB!Ty^-^A(2.71 
g) SrflQi (TCTli9Bl3&»Sa«fe« b U T-fe h^ri'** 

U^A(0.90 g) SJPiTSffl-ClS^BIsSp* 

*UTfflEft-&W*Srfe«H«ft(0.53 g, 79%)kLTf# 
7t 0 NMR (CDCI3) 1.28-1.65 (4H, m), 1.88-2.00 
(3H, m), 2.44 (3H, s) , 2.82-2.97 (2H, m) , 3.80-3.8 
7 (2H, m), 6.49-6.54 (2H, m), 8.15 (1H, d, J = 5. 
8). 

127b) 3- (6- 9 n o-2-^ 7 X/U* — /U-N- (1- (2-. 

y ^-4-b° y >-*;!✓) -4- b^y *s)VYTx*rtVT 5 K 

HSfe#lJl27a) "CWfc [ 1- (2-y <f-/W4- b° U -4- b^ >J 

r 5 y*»6^»«76b> k Halt ltsis^^ 
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&Efe8**<15%)k LX'&tz. NMR (CDCI3) 1.35-1.48 
(2H, m), 1.89-1.94 (2H, m) , 2.44 (3H, s), 2.68 (2 

H, t, J = 7. 5), 2. 85-2. 97 (2H, m), 3.55 (2H, d, J = 
7.5), 3.76-3.83 (2H, m), 3.93 (lH,m), 5.57 (1H, 

d, J = 7.6), 6.47-6.51 (2H, m), 7.60 (1H, dd, J = 

I. 8 and8.8), 7.88-7.96 (4H, m) , 8.16 (1H, d, J = 
5.8), 8.46 (1H, d, J = 0.8). 

TtmttVrm C 24 H 26 N 3 C103S 0.3H 2 0i: LT 
IWffi (%) :C, 60.38; H, 5.62; N, 8.80 
mmm(%) :C, 60.46; H, 5.46; N, 8.90 



N-yf;k3-(6-?nn-2-t7f;l/)xM^H-(l-(2. 

-x tr y is)V) -4- b^ y -jm roy $ F . 

128a) N-y^-N-[l-(2-^^/H-b°y ^)-4-b°^y _ 
HJfe^j42a)ri#7^1-(2-y f-;P-4-b°y ^;U)-4-b°^y F 

mzm&mmiiivsiokLxmzo nmr (cdci 3 )^: 1.35 

-1.69 (2H, m), 1.94-2.02 (2H, m) , 2.44 (3H, s), 2. 
63-3.09 (3H,m), 3.79-3.87 (4H, m) , 6.48-6.55 (2H, 
m), 7.25-7.34 (5H, m) , 8.14 (1H, d, J = 6.0). 
128b) N-^^/P-3- (6-9 o a-2-^ 7 ^)V) 7.)V* 
N-[l-(2-y ^;U-4-b°y ^)-4-b°^y y»7nA°yr. 

SU5S^Jl28a)'ri#^N-y^-N-(l-(2-y ^;U4-b y if 
;W-4-b^ y T 5 y*> ^HiSM76b) k mffitZ LX 

HE^^**aS«fM»5fc(36%)ktr»fc. NMR (CDC1 3 ) 
S: 1.47-1.80 (4H, m), 2.41-2.45 (3H, m), 2.68-3. 
18 (4H, m), 3.52-3.89 (2H, m) , 3.89-3.96 (2H, m), 
4.46 and 4.52 (2H, each s), 4.63-4.69(lH, m) , 6.41 
-6.50 (2H, m), 7.07-7.30 (5H, n) , 7.56-7.62 (1H, 
m), 7.76-7.95 (3H, m), 8.11-8.51 (2H, m). 
Tvmfrffim C31H32N3CIO3S 0.2H 2 0kLT 
fHWI(%) :C, 65.82; H, 5.77; N, 7.43 

mmm(%) :c, 65.57; h, 5.%; n, 7.75 

H*£^J129 

3-(6-?nn-2-t7 f-; W X -;WN- [1- (2-X f-;U-4. 
r b° y ^VP) -4-b°^ y -N- (2- b° y ^;P) y f/PTn _ 

129a) N-[i-(2-y^;M-b > y ^yu)-4-b°^y ^]-n- 

(2-t°yy/I/)^f;l/7Sy 

k]SS^J42a) "C»3fe 1- (2-y ^;P-4- b° V -JM -4- b°^< y K 

> k n-(2- b y i^vp) ^ s yfr^mmwoa) t mm 
izLxmiMk^*m&mm&(m)tLx%ti. nmr 

(CDC1 3 ) a: 1.39-1.56 (2H, m) , 1.98-2.08 (2H, m), 
2.43 (3H, s), 2. 74-2.96 (3H, m), 3.80-3.86 (2H, m) , 
3.97 (2H, s), 6.50-6.54 (2H, m) , 7.17 (1H, t, J = 
6.2), 7.27-7.69 (1H, n) . 8.14 (1H, d, J = 6.0), 
8.55 (1H, d, J = 4.8). 

129b) 3- (6-?nn-2-t7f;W x;^^;P-N-[l-(2- . 
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^ ^-^-4- tr u i/)V) -a- v -N- (2- tr y i^/W * . 

HM0iJ129a) Tff fcN- (1- (2-> b° U i^'/P) -4- tf< 
'J S^H -N- (2- b* 'J >-7P) ^ f-;PT 5 V* 1 ^>HMM76b) t 
|3MJKc LXMM&t-&mZm&®M50l) t LT»Jfc. NMR 
(CDC1 3 ) 5: 1.45-1.64 (4H, m) , 2.42 and 2.45 (3H, 
each s), 2.79-3.19 (4H, m), 3.57-3.65 (2H, m), 3. 
80-3.97 (2H, m). 4.52-4.72 (3H, m), 6.41-6.50 (2H, 
m), 7.09-7.17 (2H, m), 7.56-7.64 (2H, m) , 7.84-7. 
98 (4H, m), 8.10-8.18 (1H, m), 8.40-8.51 (2H, m). 
TVmttffim C 30 H 31 N 4 ClO 3 S H 2 0t tT 
ff-gffi (%) : C, 62.00; H. 5.72; N. 9.64 
(%) : C, 62.09; H, 5.36; N, 9.63 

1- (3- (6- 9 n a-2-t- 7 -f7U) X^*^;U7dv A )V\ - 

4-(2-> -^-4-b U 5^;W i^. 

130a) 4-(2-^^-;U-4-t°U i^-l-b^ S^tfiHtf 

l-Boc-b^? ^>J&>^HStW90e) fc R«R(C LTSfB-fb^ 
*SrSfeBa*(92Z)i:Lr»fe. NMR (CDC1 3 ) 1.49 
(9H, s), 2.46 (3H, s), 3.28-3.33 (4H. m) ,3-53-3.58 
(4H, m), 6.48-6.55 (2H, m), 8.19 (1H, d, J = 5. 
8). 

130b) 4-(2-.X f-/U-4- b° U i^'/U) -1- b"^ ^ >ZM 



USS^JBOa) Tif^4-(2-^ f-;U-4-f U i^M-fc^? 

xnmti^zn&fmiimm t txntz* nmr (cdc 

1 3 ) 8: 2.57 (3H, s), 3.42 (4H. t, J = 5.5), 4.01 
(4H, t, J = 5.3), 7.14-7.18 (2H, a). 8.13 (1H, dd, 
J = 2.2 and 8.0). 

130c) l-(3-{6-? DD-2-t 7f ;W X;^z;l/7*n^ 
/ <1 )U) -4- (2-* f-/U-4- b U ^';P) b°^ 7 ~J V 
ldtWl30b)Tf*fc4-(2-.X?-;U-4-e U 

^>-«iaa*><?>iat0Cob) t L-tHfeft^** 

*lfe^(55%) t LXntz. NMR (CDCI3) 2.48 (3H, 
s), 2.89-2.97 (2H, m), 3.23-3.28 (2H, m) , 3.34-3. 
39 (2H, m). 3.55-3.71 (6H, m), 6.47-6.53 (2H, m), 
7.59 (1H, dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m). 
8.22 (1H, d, J = 5.4), 8.48 (1H, s). 
TiMftVrm C23H24N3CIO3S 0. lH 2 Oi: LX 
ff-affl {%) : C, 60.08; H, 5.31; N, 9.14 
HSIffl {%) : C, 59.78; H, 5.39; N. 9.42 

l-[3- (6- ? o n-2-t- 7 j-)V) x;^--^rn; sv >f ; W- 
4-(2-^ f-^-4-b* »J -2-b^5 WiVViZVW.* f-. 

131a) 4-(2-.Xf-;U-4-b°y i?tV) t'^y s Jy-\,2-Vi] _ 
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<M^(4H««#IFA« 3 F3-232B64) 3&»4>HltW90e) t Htt 

foLxmmt^*fi&mwk(&%,)t nmr 

(CDC1 3 ) 5-: 2.46 (3H, s) , 2.46-3.43 (3H, m), 3.67- 
3.73 (3H, m), 4. 00-4. 42 (3H, m), 4.80-4.93 (1H, m), 
5.17-5.21 (2H, m), 6.49-6.54 (2H,m), 7.34-7.38 (5 
H, m), 8.20 (1H, d, J = 5.4). 
131b) A-(2-X ^-/P-4-b° 'J V)V) b*^ : J>-2- : Jl))V _ 

HS6#lJ131a) T-1#5t4- (2-^ f-;P-4-t U >-7P) 
-\,2-i?lj)VX>m. \-**> : J)V 2-^-f-;Ki.o g)tl0 
Z^a^A— IK*(0.15 g)£-X?y-/M15 ml) tin 

«£EWBut. mmm^^ o^yj^yj^x-mm vxm 

ie-fb-^t?52r*E€5»^(0.53 g, 83%) i: LT»fc. NMR 
(CDCI3) ^: 2.15 (1H, br), 2.47 (3H, s), 2.86-3.82 
(10H, m), 6. 53-6. 59 (2H, m) , 8.18 (1H, d, J = 5. 
8). 

131c) 1- (3- (6- 9 oa-2-t 7 X)V-fc—iV7°u) nV 

j )V\ -4- (2-x f-;p-4- b y i?)V) -2-t^7y"y*;^fy 

• kSfet?4l31b)Tl#^4-(2-^f-;P-4-b"y i?>V)\Z'<~y : J> 
-2-J±i)VXV&* ^*^HM^j30b) t |al«tc LTS 
EH;^*mfi»*<52a:>i: LT»fc. NMR (CDCI3) 5: 
2.47 (3H, s), 2.89-3.20 (4H, m). 3.43-3.85 (7H, 

m), 4.31-4.60 (2H, m), 5.19 (1H, m) , 6.49-6.55 (2 
H, m), 7.60 (1H, dd, J = 1.8 and 8.8) ,7.89-7.98 (4 
H, m), 8.22 (1H, d, J = 6.2), 8.49 (1H, s). 
TE^frflfffi C25H26N3C105S 0.5H 2 0i: LT 
ft#«(%) : C, 57.19; H, 5.18; N, 8.00 
H$M(%) : C, 57.43; H, 5.57; N, 8.16 
HM01J132 

(S) -2- (6-9 o U-2-j- 7 ^-)V) X)V-fc—)V* -f-fl-ti- { 1- . 
(2-^f-;W-4-b*»J ; J)U)-A-^^J y/Htu'J 

— ■ — 

132a) (S)-4-[2-(6-? no-2-t7f/HXM-;Mf 

1- tert- yb^is*? lVi$—}V U x >--4-# 
(0.40 g)fc h UX^TSXO.34 ml)^h;^X^(8.0 
ml ) mW^yCTT 'Jit x'7x U ;K0. 53 ml ) 
^Jn^. 8(rCT2«FfflA>S«-fffe. RiBiK^^atiS 
L . HifeM113e) (S) -2- (6- ^ o 7f;Wx 
Mz;Mf;|/h ft ny ^>(0.64 g)COh^x.y(2 mlM 

(0.88 g f se*W)kLT»fe. 

132b) (S)-2-(6-?na-2-t7fWxW-;M 

N-[l-(2-^ ^;w-4-b°u ^;P)-4-tr^U s^M b°o u yy 
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rl-^/Utf^S K. 

mmmi32a) Xi%fz (S) -4- (2- (6-? a n-2-^-7 X 
)V* — )V* fyl^l-tn U is)V\ *))V#—)VT 5 7 b^ V 

trste^!i?j^iife^*(8%) t Lxntz. nmr (cdc 

1 3 ) 5: 1-22-1.52 (2H, m) , 1.82-2.34 (6H. m), 2.44 
(3H, s), 2.84-3.02 (2H, m), 3. 10-3.34(3H, m), 3.6 
8-3.90 (4H, m). 4.20-4.42 (2H, m), 6.44-6.56 (2H, 
m), 7.58(1H, dd, J = 1.8 and 8.8), 7.86-7.98 (4H, 
m), 8.14 (1H, d, J = 5.8), 8.47 (1H, s). 
7U3ft##rffi C 27 H 31 N 4 0 3 SC1 2H 2 0i:LT 
ttm® (%) :C, 57.59; H, 6.26; N. 9.95 
MWm (%) :C, 57.53; H, 5.81; N, 10.28 

(S) -N- [2-(6-^ o u-2-f- 7 ^)V) X)V*—>V* f-;P-l- 

bo U l?)V\ -l-(2-^< f-/t-4-b y 5/';l/) b^ l> >>'y-4-^. 

133a) (S) -4- (N- [2- (6- 9 u Q-2-?- 7 ^~)V) X)Vfc-)V_ 
.^yg!tert-7 - ^-;l< 

Jgffe0lJ113e) (S) -2- (6- ? n o-2-J* 7 f-fV) X)V* 

-)wt-jut:uvi;>mik*mm.m2A gh mmm m 
(2.12 g)^ip^. mMLVzkizimfflfrzm^tz. 

btitzmmazmmi& mi)i:*(24 mDizmmLx, w 

X$ZM Ltz. l-tert-y h S^Ptf— ;l^b^ U z/y-4- 

^;^ys?d.4i gh HOBtd.13 g)t3£imc<i.n g) 
ti yj^x-mm LxMiMt-smzmeLmmi. 88 g. 

57%) i: L"t#fc. NMR (CDC1 3 ) <5" : 1.44 and 1.46 (tot 
al 9H. each s), l.v48-1.98 (7H, m) , 2.08-2.58 (2H, 
m), 2.60-3.02 (3H, m) , 3.10-3.36 (2H, m), 3.40-3.6 
2 (2H, m), 3.96-4.26 (2H, m), 5.92 and 6.68 (total 
1H, each s), 7.60 (1H, dd, J = 2.1 and 8.7), 7.82 
-8.00 (4H, m), 8.44 and 8.46 (total 1H, each s). 
133b) (S)-N-f2-(6-^ OD-2-t7 f-;P) X)V-fc—Jl>X f _ 

/l/-l-bo'J ^;P]-l-(2-p<f-;t~4-b°U i?fU)WJ : Jy 
r 4-#/U*3"»f 5 H 

HS^Jl33a) X*%tz (S) -4- [N- [2- (6-;nn-2-f7 

x>v-fc— ;MfyH-tnt) i/)V\i])V>^4M b^y 

^>-l-^;l/^yKtert-7"f-^*^S|]!ifi^j83c) £: 
LTS!S^!i?5^?ife^*(22%)i: L"Cf#^. NMR (CDC1 
3 ) 1.48-1.96 (7H, m), 2.04-2.50 (2H, m), 2.43 
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(3H, s), 2.70-3.10 (3H, m), 3.16-3.38 (2H, m) , 3.4 
2-3.68 (2H, m), 2.74-3.96 (2H, m), 6.40-6.56 (2H, 
m), 7.59(1H, dd, J = 1.8 and 8.8), 7.82-8.00 (4H, 
m), 8.11 (1H, d, J = 5.8), 8.45 (1H, d, J = 1.2). 
imftffim C 27 H 31 N 4 03SC1 1.5H 2 0£:LT 
tfS:ffl(%) :C, 58.53; H, 6.18; N, 10.11 
mmm(%) :C, 58.67; H, 5.86; N, 10.06 

1- (3- (6-^ O 0-2-^ 7 X)V*—)V7° O/ W ;W - 

N-^^;i^4-(2-^^;P-4-b° y b^s/^-^/K 

134a) 1-^L V i/-4- (2-^ ^-/l-4- b c U is)V) t 0 ^.. 

^Sfe^Jl31a)Tl#^4-(2-^^;l^-4-t°U ixVW V^iSy 
-\.2-i/i3)Vi£vW. 2-.X^;Kl.30 g)i3 

i ^'^7^1:^ h U ^ A7jQ§?g (7 . 0 ml ) <D* ? J -Ml 

7t 0 NMR (CflsOD) ^: 2.49 (3H, s) , 3.32-4.81 (7H, 
m), 5.17-5.18 (2H, m), 6.99 (2H, br), 7.33-7.38 (5 
H, m), 7.97 (1H, d, J = 7.6). 
134b) 2- (N-^ ^-)Vi] )V) ^ A )V) -4- (2-* ^)V-A- 1° V. 

H)!ffe^Jl34a) T1#/C 1-K > S/-4- (2-^ ^/U-4-b° 

'J $-?/!/) b°^^ ^y-2-7>y^K^i: ^<^r 5 yfrt>m 

X%tz. NMR (CDC1 3 ) d: 2.45 (3H, s), 2.79 (3H, d, 
J = 4.8), 2.95-3.61 (4H, m), 4.10-4.79 (3H, m) , 

5.20 and 5.22 (2H, each s), 6. 52-6. 59(2H, m) , 7.38 
(5H, br), 8.18 (1H, d, J = 5.8). 

134c) N-^< -7-/1-4- (2-^ b° V b°^ »J i?y-2 

^Sfe^Jl34b) X^%tz2- ^)Vi] )V) ^ A )V)-A- (2-* 

^n^ji29b) b mmiz Lxmm^m^m^mm^ 

*W)i:LTt#^o NMR (CDCI3) d: 2.45 (3H, s) , 2.8 
5 (3H, d, J = 5.1), 2.96-3.17 (4H, m), 3.47-3.54 
(3H, m), 3.81-3.86 (1H, m), 6.55 (lH,dd, J = 2.6 a 
nd 6.0), 6.60 (1H, d, J = 2.4), 6.99 (1H, br) , 8.1 
8 (1H, d,J = 4.0). 

134d) 1- [3- (6- 9 PD-2-t 7 ^t)V) ?.)V*~)V7°UJ W . 
A )V\ -N-p< f-/I^-4- (2-^ b° V i>)V) b°^^ V y-2_ 

kWJl34c) T1#^^N-^ f^;l-4- (2-^ ^;i^-4- b »J y 
;!/) b^< u y v-2-^;^#^^ 5 H *^HSfiW6b) i: 
tcLTSie^^*ilfe^*(30%)t Lttl^o NMR (CD 
Cl 3 ) ^: 2.47 (3H, s), 2.73-5.22 (14H, m), 6.54-6. 
61 (2H, m) ( 6.72-6.74 (1H, m) , 7.62 (1H, dd, J = 
2.0 and 8.8), 7.88-8.01 (4H, m), 8.20 <1H, d, J = 
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5.8), 8.48 (1H. s). 

Ttmttmm C 25 H 27 N 4 C10 4 S 0.5H 2 0£;L-t 
ff-gffi (%) :C, 57.30; H, 5.39; N, 10.69 

mmm (%) :c, 57.47; h, 5.44; n. 10.38 

2- (1- (3- (6- ? O Q-2-^ 7 X/^a/l'TD; \V 4 

;W -4- (2-* f-;i^-4- b y i^) -2- s^'/H iixf 

>y. 

135a) 2- [4- (2-.X ^/U-4- b D i^P) -2- fc*"* y Sfc 
Xf-/U 

2-(2-t-^7 ; j^mm^tu(^m^¥f^m ^3-23286 
4)*^nst^j90e) t nmiz Lxmmt^^n^wm 

mX)tLX'i%tz. NMR (CDCI3) 5": 1.29 (3H.t, J = 

7.1) , 1.64 (1H, br). 2.44-3.70 (12H, m), 4.18 (2H, 
q, J = 7.1), 6. 50-6. 54 (2H, m), 8.18 (1H, d, J = 

6.2) . 

135b) 2- tl- (3- (6- 7on-2-t7 -f-M X)V*fc —iVTu _ 
g?x^/k 

HSS#J135a) T*fe2-(4-(2--?t ^-;U-4-b U ^'/U)-2-b^ 
5a^P]»«x-f-;p#»4,3mOT76b) |3)«^ LTjSfE-ffc 
•^ft^H^5|5(50%)i: LXntl, NMR (CDC1 3 )S: 1.18 
-1.30 (3H. m), 2.46 (3H, s), 2.59-3.07 (6H, m), 3. 
45-4.96 (9H,m), 6.45-6.49 (2H, m) , 7.56-7.62 (1H, 
m), 7.95-7.97 (4H, m) , 8.20 (1H, d, J = 5.8), 8.49 

(1H, d, J = 3.0). 
TiMftmm. C 27 H 30 N 3 ClO 5 S 0.5H 2 OhLT 

(%) :C, 58.63; H, 5.65; N, 7.60 
HSIHI (%) :C, 58.33; H, 5.72; N, 7.56 
HSfeCTl36 

2-(6-^ DD-2-t7f/H X/P*x^-N-[4-(2-J><^-7P-4 
r b 'J -1- b*^ 5 S^'/lO If .1- (2- (6-. 

;nn-2-t7f;W x;Prhx;ur-fef-;i-]-4-(2-^ 

136a) l-(2-^ -?-/l-4-b >J i?)V)-A-— h n V b^ i^. 

y 

USSCTBOb) -Ci#fc4-(2-^ ^-;P-4- b U S^U) -1- b^ 5 
^>-«|»a(1.00 g)<0*»»(10 ml)^ffi!iB!^h'J 
•7^(0.41 &)<?)*mW.{2 m\)*VCX'Vp-o< £ £> 

£*coigj&xvffi§to*zm&tz. %.fcmzmj±mmvx 
tz. ^m^wmtxmnt-^m^n&mmo.^i g, & 

MmtLXnt:. NMR (CDCI3) a: 2.56 (3H, s), 3.9 
3 (4H, s), 3.95-4.01 (2H, m) , 4.58-4.64 (2H, m), 
7.07-7.11 (2H, m), 8.07-8.11 (1H, m). 
136b) 4-(2-^/P-4-b >J ifM-l-VU ittVT 5 > 
HSfe<?iJ136a) T-1#?tl-(2-^ ^-/U-4-b V ! J/U)-A-— h n 
yb^5i/y(0.97 g)cOpK(5 ml)j£i8£ffifn v 5fc(1.10 
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S:*trftfei*Wft(0.52 g, 68X)bLxntz. NMR (CDC1 
3 ) 2.45 (3H, s) , 2.74 (2H, t, J = 5.1), 2.97- 
3.02 (2H, m), 3.26-3.31 (2H, m), 3.38 (2H, t, J = 
5.2), 6.49-6.55 (2H, m),8.19 (1H, d, J = 6.0). 
136c ) 2~(6-7u n-2-1- 7 ^)V) ~;P-N- [4- (2- _ 
* fvP-4- b° U is) V) -1- b^ ? i?M T -fe h T S H fc J: IX 

1- [2- (6- ? o u-2-^ 7 ?•/ W -X/V* ^/PT-fe *jr)V\ -4- (2. 
^;l-4- fc° U ^VW b°^9 

^Jfe^]136b) Ti#7t4- (2-p< ^;U-4-b U ^;U) -l-b°^^ 
S/y fe-fttf 4- (2-^ 1 U ^)-l-b°^5 i^VPT 5 

>*^ms^j30b) t mmiz Lxm^t&mzftfz* 

2- (6- 9 n n-2-^ 7 XyP^^;^-N- [4- (2-^ ^;P-4 
-b°»J y;I/)-l-hX7y;l/)7thrS K : Sffe»*(18 
%) x NMR (CDC1 3 ) d \ 2.47 and 2.48 (3H, eachs) , 2.6 
5 (1H, m), 2.98-4.55 (10H, m) , 6.45-6.55 (2H, m), 
7.41-7.97 (5H,m), 8.19-8.24 (1H, m), 8.48-8.50 (1 
H, m). 

7C*#0fll C 22 H 23 N 4 C103S 0.5H 2 0i: LX 
ff3ttt(%) :C, 56.46; H, 5.17; N, 11.97 
HS!H1(%) :C, 56.19; H, 5.41; N, 11.87 
1- [2- (6- ?no-2-t7 +)V) XJlsfr—Jl-T*: +)V\ -4- (2 
-*fVl/-4-b 0 U ^VU) b°^y> : Mfefe v *(27%) . NMR 
(CDCI3) d: 2.49 (3H, s), 3.34-3.87 (8H, m), 4.36 
(2H, s), 6.51-6.57 (2H, m), 7.59 (1H, dd, J = 1.8 
and 8.8), 7.88-7.97 (4H, m) , 8.24 (1H, d, J = 6. 
0), 8.48 (1H, m). 

7t*fr#Hi C 22 H 22 N 3 C103S 0.3H 2 0i:LT 

:C, 58.80; H, 5.07; N, 9.35 
mmm(%) :C, 58.66; H, 5.15; N, 9.72 
^M^J137 

3- (6- 9 o a-2-^ 7 ^)V)X)Vi£ — A-N- (4- (2-^ ^;!^-4_ 
7 b° U i^Vl/) -1- b°^< ^ TO/ 1 \° >- T 5 H 
HjJfe^J136b) -C»fc4- (2-^< ^/W-4-b° »J S^;P) -l-b^9 
^ >- S: #tf4- (2-p< f^;l^-4- b° 0 V)V) -l-b°^ 5 i^T S 

9%)h LT^Tto NMR (CDC1 3 ) ^: 2.45 and 2.48 (3H, 
each s), 2.62-2.69 (2H, m) , 2.89-3.14 (6H, m) , 3.4 
1-3.59 (4H, m), 3.75 (1H, br) , 6.27-6.63 (3H, m), 
7.56-7.64 (1H, m), 7.93-7.97 (4H, m), 8.17-8.24 (1 
H, m), 8.47-8.50 (1H, m). 
7C*^Wffl C 23 H 25 N 4 C103S 0.8H 2 0i: LX 
ff3tffi<%) :C, 56.68; H, 5.50; N, 11.49 
9SSM(%) :C, 56.50; H, 5.23; N, 11.32 
HJSCT138 

3-(5-^nn-2-\yy"fxz;W xy^^;U-N-^^-N 

r (l-(2-^^;P-4-b , U ^)-4-b°^U y/WTDA-yr. 
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138a) i&it5-7 x V-2-X)Vi£—)V. 

mtX)V7V)l>(\3b ml ) S-0'CT'DMF (1 . 46 g^aTFL 

S^T'15^*^ *Hf fell 5-? o n^y/f^7 x y 

(Pla P. A. et al., J. Heterocyclic Chem. , 1988, 2 
5, 1271) (1.68 g)£iDX. 90°CT'3B$I1#> R 

SI5-ft^2r^€l^ B B B (0.52 g, 20%) £ LX%tl. NMR 
(CDC1 3 ) a": 7.54 (1H, dd, J = 1.8 and 8.8), 7.88 
(1H, d, J = 8.8), 8.30 (1H, d, J = 1.8), 8.56 (1H, 
s). 

138b) 3-(5-? an-2-^yVfx ~)V) X)V-fc—)V7u 

kltWl38a) X"&tzmt5- ?OD\ V Vf-* 7 x y-2-X 
yWt-;K0.43 g) Sr**-fWi N 'J ^A(0. 12 g)0 
THF(10 ml)(tX^S?8t^Sni. 40°C-C7B#^^#iHffc„ K 

RM^fokZtol io%&g?TpHi2{cpS tlx 

U x^-;WT 5 > (1 . 4 ml ) t T 7 U ;H£tert-y ( 1 . 03 
g)$riDxT20lSfSjSo£L^. l^fcfcBlfftxwcft 

(0.25 g, UDtLXntz. NMR (CDCI3) 5: 1.39 (9H, 
s), 2.71 (2H, t, J = 7.7), 3.52 (2H, t, J = 7.7), 
7.47 (1H, dd, J = 1.8 and 8.8), 7.85 (1H, d, J = 

8.8), 8.26 (1H, d, J = 1.8), 8.39 (1H, s) . 

138c) 3-(5-?oo-2-<yVfl-;W X)Vt^—IVTX2 

HMMl38b) xnt3-(5-7 o a-2-^y/fx-;H X)V 
*x/l/7n b:* ^fttert-^f-^ (0 . 28 g) <T> V JV-X. V (2 

*»sawrfc. KJBmz®j±mmL mm****-**/ 

IHftx-f-^-ClgiMfc LTjaie^!HjS:«|-feiS B %(0. 24 g, 
98Z)£:LTf#fc. NMR (CDClg+DMSO-dg) S : 2.75 (2H, 
t, J = 7.7), 3.55 (2H, t, J = 7.7), 7.47 (1H, dd, 
J = 2.2and 8.4), 7.87 (1H, d, J = 8.4), 8.25 (1H, 
d, J = 2.2), 8.42 (1H, s). 

138d) 3-(5-? a D-2-^y/fXZ;H x/W*-;U-N- 
^^-;P-N-(l-(2-^^-;l^-4-b° U S^M-C'OJ V)VYT 

ktt«138c) T»fc3-<5-? a o-2-^yyfx-/K X;l^ 

-1- (2-* ?7U-4- b 'J b^ y i/^^ kHJfffiWOb) |5| 

mizLxmm^m^m^^isox) t txntz. nmr 

(CDCI3) d: 1.40-2.00 (5H, m), 2.44 (2.25H, s) , 2. 
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47 (0.75H, s), 2.76 (0.75H, s), 2.78-3.10 (4H,m), 
2.84 (2.25H. s) , 3.52-3.76 (2H, m), 3.72-4.10 (2.2 
5H, m), 4.48-4.80 (0.25H, m), 6.40-6.60 (2H, m) , 
7.47 (1H, dd, J = 1.8 and 8. 8), 7. 86 (1H, d, J = 8. 
8), 8.16 (1H, d, J = 5.8), 8.25 (1H, d, J = 1.8), 
8-40 (0.75H, s), 8.42 (0.25H, s). 
TCm-ftffim C 23 H 26 N 3 C103S 2 0.25EtOH 0.25H 2 0fc LX 
It&ffi (%) :C, 55.55; H, 5.55; N, 8.27 
MMM(%) : C, 55.58; H, 5.41; N, 8.12 
H*6#J139 

3- (6- 9 Q D-2X>/fX-;H X)Vik f~;U-N_ 
r (l-(2-^^-;P-4-bU ->'JU)-A-h'^.V zSWTwOT . 

139a) DD<y/ft7i y-2-X^X/P 

6-?DO\ y/ft 71XWO 98/24784) £>§IJfc{ajl38 
a) t LTSfElT:-^Bj(10%) . NMR (CDC1 3 ) 

d: 7.60(1H, dd, J = 1.8 and 8.8), 7.95 (1H, d, J 
= 1.8), 8.24 (1H, d, J = 8.8), 8.50 (1H, s). 
139b) 3-(6-? on-2Ay Vf x_^)x;i/*-;l^7n. 
b* >mert-7^-)l<ti <fc 1/3- (6- ? u n-2-^yVfX 

H^J139a)-Ci#/t^b6-^ nt3^y/f^7i y-2-x 
/k*x/l^^SS#i]l38b) fc |118t?>Rj£fc «t OHiEfli^ 

3- (6- ? a n-2-^y/fx-^) x/Prh— ;l/7°c? b^>- 
mert-y^fV : &&t£A(8%k NMR (CDC1 3 ) 1.39 
(9H, s), 2.70 (2H, t, J = 7.7), 3.50 (2H, t.J = 7. 
7), 7.53 (1H, dd, J = 1.8 and 8.8), 7.92 (1H, d, J 
= 1.8). 8.19 (1H, d, J = 8.8), 8.33 (1H, s) . 
3-(6-?DO-2AyVfI^H X)V-fo—)V7°U b* v 

8:ttA(16Xk NMR (CDCl 3 +DMSO-d 6 ) S: 2.74 (2H, 
t, J = 7.5), 3.54 (2H, t, J = 7.5), 7.52 (lH.dd, J 
= 1.8 and 8.8), 7.94 (1H, d, J = 1.8), 8.18 (1H, 
d, J = 8.8), 8.33(1H, s) . 

139c) 3- (6- 9 o o-2-< V V*fxx;W XjU^~>U-H- 
* -f-fU-H- [1- (2-^ f-yU-4- b U >-';^) -4-b^ 'J *J)V\ T . 

^5&fiJ139b) Ti#7^3- (6-^ a n-2-^.y/fxx/K X)U 
*x/i/7*o b^-ygt^A,|||i4CT30b) ^A>|piatc LTSie 

fc&toii*&lft*i(50%)kLXntz. NMR (CDC1 3 ) 5: 
1.45-2.00 (5H, m), 2.45 and 2.47(total 3H, each 
s), 2.70-3.10 (4H, m), 2.77 and 2.83 (total 3H, ea 
ch s), 3.50-3.70 (2H, m) , 3.70-4.10 (2.25H, m), 4. 
48-4.80 (0.75H, m), 6.40-6.60 (2H, m), 7.52 (1H, d 
d, J = 1.8and 8.8), 7.93 (1H, d, J = 1.8). 8.10-8. 
20 (1H, m), 8.19 (1H, d. J = 8.8), 8.34 and 8.35 
(total 1H, each s) . 

Ttm^mm. C^ryClNaOsS-, O.25H 2 0tLT 
Vc%m.{%) :C, 55.56; H, 5.38; N, 8.46 

mmm.{%) .z, 55.58; h, 5.41; n, 8.35 

Mion, PLLC - http://www.sughrue.com 



♦ 



(6 7) )02-201 178 (P200 2-2 0 1 1 78A) 



r(l-(2-^f-;t-4-t°'J ^)-4-f<U y/l/)7a^y7. 

140a) 1- ? D 0-4- (2 , 2- ^'X h v-x h ^ ) -fe'y 

4-?oo:7xy-/M12.9 gh ^St# y >7A(13.8 g)fc 
itXl-rot-2.2-yx h^X? y(17.7 g) SrDMF(100 

S*LT. Iil2'fb^(24.5 g, j£Jttt)*»fc. NMR (C 

DC1 3 ) 5: 3.46 (6H, s), 3.97 (2H, d, J = 5.0). 4.7 

0 (1H, t,J = 5.0), 6.86 (2H, d, J = 8.8). 7.23 (2 

H, d, J = 8.8). 

140b) 5-?nn\yy77y 

#V y ySK60 g)i:4-?ncKsy-<ry(300 

MSET . Hftff|140a) X"i%tz\-9 o 0-4- (2 , 2- ^*X h * 

i/Xh*v)^y-fe'y(24.5 g)£SrFL 14B#^J1bKL 

»Slfea«Sl(10 g, 66»fcLT»fc. NMR (CDCI3) 5: 
6.73 (lH.dd, J = 2.2 and 2.2). 7.25 (1H. dd. J = 

2.2 and 8.8), 7.43 (1H, d, J =8.8), 7.57 (1H, d, J 
= 2.2), 7.64 (1H, d, J = 2.2). 

140c) uuKyVy =7 y-2-x;U^—)U, 

mm^Tiz? aqx/i/* >m(6. 5 g) zw&it y x,(4. 

X1$tz5-7 UXiOY? yy(3A g) £ JD^55"CT'15^- 

H#># il-tf tz . Rjefflps** S-Jn^^x^Tiibai 

Sr*H&tSft(2. 1 g, 39»i:LT»;fc. NMR (CDC1 3 ) 

7.49 (lH.dd, J = 2.2 and 8.8), 7.59 (1H, d, J = 8. 

8), 7.93 (1H, d, J = 2.2), 8.390.H, s) . 

140d) 3-(5-? 5 » X/l^x^rn t 

.^■>-BEtert-7'^-;l< 

HJg^|140c) X-%tzisAY5-9uu^.^/y y y-2-X)V^ 

->wt>m&mi38b) t mmz lx mztt.-&mzm&& 

ik(lU)bVXntl. NMR (CDC1 3 ) d: 1.39 (9H, s), 
2.75 (2H, t, J = 7.7), 3.53 (2H, t, J = 7.7), 7.42 

(1H, dd, J = 2.2 and 8.8), 7.54 (1H, d, J = 8.8), 

7.87 (1H, d, J = 2.2), 8.21 (1H, s). 
140e) 3- (5-?nn-2-\y/77 » X)l>-fc—)V7u b 

mmmuod)x^tz3-(5-^oa-2-^<.yv'yyy)x^ 

-;i//o tr^r y&tert-7^-)\st)*t > mMMi3&c) t mmiz 
Lxmmti^zmmi&im) b vxntz. nmr (cdci 

3 +DMD0-d 6 ) 8: 2.80 (2H, t, J = 7.7), 3.57 (2H, t. 
J = 7.7), 7.42 (1H, dd, J = 2.2 and 8.8), 7.55 (1 
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H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.24 (1H, 
s). 

I40f ) 3- (5-? an-2-Kyy75-;P)x;i/*^H- . 
_^^;l^-N-(i-(2-p<f-;P-4-t°U j^)-4-b*^y V)V\? _ 
p/^yTS. H . 

SIMMl40e) X"i%fz3- (5-? a o-2-^> Yy y y) X)V-fc 

->v7u t°*ym* h ntfoimob) mmiz ixmu-it-SM 

**ffe»*<3S:)fcLT»fc. NMR (CDCI3) 5:1.50-1.9 
0 (4H, m), 2.45 and 2.47 (total 3H, each s), 2.76 
and 2.84 (total 3H, each s) , 2.80-3.10 (4H, m), 3. 
50-3.75 (2H, m), 3.80-4.15 (2H, m) ,4.40-4.80 (1H, 
m), 6.45-6.60 (2H, m). 7.30-7.60 (2H, m), 7.86 (1 
H, d, J= 2.2). 8.16 (1H, d, J = 6.2), 8.24 and 8.2 
5 (total 1H, each s) . 

7€m-ftffim C 2 3H 26 ClN 3 0 4 Si: LT 

U-Sffi (%) :C, 58.04; H. 5.51; N. 8.83 

HM1(%) : C, 57.89; H, 5.78; N, 9.11 

mmmui 

N-^f-;t~N-(l-(2-^^-4-h'U S^M-b^y i?)\A-_ 
3- (4- (4- b 'J : J)V) y x x;l/J X)V * —)\>7 0^5^75 K_ 
141a) 3- [4- (4- b U i^'/P) 7 x —)V\ X)V^=~)Vy"a b° _ 
.^■VKtert-yf-;^ 

HJrS#J59b) Ti#^3-(4-7 , *0 t7i x;l^) XtV-fr—lVTu 
b3}-yKtert-7'^-;Kl.40 gk 4-b'J S^A42dlft(0.50 
g) ilXx h7^fXb>J 7 iX;M-sX*XT?A^ 
*7A(0.25 g) £2MeS®-?- h U *7A*ig?g(4 ml) V* V 
df vX? >-(15ml)0?I^-?g^JPx. . TA'=/V3JSH£lTfc: 

Se-fb^«l**lfeH*(0.19 g, 14X)kLT»fc. NMR (CD 
Cl 3 ) 5: 1.40 (9H, s), 2.70 (2H, t, J = 7.7), 3.45 
(2H, t, J = 7.7), 7.53 (2H, d, J = 6.2), 7.82 (2H, 
d, J = 8.2), 8.04 (2H, d, J = 8.2). 8.75 (2H. d. 
J = 6.2). 

141b) N-.X -f-lV-K- ( 1- (2-^ +)V-\- b° U is)V) -4- b°^ _ 

V ^';u)-3-(4-(4-b y y x X)\s*—jI'7uj\ 

5lifeMl41a) Tl#7"v:3- (4- (4- b »J i^VW 7 x -)V~\ XlV~fc 
x;U7"ab^->'Ktert-7-f-;K0.19 g)WFA(5 ml)^?g 

£m&x'ivffli)>zm?t:® mmmffiLti. ^s^^dm 
f(io mDizmmL. mmm42b)X'mzA-^i-/uT^y-i 

- (2-* f-;p-4-tr y i?)V) tr^ y v (o . 20 g) i: dmtmm (o. 

ilfeSIft(15 mg, 6%)i:tTf#/i. NMR (CDCl 3 ) 5: 1.5 
0-1.95 (4H. m), 2.65 and 2.68 (3H, s), 3.12 (2H, 
m), 3.54 (2H, t, J = 7.6), 4.07 (2H, m), 4.76 (1H, 
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m). 6.50-6.64 (2H, m), 7.54 (2H, d, J = 6.4), 7.84 
(2H, d, J = 8.4), 8.00-8.20 (3H, m) , 8.75 (2H. d, 
J = 6.4). 

3-(6-? cm-2-f y K UfU) X/Vft—Jls-H-* f-;W-N-(l- 

(Z-yf-zl^-by i^UM-b^y ^'/Wru^yrs K. 

142a) b-7 DO-1, 3- S/'b H 0-2H-W > K— /U-2-f-:*. 

6-?on^y>( VK- ;K8.38 g)tif(8.4 g) £rTHF 
(75 iDfcWXiBU £^9/1(6.75 g)SriD^. giST* 
12B*fito>§aMr;fc. ^ig^^feU ^^SlgffigSiL 

*;PA*^W^LTSIE'fb-^lS:llfe^(2.56 g, 2 
8%)i:LTf#^. NMR (CDC1 3 ) 8: 4.04 (2H, s), 6.97 
(1H, s), 7.14 (1H, d, J = 8.0), 7.29 (1H, d, J = 
8.0), 12.65 (1H, s). 

142b) 3-(6-?ua-ltW V H-2-f;WWnA>l 
HSfe<m42a)Tl#£6-?oo-l,3-i/t Fo-2H— f V Y— 

;i^-2-^^y*^nwjii4a) t mmz LTSia-fb^^ 

^Hfe^B H H (72%) i: LX%tz. NMR (CDCls+DMSO-d,;) 8 : 
2.63 (2H, t, J = 7.0), 3.07 (2H, t, J = 7.0), 6.6 
0 (1H, dd, J= 0.6 and 1.8), 7.03 (1H, dd, J = 1.8 
and 8.4), 7.30-7.35 (1H, m), 7.43UH, d, J = 8.4), 
9.63 (1H, bs). 

142c) 3-(6-? u u-2— f V Y U )V) ^-jf-N-y i-JU-H- (1 
- (2-y 1-)V-A- b V i^M-b^ 'J TnAVT 5 H. 
HS60lJl42b) T1#^3-(6-^ a a-lH— f > K-2-4 M 

M&M3>(55%)t LTf#Jt. NMR (CDCI3) 5: 1.40-2.00 
(4H, m), 2.45 (3H, s), 2.50-3.28 (6H, m) , 2.79 (3 
H, s), 3.80-4.10 (2H, m), 4.60-4.90 (1H, m), 6.40- 
6.60 (2H, m), 7.05 (1H, dd, J = 1.8and 8.4), 7.36 
(1H, s), 7.43 (1H, d, J = 8.4), 8.17 (0.75H, d, J 
= 5.6), 8. 19 (0.25H, d, J = 5.6), 9.97 (1H, bs). 
142d) 3-(6-? u n-2--f > V V )V) X)V*—)l-\^*^- 
/W-N- (1- (2-y f-/W-4- b U i?)V) -4-b^. 'J i?)V\ Tuj n° 

HSfeCTl42c)T1#Jt3-(6-^aa-2-^ y h' y;l^:*-N- 

yf-/HHl-(2-y f-;i^-4-b y y;W-4-b^y y'/Hr 
o^yTS h'(0.12 z)<r>*? J— ;K6 ml)?WvLNJg®! 
(0.55 ml)SrJlI^7tm 50%mCPBA(0.14 g) ^D^miSTl. 

f7l*&li»6»LTMfc^fc*i^ft(0.75 g, 93 
DtLXWz. NMR (CDCI3) 5: 1.40-1.95 (4H, m), 
2.45 (2.25H, s) , 2.48 (0.75H, s), 2.70-3.10 (4H, 
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m), 2.78 (0.75H, s), 2.83 (2.25H, s), 3.70 (3H, t, 
J = 7.3), 3.75-4.10 (2H, m) , 4.45-4.80 (1H. m), 6. 
40-6.60 (2H, m), 7.18(1H. dd, J = 1.8 and 8.4), 7. 
19 (1H, d, J = 0.8), 7.46 (1H, d, J = 0.8), 7.63 
(1H, d, J = 8.4), 8.17 (0.75H, d, J = 5.8). 8.21 
(0.25H, d, J = 5.8). 

7Cfit#Wffi C 23 H 27 C1N 4 03S 0.25H 2 0fc LT 
9YM-B(%) :C, 57.61; H, 5.78; N. 11.68 

:C, 57.63; H, 5.69; N, 11.66 

HS60IJ143 

l-(3- (6-? DO-2-t7f^) X)V-fr - )V?unj A )V\- 
4-(2-y f-;P-4-b y f J)V) b"^ zSy-2-i})V#>mX f\ 

y. 

143a) 4- (2-^ f-;P-4-b V b^7 v>-2-^'^/U . 

b^^ ^'y^-^y^vKx^K^IB^^fg ¥3-23 

2864) *>£>HM0lJ9Oe) t Hfllfc UTj^fB^-^Srll^fi 
«%(75%)i:LT^„ NMR (CDC1 3 ) 8: 1.3K3H, t. J 
= 7.1), 2.46 (3H, s), 2.85-3.79 (7H, m) , 4.23 (2 
H, q, J = 7.1), 6.53-6.59 (2H, m), 8.19 (1H, d, J 
= 5.8). 

143b) 1- ( 3- (6- 9 u a -2-± 7 *)V) X)V* —iV7W*S 
A ;U]-4-(2-y ^-;P-4-b y S/';P) b^9 : JV-2-i])Vi£V 

H)I^Jl43a) Tif^4- (2-^ f-;W-4-b° y ^';U) b^.7 
-2-^'^;P^^x-?-;^^^iSC?ij30b) fcBI*fc: LTS 
IBll^ftlSrltfiftslsOSJDfcLfftfe. NMR (CDC1 3 ) 8: 
1.19-1.25 (3H, m), 2.45 (3H, s) , 2.92-3.13 (4H, 
m), 3.54-3.83 (4H, m), 4.09-5.16 (5H, m) , 6.49-6.5 
4 (2H, m), 7.60 (1H, dd, J = 2.0 and8.8), 7.91-7.9 
7 (4H, m), 8.22 (1H, d, J = 3.8), 8.50 (1H, s). 
7CmftVrm C^H^NaClObSi: LX 
ffSCffi (%) :C, 58.92; H, 5.32; N, 7.93 
mmM(%) :C, 58.64; H, 5.57; N. 8.22 
HM#J144 

l-(3-(6-^ nx3-2-1-7^->V)X)Vfc—)V-7°u^y4 iV\- 
4- (2-y ^-;i^-4-b y -J IV) b"^ >-'y-2-^;U^^tert 

144a) l-K> -J)V** i/-4- (2-* -f-fU-4- b V V)V) b^ 

7y'y-2-*;i/^yg tert-y^-;K 
HM^Ji3ia)Ti#/i4-(2-y^;i^-4-by i^;U) b^^^'y 

-1.2-^^K>K l-<y^;P 2-y^;K4.91 g)tl 
N*K-ft;-)-h y»>A7|<^?g(50 ml)«OX^y-;K50 ml) 

mmzm&X'4Bisfflfrzm.i£tz®. Kmmzimmiw 

ml ) * tUZ.WE.mm Ltz . MBj£XAD-2# 7 AT-»S? 

#^>iX7t^;^y®?SrN.N-> :; yf-;^;UArS F^' 
^yf^r-fe^- ;K45 ml). tert-y^y-;K50 
ml):ioJ:l>UMF(40 ml)t?I-^LT15B#^SsiEL/i„ 
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g, <H%)tLX%£z. NMR (CDC1 3 ) a: 1.33 and 1.38 
(9H, each s), 2.45 (3H, s), 2.92-5.28 (9H, m) , 6.5 

0- 6.54 (2H, m), 7.34-7.38 (5H, each s), 8.19 (1H, 
d, J = 6.2). 

144b) 4- (2-* ^;P-4-e U it)V) bV<5 i?V-2-i])Vi£V . 
m tert-^;l^. 

*$fi#Jl44a) Tifit 1-^ V v^kt^r S^-4- (2-^ f7l^-4- b° 

Ml31b) LTHEft^ftRfiSB*(jaB») fc 

LTttTto NMR (CDCI3) 5: 1.49 (9H, s) , 2.53 (3H, 
s), 2.85-3.77 (8H, m) , 6.58-6.62 (2H, m) , 8.14-8.1 
7 (1H, m). 

144c) 1-3- (6-? nn-2-^7^)^;W*-;^rny\V . 
.4 /H -4- (2-* fvi^-4- b U i?M b^ 5/>^#y 

HaSMl44b) Tl#/v!4-(2-p< ^;k-4-b° »J x/W) b^ i?y 
-2-*;P*yi tert-yf-;U*^HMM76b) fc R«fcL 
rSIB^^^Hfe^*(75%)i: NMR(a)Cl 3 ) 
5": 1-36 (9H, s) , 2.47 (3H, s) , 2.87-5.06 (11H, 
m), 6.50-6.54 (2H, m) , 7.60 (1H, dd, J = 1.8 and 
8.8), 7.89-7.98 (4H, m), 8.22 (1H, d,J = 6.0), 8.4 
9 (1H, s). 

TuSHMfrffi C 28 H 32 N 3 C10 5 S l.lH 2 0i:LT 
ff-JM (%) :C, 58.19; H, 5.96; N, 7.27 
(%) :C, 57.95; H, 5.86; N, 7.57 

mmmu5 

1- (3- (6- 9 n n-2--*- 7 W X/l/tf -;l/7°ny W -f /M - 
4-(2-^f-;P-4-b° U iSM K^5y>-2-*;^y8. 
IHftW144c) T#fcl-[3-(6-? nn-2-t7f;W x/l^fc 
-;l/7nA7 >f )V]-A-{2-* fvP-4-b y 5/7U) b^ 
y-2-^;^>g?tert-7 f ^;K0.24 g)£ Ml 7^*Di 
K(2 ml)C*»l/C. S»T60i§BI*»#a-€fc o RJE?8 
£Mffi§l8LT. SS^^XAD-27>^AT"«MLTSIB 
ft^*JHM»*(86X)fctT»fe. NMR (CD3OD) d: 
2.55 (3H, s), 2.92-4.08 (5H, m) , 4.60-5.11 (3H, 
m), 7. 05-7. 07 (2H, m) , 7.68 (1H, dd, J = 2.0 and 8. 
8), 7.96-8.17 (5H, m) , 8.61 (1H, m) . 
TVmtttirm C 24 H 24 N 3 C10 5 S HC1 0.5H 2 0i:LT 
fttM (%) :C, 52.65; H, 4.79; N, 7.68 

mmm (%) :c, 52.45; h, 4.95; n, 7.52 
mmmue . 

4-(l-(3-(6-^nn-2-t7f;l/)x;^-;l/7nAV^ 
)\A -4- (2-^ ^;L-4-b U b^5 

SU6M145) Tl#7t 1- [3- (6-9 O 0-2-^7 +)V) AJUft — 
)V7°UJ*J A M -4- (2-^ f-;l/-4- b U i^) -2-b°^ 5 ^ 

fB*(52%)i: LT1#fc. NMR (CDC1 3 ) 2.23-5.02 (22 
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H, m), 6.39-6.42 (2H, m) , 7.59 (IH.dd, J = 1.9 and 
7.8), 7.89-7.96 (4H, m), 8.21 (1H, d, J = 6.0), 
8.47 (1H, s). 

TCmttffim C 28 H 31 N 4 C105S 0.2C 6 H 15 N H 2 0i: LX 
itnm(%) :C, 54.68; H, 5.66; N, 9.17 
mWm(%) :C, 54.43; H, 5.90; N, 9.55 

mmmui 

2- [1- [3- (6-9 o o-2-^ 7 X)Vfr ~)V7°nJ W A . 
I V\ -4- (2-^ ?Vl/-4- b° U >7P) -2- b^ 7 IHgtert- 

147a) 2- [l-O- y;^^r S^/Ptf— ;P-4-(2-P< *)V-4r. 
b° U ^;l^) -2- b°^ y i?)V\ . 
H»Wl35a) T1#^2- [4- (2-^ ^;P-4- b° y -2- b^ 
9^)M|xf-yK5-00 g)i: bUxf-zPT S ^(2.88 
g) cOStS^ ^ (90 ml ) ^ n a^S^ V ^/U (3 . 89 

m*mmi-hv^j±x'^Lti. ^^mjes* 
m&mz&m&i'V#y)\s#7J±x^MLxmiMt 
^tn&mtoa.w g, ^»w) t tT»fc. nmr 

(CDCl 3 ) ^: 1.23 (3H, t, J = 7.1), 2. 45 (3H, s), 2. 
56 (1H, dd, J = 4.8 and 15.6), 2.74 (1H, dd, J = 
9.2 andl5.5), 2.95 (1H, dt, J = 3.6 and 11.7), 3.1 
3 (1H, dd, J = 3.5 and 13.4), 3.24-3.30 (1H, m) , 
3.67-3.71 (1H, m), 3.88 (1H, m), 4.05 (1H, m) , 4.1 
1(2H, q, J = 7.2), 4.71 (1H, m), 5.17 (2H, s) , 6.4 
5-6.51 (2H, m), 7.30-7.41 (5H, m), 8.18 (1H, d, J 
= 6.0). 

147b) 2-U-O- S^M*^ ^#/U#x;l-4-(2-;tf ^/P-4- 

_b° V V)V) -2- b°^ 5 i>)V\ PBftert- 7*^)V_ 

^fe#J147a)Ti#£2-(l-<^ 

(2-^^yP-4-b°U y;^)-2-b°^^ y/HSlxf;W^ 

iot«i44a) t mmiz LxmnMt^zm&imm 05%) 

kLXQHZ. NMR (CDCI3) a: 0.91 (3H, s) , 1.44 (6 
H, s), 2.44 (3H,s), 2.50-3.30 (5H, m), 3.66-4.14 
(3H, m), 4.71 (1H, m), 5.17 (2H, s), 6. 44-6. 49 (2H, 
m), 7.33-7.38 (5H, m) , 8.17 (1H, d, J = 6.0). 
147c) 2-(4-(2-^f/M-t'U is)U)-2-V^7i/Mffi& 

HJfe^Jl47b) X%tz2-{\^y'J)V^ isA)V#—)V-Ar 

(2-^ ^-;i^4-b° y ^;U)-2-b°^5 >?;HBBrtert-^;P 
*^«Sfefi?iJ144b) fc LTSIE^^Srllfea^l 
(^SW)fc LT#3to NMR (CDC1 3 ) ^: 0.95 and 1.47 
(9H, each s) , 2.15 (1H, br) , 2.36-2.65 (6H, m) , 2. 
87-3.20 (4H, m), 3.65-3.69 (2H, m) , 6.48-6.53 (2H, 
m), 8.17 (1H, d, J = 5.8). 

147d) 2-(l-(3-(6-^nn-2-t7f/WX;l/*^7u 
;H -4- (2-* ^;l-4- b° y SxVW -2-b^ 7 » _ 
Ptert-^^P. 

mmmuic)x^fz2- (4- (2-^ ^u-4- b y ^vw-2-b^ 
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7 v-V^^tert-rf-^A^^IfgWeb) t R«tC LTM 
Eft^ft**ffel»5K(70Z)i:LT»fc. NMR (CDC1 3 ) 5: 

1.38 and 1.41 (9H, each s), 2.46 (3H, s), 2.34-4. 
93 (13H, m). 6.45-6.50 (2H, m) , 7.56-7.61 (1H, m), 

7.90-8.02 (4H, m), 8.20 (1H, d, J =6.0), 8.49 (1 
H, d, J = 6.6). 

Tmttffim C 29 H 34 N 3 C10 6 S 0.7H 2 0i:LT 
H-gffi (%) :C, 59.57; H, 6.10; N, 7.19 
Hailffi (%): C, 59.19; H, 6.35; N, 7.58 

mmmw 

2-(l- (3- (6-? o a-2-i-y f-/U) X;^-^7ov *7 W\ 

;W-4-(2-y ^/i^-4-b 'J y;i^)-2- tr^5 ^HHat. 

H»Jl47d) X1%tc2- { 1- [3- (6- 7 UO-2-f 7 ^-/U) X/U 
^-;UrnVNV^ /U)-4-(2-* f-^-4-tT U 
5 ^VU]ifKtert-yf-;^^||SSW45) t RflMC LTS 
Eft^«l*aie»*(93» i: LT#fc. NMR (CDC1 3 ) 8: 
2.28-4.51 (16H, s), 6.83 (2H, m), 7.59-7.64 (1H, 
m). 7.94-8.16 (5H, m), 8.58 (1H, s) . 
TSMrWffi C 25 H 26 N 3 C10 5 S 0.3NH 3 l.lH 2 0tLT 
tHM (%) :C, 55.51; H, 5.42; N. 8.54 
HSUffi (%) : C, 55.21; H, 5.03; N, 8.84 
HM<?1J149 

.( 1- [3- (6- 7 c? n-2-t- 7 ^f-)V) X)V-fc~)V7°v > W /H. 
-4- (2-.X f-/U-4- b U -2-b^ 7 * 7 7 ~)V 
Hill5lJ143a) "C»fc4- (2-7- f-^-4- b 'J i-'/W b^ v > 
-2-^;^>-^xf-;K0.50 g)<Dy.7 7~ ;K5 ml)?g 
«Mc*ft(i3*-^h »J>7A(0.76 g)SriniTlB#raji 

1f. HSfe#l27b) Ti#*:3-(6- 7 a 0-2-7* y ^->v) x/v-fr 

-;l//Df*yS(0.21 g)ODMF(10 ml)$g?g'\H0Bt(0.1 

6 g)£WSC(0.21 g)£Mz.. 0-CT'lB#^#?l-tf^. 
5tW#^T;Pa-;K0.20 g)£ h 'Jxf^r 5X0.29 

ffift^£r#^ft*(35 mg, 8%)i:LTt#^, NMR (CDC1 
3 ) 8: 1.59 (1H, br),2.44 and 2.46 (3H, each s), 
2.78-3.11 (4H, m), 3.45-4.63 (9H, m), 6.44-6.49 (2 
H, m), 7.60 (1H, d, J = 9.0), 7.91-7.96 (4H, m), 
8.13-8.19 (1H, m), 8.49 (1H, s). 
jtmfttirM C 24 H 26 N 3 C10 4 S 0.7H 2 0£LT 
imm (%) :C, 57.58; H, 5.52; N, 8.39 
USUI {%) : C, 57.73; H, 5.49; N, 8.07 

[l- [3- (6- ? n n-2-7- y xiv-fc—ivynj* J -f tv\ 

r 4- (2-7. f-/W-4- b U =JjU) -2-b^ 5 a^AO x 7 7 — )V 
SIJg^Jl35a)-d#^2-(4-(2-y ^-;l^-4-b' U >^)-2-b^ 

7 J^WHiftxfvU£S«fc0lJ149) LT TAn- 
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2-7-7 7-A) 7.;i^*x^7°n ^^ymt HSfi^J76b) t PI 
«fc L-C^LTSIB-fb-^2:*lfe^*(37%) fc LT# 
7t„ NMR (CDCl 3 ) 8: 1.70-4.77 (18H, m), 6.46-6.51 
(2H, m), 7.57-7.62 (1H, m), 7.95-7.98 (4H, m), 8.1 
9-8.23 (1H, m). 8.49 (1H, s). 
TtmftffiiS. C 25 H 28 N 3 C10 4 S 0.2THF 0.6H 2 0t LX 
m%m.i%) : C, 58.77; H, 5.89; N, 7.97 

mmm(%) ;c 58.74; h, 5.90; n, 7.73 

1- C3- (6-7 an-2-t7 -f-M xiv-fc =.)Vy°uj^y A M - 
4-(2-y f-;u-4-f>J u) -2- tr^. 7 i^' >^ ;P --K^f -9- 5 H. 
HS6M145) -CffJtl- (3-(6- ^ o n-2-7- 7 x/^x 
;U7°ovnV W ;^-4-(2-y f-;l^-4- 1° >J ^';W-2-b°^7 i/* 

y # y K*^25% ryt-^ a?k** h MSM76b) t 
H*fctTHEfl;^*««8IWM»*(l7»i: N 

MR (CDC1 3 ) <?:2.47 (3H, s), 2.75-4.06 (10H, m), 4. 
50-4.54 (1H, m), 5.27-5.61 (2H, m), 6.56-6.61 (2H, 
m), 6.72 (1H, br), 7.60-7.64 (1H, m), 7.90-7.99 (4 
H, m),8.21 (1H, d, J = 5.7), 8.49 (1H, s). 
TimftVxW. C 24 H 25 N 4 C10 4 S 0.4THF 0.8H 2 0 0.5Et0Hh 
LT 

^%m.(%) :C. 56.32; H. 5.83; N, 9.88 

mmm(%) ;c 56.23; h, 5.34; n, 9.38 
mmmi52 

1- (3- (6-7 on-2 — j~y j-)V) —)V7u> nV ■< )U) - 
N' . N ' -S/> ^-;U-4- (2-^ ^-;U-4- b° U -2- b^. 7 ^' . 

HWJ145) Tl#^l-[3-(6-7 on-2-t 7^-;P) x;U^x 
^7°w nV -4- (2-y ^-;i^-4- b 'J s/;w) -2- b^5 

»i? >m. t n , n- ^jv b k 7 >ts>h mmmi 51 ) 

i: LTSie-f[:^*^*fem*(25%) i: LT# 
NMR (CDC1 3 )S: 2.23-6.63 (23H, m) , 7.57-7.65 
(1H, m), 7.92-7.99 (4H, m), 8.20-8.23(lH, m), 8.47 
-8.50 (1H, m). 

TCmtttfm C 26 H 30 N 5 ClO 4 S 0.5EtOH 0.5THF H 2 0t LT 
m%m.(%) :C, 56.07; H. 6.33; N. 11.27 
H3M(%) :C, 55.69; H, 5.92; N, 10.85 
^MM153 

2- [ (l-(3- (6-7 Q U-2-F 7 7.)V-fc—)V7n^y -i 
;U]-4-(2-y -^/U-4-b U i?)V) -2-b^5 V)V\ l)>Vtf— _ 

mi&MU5) -et#7tl-[3-(6-7 nn-2-t7f;H 7.;^x 
;P7"n>' nV W ;H -4- (2-^ ^-;W-4- b U ^;U) -2- b^ 7 i^' 

CT151) h wmz \^xmm^*xm&m-Km») t l 

-Cf#^. NMR (CDC1 3 ) 8: 2.47 (3H, s), 2.76-4.53 (1 
5H, m), 5.31 (1H, br), 6.54-6.59 (2H,m), 7.11 (1H, 
m), 7.62 (1H, dd, J = 1.8 and 8.8), 7.93-8.02 (4 
H, m), 8.21 (1H, d, J = 5.8), 8.52 (1H, s). 
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7C*#*fft C 2 7H 29 N 4 C10 6 S 0.2THF 0.75rl 2 0£ LT 
tf-gffi (%) :C, 55.56; H, 5.38; N, 9.32 
HaOffl (%) :C, 55.55; H. 5.45; N, 9.05 

2- ( [2- (1- (3- (6- ? nn-2-t 7 f-lV) 7.)l>-fo~)V7"x3/ n\ 
/ 4 ^]-4-(2-> ^-/1-4-b >J s/;W -2- b^5 T-fe 

IQS«148> T1#^2- [l- [3- (6-? aa-2-i-y f-/u) x/P 
* ^7D;v-f /W-4-(2-*f-;u-4-b U iW-2-b^ 
5 v7U] » S fc ^ u is y * i-)Vx.x 7^MS&&#> 4. gdfc 
W151) t RKC LTjKBffc^£83$fett*(71» t L 
TWfc. NMR (CDC1 3 ) 5: 2.46 (3H, s), 2.59-4.88 (1 
5H, m), 3.73 and 3.78 (3H, each s), 6.13-6.35 (1H, 

m), 6.54-6.57 (2H, m), 7.57-7.62 (1H, m), 7.94-7. 
99 (4H, m),8.20 (1H, d, J = 5.8), 8.50 (1H, d, J = 

4.0). 

fcMftffim C 28 H 31 N 4 C10 6 Si: LX 
SUM (%) :C, 57.28; H, 5.32; N, 9.54 
(%) :C, 57.00; H, 5.43; N, 9.32 

mmm 

1- (3- (6-^0 Q-2-f 7 -^/l-) X;^— )V7°us W 4 )V}- 
N-(2-(N, N-y^ +A,T 5 /)xf-;^)-N-^^-;W-4-(2-^ 
f-;P-4-fU i^)-2-b^yy#;l^df-+)-$ K 
HJI^J145T'#^:1- (3- (6- ? nn-2-t 7 f-zW 
^rn; V -i )V\ -4- (2-^ -9^-4- b U v7P) -2-b^ 5 : J 

&2S*wi5i t man; LTioe'fi;-^** sa»feta*(8i» 

i: l/tftfc. NMR(CDC1 3 ) d : 2.16-3.85 (26H, m) , 5.0 
1-5.08 (1H, m), 6.43 (2H, m) , 7.58 (1H, dd, J = 1. 
9 and 9.1), 7.92-7.96 (4H, m), 8.18-8.21 (1H, m) , 
8.47 (lH,s). 

7C*#Wtt C 29 H 36 N 5 C10 4 S 0.5THF 1.3H 2 0£ LT 
UM-m {%) :C 57.67; H, 6.65; N, 10.85 
HlHi (%) :C, 57.52; H, 6.35; N, 10.69 

4-( [1- [3- (6-? o O-2-f- 7 ^)V) XlV* —)V7°UJ V< 

;H 'J y 

HM^J145) Tl#7^1-[3-(6-^ oo-2-t7f^)^*Z 
yl^Ta; W -Y fU) -4- (2-* f7t~4- b V i/)V) -2-b^. 5 x 
Sofr/MfvKfc t/PjfcU y*>4>HSfi0!ll51) fcfflKfc: LT 
SIB^-^B»2:gg||fe^5f5(73%) i: LT»fc. NMR (CDC1 3 ) 
5: 2.47 (3H,s), 2.86-4.06 (18H, m), 5.12 (1H, t, 
J = 4.7), 6.39-6.44 (2H, m) , 7.59UH, dd, J = 2.0 
and 8.9), 7.89-7.95 (4H, m) . 8.20 (1H, d, J = 5. 
7), 8.47 (1H, d, J = 0.9). 
7c3t##HI C 28 H 31 N,C10 5 S 0.2Et 2 0 0.5H 2 0i: LT 

:C. 58.14; H, 5.76; N, 9.42HSHI 
(%) : C, 57.97; H, 5.66; N. 9.17 
HS£f?lJl57 
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4- ( C 1- [3- (6- 7 0 u-2-± 7 ^)V) X)V-fc— )V7°VJ W -i 
/U]-4-(2-^^;i/-4-b V i/)V)-2-W<.7i'li')*l)Vi$.=._ 

HSfe#Jl45) Tff *rl-(3-(6-:7 DD-2-t 7f-;U) 
;U7°oy \V W ;U) -4- (2-* f7!^-4- b 'J i^U) -2- b^7 V 

Lxm^^m^wm^mifsi) b lxwz. nmr <cd 

Cl 3 ) &: 2.47(3H, s) , 2.56-4.10 (18H, m). 5.11 (1 
H, t, J = 4.8), 6.39-6.43 (2H, m), 7.59 (1H, dd, J 

= 2.2 and 8.8), 7.92-7.96 (4H, m), 8.20 (1H, d, J 

= 5. 8), 8. 47 (1H. s). 
imfttixm. C 28 H 31 N 4 C10 4 S 2 0.5H 2 0i: LT 
H-gffi(%) :C, 56.41; H, 5.41; N, 9.40 
mmm(%) :C, 56.56; H, 5.19; N. 9.21 

mmmm 

4- ( ( 1- (3- (6- 9 o a-2--^ 7 ^)V) X^*^1/7daV 4 _ 
;H-4-(2-^< ^-;l^-4-b V =JiV)-2-\^^ i?)V\i])Vi£— . 
/PJf-ai-^A^ U >1, l-y*JfyK. 
HM^J145) Tl#fcl-[3-(6-^ DD-2-f 7f-;U) X;^— 
;^oyNV ;W -4-(2-^ ^;l^-4- b U ^;P) -2-b^5 ^* 

*vm$im*t>mmm) t mmiz ixmmt&mzm 

n&B&itftMbLXm:. NMR (CDC1 3 ) $: 2.47 (3H, 
s), 2.89-4.70 (18H, m), 5.00 (lH.t, J = 5.5), 6.3 
8-6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7. 
93-7.97 (4H, m) , 8.21 (1H, d, J = 5.4), 8.48 (1H, 
s). 

7U»fr#rffi C 28 H 31 N 4 C106S 2 0.5H 2 0fc LT 
sfM-M (%) : C 53.54; H, 5.13; N. 8.92 
^SSffi (%) : C, 53.25; H, 5.22; N, 9.20 
^MM159 

4- (2- CI- [3- (6- ? o u-2-^- 7 x;l^*-/|.7n > nv 

^ -4-(2-^< 1-lV-A- b" U >-7P) -2- b^ 7-fef. 

k^Jl48) Tl#£2-[l-[3-(&-? DD-2-t7f;W 

^ - yi^rt? y ;W -4- (2-^< f-;P~4- b U ^';l^) -2-b^ 

pi^j&^iiBewob) t mmz Lxmnftt-smzmmi 

M(24%)tLXfttz. NMR (CDC1 3 ) 5": 2.40-4.86 (23H, 
m), 6.47-6.56 (2H, m), 7.61 (1H, dd.J = 2.0 and 
8.9), 7.89-7.98 (4H, m), 8.17-8.22 (1H, m) , 8.48 
(1H, s). 

7c3£fr#Hi C 29 H 33 N 4 C10feS 2 1.2H 2 0i: LT 
MYMM(%) : C, 54.53; H, 5.59; N, 8.77 

mmm(%) -.c 54.43; h, 5.51; n. 8.55 

l-[3- (6-^ OD-2-t7f/W X)Vit—A>7°un;4 )V\ - 
N, N-y^^-;U-4-(2-^ ^-;U~4-b >J >-';U) b^^^y-2- . 

160a) 1-^.y y;l^3j-df >-N , N- ^'^ ^-;l^-4- (2-^ f-/W-4- 
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HS6<?iJl34a) Tlffcl-^ y ^';M-4f (2-^ f-/U-4- b 

yfrt>mmm7&>) t muz Lxm^t^^n^Mwus 

OlDbLXWz. NMR (CDC1 3 ) 8: 2.44 (3H, s) , 2.8 
9 (3H, s), 2.% <3H, s), 2.85-3.10 (2H, ■), 3.71- 
3.88 (4H, b), 5.00-5.17 (3H, m), 6.43(2H, m), 7.35 

(5H, br), 8.16 (1H, d, J = 5.8). 
160b) N, N- it* 1-)V-A- (2-* b° V V)V) V _ 

HiiCTl60a) Tltfcl-^i^M-^r >--N, N-i^* ^P-4- 

(2-* j f->v-4-w y»e^5yy-2-*mt* H*» 

£>HS60Ol31b) fcBttfc LTSIB^^^Hfe?ft«^(S 

NMR (CDCI3) 1.65 (1H, m), 2.4 
6 (3H, s), 2.79-3.18 (7H, m) , 3.70-3.88 (6H, m), 
6.49-6.55 (2H, m), 8.19 (1H, d, J = 5.8). 
160c) \-{3-(!b-7nxi-2-1-y^-)V)X)V-fc—)VTUJ*; _ 

4 M -N , N- v ^ -f-;l/-4- (2-^ ^-4- b° >J ^) -2- b^ 

HSfe^Jl60b)-ri#7tN ) N-y^^-;p-4-(2-^f-^-4-fcr U 

;w f^7^'^-2-^;u^^$ h'*^nssw6b) t mm 
£ixm&fc&mz%&®*i(58z) t Lxntz. nmr <cd 

Cl 3 ) 8 : 2.47 (3H, s), 2.89-4.03 (16H, m) , 5.10 (1 
H, t, J = 4.9), 6.38-6.41 (2H, m) , 7.59 (1H, dd, J 
= 2.0 and 9.0), 7.91-7.96 (4H, m),8.20 (1H, d, J 
= 6.0), 8.47 (1H, s). 

7C*#*HI C 26 H 29 N 4 0 4 SC1 0.5THF 1.5H 2 0fcLT 
ff-JM {%) : C, 56.80; H, 6.13; N, 9.46 

mmm <%> :c, 56.92; h, 5.90; n, 9.27 
mtmm 

2-(l-(3-(6-?no-2-t7f;l/)x /P* —)\>~? unjA 

)V\ -4- (2-* ^tV-4- b° U -2- b^7 -N-* ^ 
TbhTS K 

161a) 2-{\-^>i/)V**i/*))Vtf.—)V-4-(2-*^-)V-A-_ 
b U ^;U)-2-b^ 7 i"VH Bfflg 

HM^Jl47a) Tit Jt2-(l-0- v/M"* *s1i}Vt#~A>-4- 

mtwi34a> k Lxwm®®faozs.m) t Lxn 

fc. NMR (200MHz, DMS0-d 6 ) 5-; 2.31 (3H, s), 2.34- 
2.42 (1H, m), 2.52-2.65 (1H, m), 2.81-2.91 (1H, 
m), 3.04-3.22 (2H, m), 3.76-3.91 (3H, m),4.49 (1H, 
m), 5.10 (2H, s), 6.57 (1H, dd. J = 2.6 and 5.8), 
6.64 (1H, d, J = 2.2), 7.31-7.39 (5H, m), 8.03 (1 
H, d, J = 5.8). 

161b) 2- (l-O^/M-** )V-4- (2-* ^)V-4- _ 

b 0 iW^-b^vVH-N-.* ^-/UT-fe hT5 t\ 
HM01Jl61a) Xl%tz2-{l-**y S J)V** vf])Vifs—)\,-A- 
(2-*^-/U-4-b'J VM-l-^^yVtVVSmb^A'T 

5 y*^HSfifiRJ76b) fc IhJSH- L-CSIB-fb^2-?ife?A« 
»(je*W)i:Lr»fc. NMR (CDCl 3 ) ff: 2.45 (3H, 

Patent provided by Sughrue 



s). 2.55-3.34 (6H,m), 3.70-4.14 (6H, m), 4.60 (1H, 
m), 5.17-5.19 (2H, m), 6.50-6.53 (2H,m), 7.38 (5 
H, m), 8.18 (1H, d, J = 5.8). 
161c) ti-X ?7P-2-(4-(2->< f-;l^-4-b° V 5^W-2-tf<5>. 
yMT^bTS. F_ 

HSfc«161a) -C»fc2- [l-Ly V)Vtt zsii)V#—)V-A- 
(2-* fvP-4-b y 5//I^)-2-b^ is)V\ -N-* ^T-fe F 

T5 K*^lllffe^Jl31b)fc|l«^LTSia^^$:llfe 
JftRft(je»W)fcLr»fco NMR (CDC1 3 ) S: 1.70 (1 
H, br), 2.45 (3H,s), 2.55-2.66 (1H, m), 2.80-3.20 
(6H, m), 3.70-3.88 (5H, m), 6.48-6.53(3H, m) , 8.18 
(1H, d, J = 5.8). 

16ld) 2-(l-(3-(6-^nn-2-t7f;W ^;l/*-;P7n 
)V\ -4- (2->< ^1^-4- b U S^P) -2-b^ 9 V)V\ -N-. 

HS6.9J161C) Tl#7tN-^^-2-[4-(2-^^-4-t° U 
;W -2- 5 i^y H T -fe h T 5 F b Hifi0iJ27b) T1#7t3- 
(6- ^ n n-2-^ 7 f^^) ~}VTu >Mfr h m 
tt«42cfc LTIlia^^^^fe v *(40%) fc LT 

#7t e NMR (CDCI3) ^: 2.24-5.01 (16H, m) , 2.46 (3 
H, s), 5.61-5.74 (1H, m), 6.54 (2H, m) ,7.57-7.63 
(1H, m), 7.95-8.02 (4H, m), 8.20 (1H, d, J = 5.4), 
8.50 (lH,d, J = 6.4). 
imftVxm. C 26 H 29 N 4 0 4 SC1 H 2 0i:LT 
tf3WS(%) : C, 57.08; H, 5.71; N, 10.24 
H«ffi(%) : C, 56.98; H, 5.91; N, 10.12 
HJ6M162 

2- [1- [3- (6-^ o o-2-^ 7 *M X/!^* —)Vy°UJ W A . 
;W-N f N-y^^;u-4-(2-^^;U-4-b 0 U y;U)-2-b°^^ _ 

_S^)7MrFT$ F. 

162a) 2-(l-^y ^>f^r>'^;U^;l/-4-(2-^ ^;P-4- 
b U ^VW -2-b^ V)\A-K , N-y^< f-^r-fe F T 5 F . 
£Qfc«161a) "C»fc2- [l-O ^;U^^r ^^;U^^;U-4- 

^;u-4-b U ^VU)-2-b^^ ^VWftKi: -J* 

r 5 ^*^ntt0i76b) k mmizLx mmt'&y® * 

NMR (CDCI3) &: 2.44 (3H, s), 
2.71-3.20 (9H,m), 3.70-3.75 (2H, m), 3.83-3.88 (2 
H, m), 4.01-4.14 (1H, m), 4.68 (1H, m), 5.17 (2H, 
s), 6.49-6.51 (2H, m), 7.36-7.39 (5H, m) , 8.16 (1 
H, d, J =6.6). 

162b) N , N- is* ^)V-2- [4- (2-^ ^)V-\- b V ^;W)-2-b 
^7y/H7th7S F_ 

HMWI162a) Ti#3t2- [l-^i/fott i/%)Vtf~)V-4r 
(2-* j~)V-\- b° U i^/P) -2- b^ 5 i^VW -N , N- is* ^)VT 
-fe F T 5 F7&^HS6fi?yi31b) k H«£ LTBBEfl^ft* 
Hfe?*«*%l(95%)i:LTt#^o NMR (CDC1 3 ) ^: 1.86 (1 
H, br), 2.45 (3H, s) , 2.58-2.70 (1H, m), 2.89-3.30 
(9H, m), 3.67-3.75 (3H, m) , 3.83-3.88(2H, m) , 6.5 
0-6.54 (2H, m), 8.17 (1H, d, J = 5.4). 
162c ) 2- [ 1- [3- (6- ? u u-2-^ 7 ^)V^ -^7n 

Mion, PLLC - http://www.sughrue.com 



(£ 3 ) )02-201 178 (P2002-201 178A) 



) V -f ;W-N. N-^ f-/">-4- (2-* ^7U-4-b y -2-. 

£ffc0il62b) -tftfcN.N-S^ f-;U-2-[4- (2-* f-;U-4-tr 
•J x/W)-2- b^ >?/H T-fe h T S K m&f?>J27b) Tit 
fc3-(6-?on-2-t7f;Wx^*z/i/7Dt^y8i!p 

fcl/CWfc. NMR (CDC1 3 ) 5: 2.46 (3H, s), 2.60-4.9 

3 (19H, ■), 6.46-6.54 (2H, m), 7.56-7.63 (1H, m), 
7.95-8.02 (4H, m), 8.19 (1H, d, J = 6.2), 8.49 (1 
H, d, J = 3.4). 

imftmm. c 26 h 29 n 4 o 4 sci H 2 ohLT 

ff-gffi (%) :C 57.80; H, 5.93; N, 9.99 
mm (%) :C, 57.98; H, 5.91; N, 9.84 
HSS^J163 

3-(6- 7 OO-2-t 7 f-/U) X/P* -;l^-N-^< -?7U-N- [4- (2 
r ^f-;t~4-b°y ^VW-l-b'^^^/Wra^^TS "h*. 
163a) N-(4-(2-J< -f-;P-4-b 'J >?;U)-1- 7 S^/W . 

9&mi36b) T»fc4- ^U-4- b U =J)V) -1- b^ 

> ? y^#tr4-(2-^^-4-b 0 y >■";*✓) -1- b^< 5 ^'/wr 5 

X0.40 gXWIKi ■D«Jft^*l*iHft(0.38 mDSrfln 

(0.33 g, 79%) t LX%iZ. NMR (CDC1 3 ) 5": 2.47 (3H, 
s), 2.89-2.94 (4H, m), 3.42-3.47(4H, m) , 6.50-6.5 

4 (2H, ■). 6.66-6.71 (1H, m) , 7.98-8.42 (2H, m). 
163b) 1- f-)l>T 5 J )-4- (2-.X fvO-4- b U S^U) b^ . 

y=Jy. 

TKS-fkT/PS-^AU^AW.lO g)OTHF(25 ml)jS% 
A4*t**WJl63a) Til^N- (4- (2-> f-;P-4- b U i^'/P) -1- b 
^7^*;U)*;UAr5 K(0.30 g)7>THF(5 ml)?§?f££jD 

*. 3B*«aBlSLfc. frf^f^fclN^fcJqifcfiL 
8m* V *72±X-T)Vi] y tttc Lfz . ^»** 6* L , £ 

$£THFTlto£iJ L*. ttas-Sfc^SHJW- h V V^X*®!. 
ML. ^Sf?*LTHE^-^*«lfeillFK!ft(0.27 g, 

96%) LT#?t. NMR (CDCI3) 2.45 (3H. s), 2.6 
4 (3H, s), 2.77 (4H, t, J = 5.0), 3.39 (4H, t, J = 

5.1), 6.49-6.55 (2H, in), 8.17 (1H, d. J = 5.8). 
163c) 3- (6- 7 o u-2-i- 7 -77U) XiV-fc— f-;U-N . 
- (4-(2-^< f-;l-4- b y i^) -1- b^^ To; vyT. 

HJfe#fll63b) 1-U fvUT 5 7) -4- (2-y f-;l~4-b 
y S^W) b*^7 ^'^i:IISiM27b) t'^3-(6-^ on-2- 
t-7f-;U) X)V-fc—)\/7°u \Z*>&fr£>mti&W76b) t m 

mizLzmiMt&m*m&W}3fi(25i) t vxnt:. nmr 

<CDC1 3 ) 5: 2.49(3H, s), 2.78-3.17 (11H, m) , 3.48- 
3.55 (2H, m), 3.78-3.83 (2H, m), 6.48-6.56 (2H, 
m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.91-7.95 (4H, 
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■). 8.23 (1H, d, J = 5.8), 8.48 (1H, s). 
7t*fr#Tffi C 24 H 2V N 4 C103Si; LT 

: C, 59.19; H, 5.59; N, 11.50 

USUI (%) : C, 59.04; H, 5.56; N, 11.23 

1- (3- (6-/Dt-2-t7t;W X)V-fr—)V7°u b:+x/P] - 

4- <2-x ^-;w-4-b y itiV) tr^7 :-**> . 

Hj!"fe0!J64c) T1#^3-(6-ya^:-2-^7^-;P) X/l^fcc^ 
7a b:t y m t HM^J130b) -C1#/c4- (2-^ b y 

^';U)-l-b^9 &ttra>&Hft0!3Ob) i: K^fc L 

TfflB-ffc^Hj(31»S»fe. NMR (CDCI3) 5: 2.48 (3H, 
s), 2.93 (2H, t, J = 7.7), 3.23-3.28 (2H, m), 3.3 
4-3.39 (2H, m), 3.55-3.70 (6H, m), 6.48-6.52 (2H, 
m), 7.71 (1H, dd, J = 1.8 and 8.8), 7.85-7.94 (3H, 
m), 8.13(1H, s), 8.22 (1H, d, J = 5.8), 8.47 (1H, 
s). 

7CfR##Tffi C 23 H 24 BrN 3 03 S 0.5H 2 0i; LX 
Wc%m. (%) :C, 54.01; H, 4.93; N, 8.22 

mmm(%) ;c 54.21; h, 5.05; n, 7.95 

N- (6-7*Dt-2-t 7 ^)V) X)Vfc—)V7°U bVl^-1- (1-7* . 
4-^;^^f-9-5 H. 

165a) y-(b-7'u^-2-1-7^-}l) XM^7Dt;H- 

(1-7* f- ;p-4- b^ y -n-^< f-^b^b 

x'y-4-^;U-i<df-^5 H. 

1- (1-7* h ;t^.-K - /u-4- b^. y >-';U) b^.b^-v-4- 

^;U^*xig(W09800134) t ^J6f^J119b) XWztr? DO-2 

-(3-^ 5 7 7° u b/U) ^ i/yh'j 

7 jvxumg&fr^mmiQo) t mmz Lxmmtsm 

^M&B^02%) t LTftfc. NMR (CDC1 3 ) 5: 1.40-1. 
44 (3H, m), 1.45 (9H, s) , 1.61-1.76(6H, m), 1.98- 
2.25 (4H, m), 2.37-2.45 (2H, m), 2.69 (2H, m), 2.8 
6-2.95 (2H. a), 3.02 (3H, s), 3-11-3.17 (2H, m) , 
3.47 (2H, t, J = 6.9), 4.14 (1H, m), 7.72 (1H, dd, 
J = 1.8 and 8.7), 7.85-7.95 (4H, m), 8.13 (1H. 
m), 8.44-8.48 (1H, m). 
jm-ftffim C 30 H 42 N 3 BrO 5 Si; IX 
ff-SHI(%) : C, 56.60; H, 6.65; N, 6.60 
IliOtt (%) : C, 56.49; H, 6.66; N, 6.42 

N- (6-7ot-2-t7 j-)V) X)V-fc—>V7°U bVU-l- (4- b . 



a) Ti#7tN- (6-7*0^-2-^ 7 -f-M X)V^—)V 

ro b;U-l-(l-7* h ^^;l-^;P-4-b^. y >-";W)-N- 
^f-;Ub^b^^-4-^;^^5 H(0.17 g)<50»S!x 
f-;KlO ml)?§?S/v40%ig>fbK^x^y-;W?f?R(5 ml)Sr 
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g. fZAmt LXWz. NMR (DM50-d 6 ) 8: 1.75-3.4 
3 (27H, m), 7.84-7.89 (1H, m), 7.95-8.02 (1H, a), 
8.18-8.24 (2H, m), 8.44-8.46 (1H, m), 8.63 (1H, 
m), 9.07 (2H, br). 

imttmB. C 25 H 36 N 3 BrCl 2 03S 0.5H 2 0fc LX 
itnm (%) : C, 48.55; H, 6.03; N, 6.79 
H-ffllffi (%) : C, 48.71; H, 6.02; N, 6.71 

3-((6-^na-2-^7^-;P)^.;^-;P)-N-(l-(>f 5 YV. 

[i. 2-a) b >j : J>-5-4 ;u)-4-tr^ y -j—M-w-x^-ivy. 

167a) 5- (1 , 4-^:*^ -8-TlFX bu (4, 5)-7-'# ^-8-_ 

/W 4 5 9 V(l , 2-a) b 'J y'y 
5-^nn^f 5^/(1,2-3) t*U^V(4. 58 g)fcl.4r5*sj- 
df-t-8-Tif Xt"n(4, 5)-t-'^>-(12.89 g) 
T. 125°CT'16^*>#?I-tf^. K^tCTkdOO ml)£ 
tint. ^on^;UATlfiaiL^. &aj-$£f£fa:£«T* 

(6.60 g, 85%) i: LX%iz* NMR <CDCl 3 ) 8: 1.% (4H, 
t. J = 6.0), 3. 22 (4H, t ( J = 4.5), 4.04 (4H, s), 
6.32 (1H, d, J = 7.5), 7.18 (1H, dd, J = 9.3 and 
7.2), 7.40 (1H, d, J = 8.4), 7.54 (1H, s) , 7.65 (1 
H, s). 

167b) 5-(4-y i-)VT 5 J b^ : J J) A 5 ^V'fl. 2-a) . 

tr y v y-mmg— Ti^am, 

HSI0IJl67a) T1#^5-(l ,4-y>T=Jf ^-8-T-f X bo (4, 5) 
y-8— f ;l^) -f 5 . 2-a) b U ! J V (6. 60 g) cr>T 
-trhy (25 ml)?§-?Sfc4N^(14.4 ml)£}IJD;iT50'CT"6 
B*IH*»S»tffc. ?§«£MJE®*U O-CT'S^tlN 
*P^h U^ATK^SrJnxpHlltlfflSL^. A-^H) 
*m\Ll-hV*7J±X°mnL. ^no^;UATl*aiL^. 

fflK*j*EES*Lfc. »B*I*»»<50 ml)}: 
?§^L0°CT40%^^T 5 >--^< fS—A>mm(25 ml) 

■a? fct*. i> y r-fe h * s^wwfcia a h u •> a (6 . 3 

t . 0X;T»9«Jfc:iN*BMk^ h 'J ^A*^MSrjD^.pHl 

y-;K100 ■l)fc« r j&»U Z.^K^-tert - r^;K5. 55 
fcHMKftfcx^y— ;M10 ml ) IzMfr L . 12NJSSK21 m 

D ztini.*: . Rmmzm.is l x'mm^m^fizm. mm 

JfflElTi-&ft&afelSA(3.07 g, 38 »fcl/C»fc. NMR 
(CDCI3) 8 : 1.91-2.07 (2H, m), 2.34-2.39 (2H. m). 
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2.83 (3H, s), 2.98-3.11 (2H, m), 3.39-3.51 (1H, 
m), 3.63-3.70 (2H, m), 7.00 (1H, d, J = 7.6), 7.58 
(1H, d, J = 8.8), 7-83-7.93 (3H, m). 
167c) 3-((6-^nD-2-t7f;l/) X)V* -N- ( 1- ( -4" . 
5 ¥VW, 2-a) b y iS>-5- -f )V) -4- f ^ 0 is—tU) -N-M . 

HiS0iJ27b) xntz3-{ (6-7 on-2-t7 ■f-zW X;^- 
; M 7° o b* (0 . 30) «OT -fe h — h y ;K5 ml ) t* 
*8^H0Bt(0.23 g)&v^-C*WSC(0.29 g)£MifiTUH;i. 20 
ttmfrZ M^fii . ^^HSSt5lI167b) T»fc5-(4-.X f- 

s y b"^.^ -J j ) 4 5 r v [i , 2-a) b y *j y—mMM 

— *fn%(0.36 g). l.S-^Tifb'v^nts^.O)-?-^^ 

T"b>(0.36 ml)iiJ;l»yxf-;l/TS>'(0.42 ml)OT 
4rh^by;K5 mD^SrSD^.. £ffl"ClB«S|j&»3»t? 

>- y ^ ? A-cfiiK l. r-feh— by }V/^.~fiv 
A»^«siMb LTeie-fb-^i^ afe^a B H (0.19 g, 37%) t 

Lrfffc. NMR (CDCI3) 5: 1.69-1.73 (2H, m), 1.85- 
1.93 (2H, ■), 2.77-3.08 (7H, m), 3.48-3.52 (2H, 
m), 3.57-3.62 (2H, m), 3.77-3.95 (0.3H, m), 4. 53-4. 
68 (0.7H, m), 6.27-6.34 (1H, m), 7.14-7.24 (1H, 
m), 7.38-7.45 (1H, m), 7.50-7.52 (1H, m) , 7.60 (1 
H, dd, J = 9.0 and 1.8 ), 7.64-7.67 (lH.m), 7.92- 
7.97 (4H, m), 8.50 (1H, s). 
76*#BHi C 26 H 27 ClN 4 03Si:LT 
ff-®ffi(%) :C 61.11; H. 5.33; N. 10.96 
H$M (%) :C, 61.03; H, 5.37; N, 11.21 

3- ((6-yot-2-t7 >C;l^* -N-[l- ( -f 5 ? V 

[i,2-a) by i?y-5-4 ;i-)-4-b^y i J—)V\-^-^^-)vy_ 

^Sfe^J64c) Tit Jt3-( (6-7nt-2-t7f;W 
;U) TO b^" ym. k H5S^Jl67b) T'#7t5- (4-y f-;PT 5 
ye^y/)^ 5 ^Vtl.2-a) b y ^'y^JgKS— ?KSI 
a«»fel6*|[«ll67cfc R«tc LTSE-fb-^lSr afefe B B B 
(m)bLX&fi:. NMR (CDC1 3 ) ^: 1.68-1.73 (2H, 
m), 1.82- 2.25 (2H, m) , 2.75-3.07 (7H, m), 3.47-3. 
63 (4H, m), 3-75-3.96 (0.3H, m), 4.48-4.70 (0.7H, 
m), 6.26-6.34(lH, m) , 7.13-7.26 (1H, m), 7.37-7.48 
(1H, m). 7.50-7.52 (1H, m) , 7.64-7.66 (1H, m), 7. 
73 (1H. dd. J = 8.8 and 1.8), 7.88 (1H, d, J = 8. 
8). 7.92-7.99 (2H. m), 8.13 (1H, s) , 8.49 (1H, s) 
ymttftm C 26 H 27 BrN 4 0 3 S 0.25CH 3 CNi; LX 
9Wft(%) :C, 56.26; H, 4.94; N, 10.52 
H$M(%) :C, 55.97; H, 4.97; N, 10.63 

mmi 

( 1 ) x'mztiz>it-&v®£tzizz<7)i& 
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mmEtemL >bmimwmmm%b* ) mum 

1 . ti ~t*liv$\ 

( 1. ) HJ£0»J4rT!# & tlftfc&m 4 0 m g 

(2) ^ I — X 7 Omg 

(3) ISW§&-feJkD--X 9mg 

(4) X5ryj>KTi'^>"?A lmg 

lA^Afe^ 12 Omg 
(1). (2) i: (3) HXV (4) <7)l/2 2r?ISlL 
fcfifc, SRGMtfS. .TfU^Otf) (4) $rjDi.T^f*:^ 

2. ^y^zivm 

( 1 ) 3£6S W54T?# S nfcft^ 4 0 m g 

(2) 7# I — X 7 Omg 

(3) «K*£»-fe;Pn-X 9mg 

(4) 'J >tV^v«?A lmg 

12 Omg 

(1), (2) fc (3) fcitf (4) <7)l/2*mmL 
td£. mMCti. ZtltzWWn (4) £fln;iT:£#:£ 

3. ft&q 

< i. ) 3mmm& ztiitfo-syi a o m g 

(2) ^ J — A 5 8mg 

(3) 3— >X^— 1 8mg 
(3) fM§tt-fe;m— X 3. 5mg 
(ii) X^r U >KV^->>>A 0. 5mg 

1& 12 Omg 
(1), (2). (3), (4) <7)2/3&&V : (5) 
0>l/2*aKOLfcflL WGMfc*-*. £§90 (4) fci 

V ( 5 ) *i<^Re(=jiniT<eMfc:JnJEj^-r&. 

4. 

( 1 ) ^mvmvn s tiizto&m a o m g 

(2) 7# I — X 5 8mg 

(3) 3— 3=- 1 8mg 
(3) «Jg4frfe;HJ— X 3. 5mg 
(ii) Xryj^fT^^A 0. 5mg 

1& 1 2 Omg 
(1). (2), (3). (4) <7)2/3&£Tf ( 5) 

V ( 5 ) £ £ tfDBPBMcJn t X tiffltzMEOmt h . 

[0077] <m\m2 

5 0m S zmMLtdk. ammtmrnsfczmzx 1 o 
<ojspsi i m i -tostbxo . hmbwtf* mtm'U rtv 

[0078] mmM 1 

( i ) b h^mmmmrnxm" ( f x a ) law^ffl 

Hittrift : 96ft^ A ?o7l/- MC 0.145 
t^mMJ^b^i^A^O. 0 5MbUX&j 
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m (PH8.3) 225wl.Kfi (KlWfc^fll*^ 
^/PX;U:7*^Kfc^jS?) 5m l&t/b hFXa 
(0.3unit/ml) 1 0 p. 1 SrflDxT 3 7°CT'l 
O^aESfefl »f (3mM, S-2 76 5) 1 
0/x 1 S-^JDLT3 7'CT'l 0^|BKJS$*fe. tf^ 
X\ 5 0%mmi2 5ju 1 *JniTRJ63&ffjh5^ 

^«JKtf^J: 0 4 0 5 nm?)l®«^-rt:£a!l5£ 
U FXaflHffl£5 0%E&*-r£SIUg (IC 50 ) if 

[0079] ( 2 ) In vitro£fiPHSI8ffi@£ 

( 2 - 1 ) 9m%k&mi%f§\ (PT) : PT-^X 

(STA compact, DIAGNOSTICA STAGO) t,Zi VMfeLfz. 
b MEftJfil^ (ff»h MfiUStFFP, m*^¥X^) 97m 

lfeaeBOiui^aaraL, 37°c-c-4#ia^{fM . ± 
f - looxt i^sjp Lfea. mm± x-wmmzmg. t 

fc. mWi^Xf-zUx^^fv-H (DMSO) izMM LXW. 

( 2 - 2 ) l*JB^<g®B$IH (APTT ) fflfem : STA-APTT-L 
T (DIAGNOSTICA STAGO) £fr!V\ SIMlLjKK@l5!SBt£ 

(STAcompact, DIAGNOSTICA STAGO) OSU^L 
fc. b ME rf MUSI (frUPb MfiimFFP, «*^Xit) 9 

7jui(c3Bft3/ii*aaniLfc. hh^som hc^ Lvsi±su^ 

fiUttSL^. 20 mmol/1 c7)CaCl 2 ?t?g50MlSr8sJpLT, 

Ltz. mmmmzmm&mg.te. mmcovtb <o tDMso^ 
( 2 - 3 ) h o>b>#ia^ ( n ) mim ■. smaim 

<SElB#f§g!l5g^B (Biomatic BIO, Sarstedt) SrfflV^T 
«j£Lfc. b bo Vb'y (Sigma) i^S* 

ICT2.3 NIH units/mlt^rSiat^L/i. b MErt 

JttiK (frl¥b M*FP, mMK¥T.m) WvUzmm 
ulimnL. 37 ,> C-C'3^-^fiijD^t^. ±f£lfll^l00 

juuzml. hvyt'ymmzoouimiiL. wm$.x<7) 

* «&£ L fc „ m^(iDMSOlc?f » L T <£ffl L jfe . ^® 
B$S2^?ffi^jlUg{i:. ^O^O^DMSO^^JnL^i: 

[0080] ( 3 ) Ex vivo mR*WBffl&£ (-7^X) 
( 3 - 1 ) »*RF«9fib5- : ffittlCRV^X (25 - 35g, SI 
c) ifilfflL^. ^yb^;l/h7-^ (50 mg/kg, i. 

p. ) mmTizx. mnrnx o^$-5 mi/kg^w*T-* 

K^hU^A (f h7-/l/, ili^.rti^) 1/lO^CTO. 
8 ml Smut, SOOOrpm-ClS^^^LifliaiS-ff^. ±IB 

mmojut uzttL. rrv^mi&mm t a y^r? x^- 

y^S-lOO/zl^JaL/if*. «H*-C'^B#^iS!l^t 

mmtifmitmmm (rnxsm) i>t<i& (diagnost 

PLLC - http://www.sughrue.com 



ICA ST AGO) Si&IfiMlll$fS8!l5££gg (STA c 

ompact) fcJ:9«JgLfc. a5«H4^a*«*tC«F» LT 

8o£B9*ffl«)ft (%) "CS*Lfc. 

(3-2) gPft#: JfttICRV>X (25 - 35g. Sic) 
A-b'^-zP (50mg/kg, i. P . ) «»Tfc:TJK«*»IRJ: 

ttfcffofc. 

[0081] ( 4 ) In vivoJnJL^f^ffliJ^S 
( 4 - 1 ) 77h IftSfMv-V > b£ : Umetsu £><?X£r& 
(Thromb. Haemostas., 39, 74-73, (1978)) (cJgt 
fc. tittSDjR^'y h (#:*2 5 0~3 5 0g) Srffl 
V\ 'O'WOHr*— )V (50 mg/kg, i. P . ) MWYiZ 

x. ^mmmt^mmmt^m^, m&&gmLtz#v 

KfOfctf), fftfi-/rt(;vt'jy (50U/mi) 
l*Unt>&WffiMft& J §-l,zx?fr>tz. &P&J?-<7)i§ 

ftmsizm&TX'ik5-(2mi/k&) tti. ft$mizimm<o 

ffcb 0 tCO. 5%* Lfc . tfURflS 

Wtltrti. Jfll?g«^^5^H?rtcM»liIR <k 0 lml/kgO 

**>jt (%) -cjtajufe. 

( 4 - 2 ) 5 -y h mKJGMMjHOkfcT'il' 
JtttSprague-Dawley^^ -y h (250-400g, 
ZtifflLtl. m&XMMtim^TMt, Finkle L><ryfi 
j£ (Thromb. Haemostas., 79, 431-438, 1998) £3t^ 
LXmmLtz. (50mg/kg,i.p. ) 

mwTt,z.xm.m*.mm*Tmz%m Ltz&. mm±mm 

O^SfM^S5fcJ:l^-e<DlcmT»£^^*Sr*Ht, m 

#f— 7^ (Fogarty 2F, Baxter) 2rJ?AU 2:fc<7)& 
CDfflZ 200-300ml <7)m%X'M h £. <*U—>~C3]§IW8 
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£*£26G<0#tk -^mKMArtSfc. 9HK i k T' 

*4M6**ffe8Lfc. 30#flL tai*W*^^lX. 2* 

SKftt^W^ (BP110S, Satorius) »,8!l5£L 

(f h7-^, llj^SSg) l/10^CT2mlS5jfllLJt 
flL SOOOrpmT'lO^iS^LT^lfll/jN^Kiiai (PPP) £f# 

&Pi£-5-0*§£\ gg^«0.5%^f-;Hr;Pa— xtcjgjg 
U ^M^2^raBfr^^TT'S-^(2ml/kg)L^. ft 

mmztemmcoKb o t=o. 5%* ^/h^uo— * 
iRi oimi /kg^iT&jj- l <, mmztkm&mTkizm 

( 4 - 3 ) 7 >y hftgnMRlfiL&ffi ( DVT ) tf^ 
ttttSDjR5-yh (fr!250-350g) £JBV^„ 
^ybA'^t'^-;)/ (50 mg/kg, i.p. ) SHJTRCT, 

* (S£5cm) £#AU JfoaaRBteBfrOfctf), ^n*»J 
y (50U/ml) ^-^tf^S^^^^Lfc. --K'jxfl/ 

^ KV^-^-$.fflv^li*Srffia5Af?IRfcffBL/i. 30# 
raifSf*. SffMiO^^Uy (200U/kg) SrffMrt^ 

xffi&£m.*)iUL, nmttzam^smA (m^ma. 

SAigTKSr^L^:. ifii^^coigafifi % (iii&t;:tt 
*2r?ftLTS!l^L^g*a (11.6±0.2mg) ) iO^tB 

F X a HI^ftMH Sr ^ i t *«J ^> *»T'S> 5 . 
[^1] 
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IC fin (nM) 


3mm&% 


IC m (nM) 


5 


96 


14 


60 


31 


BO 


S3 


56 


84 


37 


42 


61 


52 


49 


53 


95 


54 


39 


55 


40 


64 


36 


67 


25 


68 


34 


75 


59 


118 


63 


129 


66 



(51) Int. CI . 7 ffiSf 
A 6 1 K 31/5377 
31/541 
31/551 
A 6 1 P 7/02 
9/10 

43/00 111 
C0 7D 401/04 
401/14 
405/14 
409/14 

471/04 1 0 8 

471/10 10 1 

10 3 

513/10 

F^-A(##) 4C055 AA01 BA01 BA02 BA06 CA01 

DA52 DB10 

4C063 AA01 AA03 BB02 BB08 CC12 
CC14 CG4 CC36 CC76 CC94 
DD10 DD12 EE01 

4C065 AA03 AA16 BB04 BB06 CC01 
DD02 DD03 EE02 HH01 HH02 
HH09 JJ01 JJ06 KK01 KK09 
LL01 LL04 PP03 PP13 

4C072 AA04 BB02 CC02 CC16 EE13 
FF07 GG01 GG07 HH02 HH07 

4C086 AA01 AA02 AA03 BC21 BC28 
BC50 BC73 CB05 CB27 GA02 
GA07 GA08 GA09 GA10 GA12 
MA01 MA04 NA14 ZA54 ZC20 



F I (##) 
A 6 1 K 31/5377 
31/541 
31/551 
A 6 1 P 7/02 
9/10 

43/00 111 
C 0 7 D 401/04 
401/14 
405/14 
409/14 

471/04 1 0 8 A 

471/10 10 1 

103 

513/10 
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